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(57)Abstract: 

PROBLEM TO BE SOLVED: To obtain a compound acting 
as an MCH (melanin-concentrating hormone) receptor 
antagonist and provide a method for using the compound in a 
medicinal agent composition. 

SOLUTION: A new compound acting as the MCH receptor 
antagonist is expressed by formula I. The compound is useful 
in a medicinal composition for preventing or treating fatness, 
fatness-associated abnormality, prophylaxis or melancholia. 
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• -0,-03 TiWfAo*? ^-^T-am§ti7t^*^7y-;i-'caM§^v:C 2 - 
c 3 7/i^-A 

■ Tiico hcofrktoMzmttZjxtzw&mTW&zhtzmmiftT y -a 

■ • Anyy, 

• • bKoJfy, 

• • -ho, 

• -0,-04 7/1"* A 

• • Tii<r>h<nfrt>m.\,zwmtitzw®mx'W.®iititzc x -c 4 7/me-a 

• • • **y. 
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■ ■ ■ \fDy? >J;k 

■ • C, ~C 4 7lV^* i s^ 

■ •Tti<n{ i m^m.^zmmixizwmx'W^^fitzc x ~c 4 7>va*^ 

■ ■ ■ s\njfy K 

■ • C, ~C 3 7>V*)V#)Vtf-)\,**i/^ 

■ ■ * J -*Mti/-B&m&7 V ->V7 $ / . 

• • *S-£ttiiS-mm3.7V->V7$./*>V#->V. 

->V7$s#>v#-tv* 

• • • Aoyy, 

• • • ^hD. 

• • • C, -C 3 7)V*)V, 

■ ■ ■ C, — C 3 7^3* 

• • - Aoyy-ftc, ~c 3 7^3*^ 

• ■ */P#TK 

■ • C, ~C 3 7)V*)Vtt, 

• • AoyxftC, ~C 3 7iV*)V*iS. 

■ ■ C , ~C 3 7>V*)VX)V*~>U^ 

■ • c 3 — c 6 ^?o:r/i^f;K 

■ -K*S5S7y-;k 

■ ^ny? D;k 

• •^«^7'J-^T-am$tl!tCj ~C 3 7/Mf/k 

• • C, — C 3 7^3 ;3 r>\ 

■ ■ ^*s^7u -n-x-mmztitzc , ~c 3 7;i^3^. 

• • 8*18*7 'J -/k 

( i i ) c 2 ~c 6 rivy-)v, 

■^^7'J-;k 

■ TIBOto*^?!fei^S?$^maT*ffi«§ixfe^g^7 y -/k 

• -ho. 

• • C t ~C 3 7/Mf/k 

■ ■ Aoywtc , ~c 3 7;i^f/k 

• • C, —C 3 T/^^fy. 

■ ■AnyyftC, ~C 3 7^3=*^ 

• \fDy? 'J/k 

• • t Kn*>\ 

• • c, ~c 3 7/Mr;k 

• • C, ~C 3 7)VO*y, 
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( i i i ) C 3 — C 6 y?nm;k 

• C , ~C 3 

•TlB^i^^M^iK^^S^T-a^^^c, ^c 3 r/Mr;k 

• • **y, 

■ K»a*7 'J -;^;p^-^t 5 y . 
( i v) il)VXis9V>V^ 

(v) #aaiWTy-;k 

• aoJ->, 

• tKndfy, 

• ^ry. 

■ -bo, 

■ c , ~c 9 T)\s* /k 

• TRo*>oa»4>a£fcaHi $ titzm&mximz titz c , -c 9 r^;u. 

• • U8H1K7 'J -)VZWfo%ixtz*i)VXi'9 'J /M $.y . 
^;k 

■ ■ ■ j\ajf>^ 

■ ■ ■ c i ~c 3 7;Mf;k 

• • • /ND^'y-ffcC, — C 3 7/W=*;k 

■ ■ \fny^'J;k 

• • C t ~C 3 T^^TiBfllSiifc^TO^^U/K 

• C, ~C 7 7/1-3*;^ 

■ c, ~c 3 r;W3^v-T'im$^^*S*r i J-^^v', 

• c t ~c 3 riva^isJDVX-iv^ 

■ ty-ifciii/'-c, ~c 3 T/P^r$y^^/-K-;K 

• saiMiKr'j-^TiaiSftfcty-ifctt^-C! -c 3 r;^^r$y*;^-;u 

• ty-t^i^-^s^T'j-^Tsy^^-yk 

• C, -c 3 yl-TSJH £ ft* * y - £ £ (i ^ - #t*iS5S7 D -/1/7 $ y #/kK-;U 

• rsy, 

• ^y-^Jta^'-c, ~c 3 7;Mf;kr$y, 
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■ mm&r y -ivx^-jvr $ y . 

• C, ~C 3 7)V*)VXWZ1Xtz!mm&7V-)VX)V*-)V7$J. 

■ fmm$7V-)\s?WMZtl.t:NHC (O) NH. 

• C, ~C 3 T^^isX^mtlfcmmmTV-fr-Vm&ZtltzNHC (O) NH. 
•Anyy-fcC, ~C 3 7/\s3*i'X^mtitzmmm£7V->lX'mmZtitiNHC ( 
O) NH, 

• C, ~C 3 7/Mf;HM\ 

• ADy'WtC, -C 3 7/l^HM\ 

■imKry-n^*, 

• c, ~c 3 r^^y.^-zk 

■ ^y-ifcii^'-c, ~c 3 7)V*)\,7$.;x)i-fc-)v, 

■ • C , ~C 7 7A-3-;K 

• • Aoywtc , ~c 7 r;Mf;k 

• 'vrni-^y/K 

• T%i<r>h(T)i}^mzmm^ntzmmmx^m^titz^u^9 y;k 

• -0,-03 T/Mr;k 

( v i ) \fny^ 'J/K 

■ -ho, 

■ c, — c 4 7/U3r;k 

• Tiwhe>frbm.izmmzntzw&mxm.®2titzc l ~c 4 ta*^. 

• -**y. 

■ • c, ~c 3 r/i^y:*, 

■ •IWKaKry-yPTaHftSiifcc, ~c 3 r/i^/k*:*, 

■ • ADyw^^^ry-^t-B^SixTtc, -c 3 ww, 

• -*»^ry-;w, 

• C, ~C 3 

■ Tmi>nfr^m.iz&mhtzmMmx^mtitzmm%7 y -***s^ 

• C, ~C 3 7)V^)V^^ 

• C, ~C 3 7)V*r-)V1-*^ 

■ C , — C 3 T)V^)VX)V^i—)V^ 

■ Anyy^5g^7y-;ux^*-;k 

• c, -c 4 r^^^-ciittSiifcKafabcry-;^^*-^. 

■ mcoh cofr^m.izmmtifzmmxmmztitzmmi&T y -/k 
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• -ho, 

■ -0,-03 7;Mr/k 

■ ■ c, ~c 3 7/W3*y s 

• \fny? >J;k 

• TiBWi<0*>A>Stefca^§itfcBSiati^$ii^TO^^ y/k 

• • Cj — G 3 7;Mf;k 

• -^oywbc, ~C 3 7;Mf;W£*U 
Yti, -C (O) -T-$>9, 

lasnSTU-^Hi. 7x^;K -*-7*/k 7>h7->^ 4fcttt'7x-/i/ 

1j)Vif.is9VMt. 10, H-ytHo-5-^y-yXy/[a, d]y;n\ 
Tfvk l-^V-'f^K 9H-7)V^V-)V^ 9-3MfV-7;M-]y-/k 7 

/k 1. 2, 3, 4-rh5bKO— t7fVk [2. 2. l]^Tx- 

;y-e&D. 

^rny7'J;Mi, 1.2, S-f-T^TVJ/k 1,2, S-h'JTVJ^. 1, 2 
-y't KD-3-^y-t5Vy/k 1, 3-^*^7-^ U;k lH-^fy 

F'J/k lH-fo»J;k 1 -**y-3H-> f y<//77^;K 2, 3-ytHo- 
^/[l, 4] >-'^i/-;k 2, 3-^hHo-0-V'7tl^k 2, 4-yhHn- 
3-^V-f 5VU/k 2H-<yy-f5-;k 2-**y-<yytf5x/k 2-* 
#y-b-oyy'x;k 3, 4-y'th'n-2H-'syV[b] [1, A] it^-tV-lV 
. 4-^y-l, 5, 6, 7-fh7t Ho->f yK'J/k 4-^y-3, 4~y*h 

HD-7^7v-;k 4-^-dfy-<yy"f7-;k 9, 10, l o-MJ**y— 
df^yf-;k 9H-^y^;k r^v-;k ^yyM s^/y/k <yy [ i , 
3 ] y** y y/k <yy [ 2 , 1 , 3 ] **-9-y'7yy/k ^yy [ b ] ^-xx/k y 
yyj;k 7 y/k 4syyy/k ^/^t/'j/K =E^*yy, t/i^yx/k 
f-yj/k :t3fy7-/k tr^yy'/k f^yu/k ey^/k try*y/k troyy/i' 
, *yy/k */*i?-y/k f-ryj^'/k f-ryy/k f-xx/k fb? 

tb'D-f-xx/k <yy75x;k &tz\t<yV*T y fV)VX'1b*). 
R, 14, 

(i)C,-C, o 7/l^/k 

• **y, 

• i/*-rotvt/7*$y#yM<x/k 

• ^/l^/WCx/M^y, 

• Anyy^tuasaKry-^Ji-dfS/. 

■ ^ix-mM^titc^T^iy^ y/M-* y. 

• ^toy? y^-x^y^yrsyjfdf y, 

• te r t-yh*y#/ktfx;UT$y\ 

• c, ~c 2 r/Mwuf-*. 

• TE^t^^SkitaWSitfcMaiTiBftSlx/iC, ~C 2 7/l^/k*3i\ 

• -AQyyftiwiHKry-ik 



(18) 



ttBBOM-315511 (P2004-315511A) 



• C 5 ~C 5 y^DTW. 

• C 5 ~C 6 y^nWz;K 

■ -ADyy, 

• *?7k 

■ ■Anyy > 

■ • h Hn^fx, 

• -ho, 

• -0,-04 7/Mf;k 

• -Tie^t^^aifc^Six^B^ST-a^^^c, ~c 4 7;Mf/k 

• • • **y. 

• • • fi<MMiR,T y — ;k 

■ • • ^oy; y/k 

■ ■ C, ~C 4 7>vzi*i/^ 

■ • Ao^WtC, ~C 4 r^-o^K 

■ • "vfnv^y/k 

• TTaot^<5)aik:aH?snfcwi«'Ciias<xfc^f"o^^ y/k 

• -0,-02 7/i^/k 

• -ftsHiKry-^TWi^fLfcC! ~c 2 r^^k 

• • * 

• • mmsur y -n-x-wmziitz* h * >\ 

• -Dawwry-Jk 

• •Anyyftft3WIKry-/k 

( i i ) TE«t^^Sfcifcll«$^fcl»*-c««$ixfcC 2 ~C 3 7^-/k 
■JHWK7'J-/k 

■ -hvxma&titzmmjUTv-fr. 

( i i i ) C 3 ~C 6 y?om;k 

• ^yt-im$it^^^k 

• mmiTv-^x-mm^titi^^. 

( i v ) #;M^?>J/k 
(v) jR3WIWry-/k 

Tmi>vfrim.izmftztitzwmxw&zixtem®i£7v-)K 

■ tHn^fk 
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• 1/7 J. 
■-bo, 

• C, ~C 9 TM^/k 

■Tm<7)t><7)frt>mzmmztitzmm-?w®ztLfzCi ~c 9 tjwwk 

• C, ~C 7 T/Wa^A 
•£8fli^7y-;M-=>fA 

• ^sis^t y n/s my t>wf ^j&tw^t s y . 

• AO^Wb^h d f^t'im$iX^^SS^T , J-;l-T'am§^NHC (O) NH, 

• ^/PT^f&^ft^TO^y >J/k 
( v i ) \fny^"J;K 

4 fctiTf fi<7> &4fc § -CW* § itfc^x n ^ y 'J ;P , 

■ ADfy, 

• C, ~C 4 7/l"*/k 

• TBewfc^feaitaHRStifcaBftafi-ciBjisnfcC! ~c 4 ta*jk 

■ y\ny> N 

• • A.f- ai/? y/k 

• c, ~c 3 r;u^;pf-^. 

• c, ~c 3 7/i"*/i'.xyM*— ;k 

■ * *)VTwm $ titzmm^r y ->v . 
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Ui. SVa> Villa, ifcttl Xa*>/i>jiiR£*U 

R 4 *iJ:VR 5 {i, HifcttCt ~C 3 7/l*A^6!U£t3m3tu 

#)1>#>>?VM^ \-Jt*V-4yy-)i>. 9 7/MO'.=7k -i^T-ib 
. 7yh5^y-;k C-7;^V>-9— -f 'JfX 1, 2, 3. 4-f h7tKn- 
777^k 4fcttt'5/?n [2. 2. 1 ] ^Tr-^t'S) 0 . 

'VFoS^y/Wi. 1,2. 3-f-TiWJJk 1, 2, 3-MJ7Vy/k 1, 2 
-v't Ho-3-3}-dfV-h'7V'JyU. 1, 3-S£**V— f V-fyFyJk lH-^fy 
F'J/k lH-fDiJ;k l-^y-3H->fy^yy77-/k 2, 3-y'tKo- 

4] V**i/-lV. 2, 4-^hHu-3-**V-t9Vy;k 2 H — 
yyt:5-/k 2-^V-<//t7-;K 3, Fn-2H-~<yy [b] [ 

1, 4]^#-bK-7K 4-ttV-3. 4-ytHo-7^7y-ik 4-**V- 
Oy'h°7-^, 9, 10, 1 0-hU**V--M-*-»fVf-/k 9H-df^yr-;l' 

. 7M?*5fcyk *yy>f syy»J;K [i,3] s^t^vu/k <yvi2. 1 
, 3] ^-^Tyy/k [b] ?-x^/k ?y;k 4 $yy»j/k 

y/k *;i-*yy, t/Ptf'J-Jk :**y5-/k t^'Ji^k tr^yyyk try^k 
df/u;k ^y^-tu/k ^-ryj^k ^-ryj/k fx_;k 2, 3- 

xtFo-l-**y--<f y4 VF'J/k 2, 3 -vt F 0-^^/7 y>k 2-**V 
-to'J^k 4-^y-l, 5, 6, 7— rF5t Fa— -f^F 'J;k ^^711^ 

s trys^k fD'j^k fh5th'o-fi^K w/7 7-;k afca^yyf- 
ryj/wT-fcO, 

An^yii, 7/M-o. ;dd, 7o* x *>Wi3-FT**. ll*W2fcie*<Z>fl:£ 
Ri it. 

• «3)HIK7y-/P'CIWISWt^ 

• y^T^sn^xoi^y^*:^ 

• te r t-7hdfi^;Mfr.^T$y. 

■ M*S5e7 y -fr/i/vx-jur s y , 

• Cj ~C 2 TJWltt. 

• ■ y b# s«^cwisnfcK3raw7y-;k 

• c 5 ~c 6 y^or;^- ;k 

• TE<ofc^^$iiita^snfciflU6-ciB«s*ifc^jKi/^ y/k 
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■ • *f->k 

• Tim t *>a»feS4(cw? $ titzwm&vw® ztiftsmrnKT y , 

• ■ Anyy, 

• • h h'odf K 

• --ho, 

• • C t ~C 4 7/MVk 

■ ■Tiicohm^i$&iz'miR$titzWWimx~mM2titzc 1 ~c 4 r;k*;k 

• ■ ■ **V, 

■ • -»CT'J-;k 

• • • 'vf ov-? y/k 

• - C, — C 4 T/Pn^rK 

■ -Aa^y-fcCi —c 4 7*^33^. 

■ -iRSHBSry-^-ciSHSiifec, ~c 4 r;U3^ 

■ • \fDy? U;k 

• • c, ~c 2 7;w= 3 f;k 

• ■ 

• • ^»S5tT 'J -HTM.® Stitch*:/. 

■ •Aoyvfltfasi«7'j-;k 

( i i ) Tie^)t^*^?fci(C®lR$n^StaT-g}fi§^C 2 ~C 3 7;l^-;k 

( i i i ) TMcQh<Dtf>h^z$jMZtlt:WmTE&ZtlK:C 3 ~C 6 y?o7H 
/k 

■ #*VT*ffift$ii7t;*3-;k 

• i»aa**r y -/WTBSI $ ft*:* . 

• Jfc*8S#7'J-;k 

( i v ) tf/Mfj^yyk 

■ Aoyy, 

■ t Fo*5<\ 

• ^7 a 

• -ho. 

• Cj ~C 9 7;Mr/k 

• TEwi^6SfcfefcaiR$nfc{ia«'CiB«$nfcCi ~c 9 ta^k 

• **a 

• ■ ^^u-cffiSi$^^s^Ty-/k 

• -#M^7y-/M-*A 

■ c, ~c 7 r^nJfi/, 
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■ ts a 

• y wcwmz tvkszm&r y -^x^-zur s y . 

■Anyy^h^^TlMSn^)SHE^rU--A''CBII$fubNHC (O) NH. 

• Aa^y-ffcyf-zPf-A 

■ v-rnt/i/rsyy.A'tf-;k 

• USHBar y -/i/cffliftS iifc* y - * £ Ji v-'-x^i/t* 5 y a/Mfcyp . 

■ aaaiwry-A', 

■ tj-ivxwgkZtitz'^TV^? y/k 

■ Any>ft«««Bcr y-^-caBftsnfc^ro^^ y/K 

(vi ) *feliT£Ot^feSliita^Sftfca^'C««S*ifc^'rn^^y;P, 

• ADfy. 

• -ho. 

• Cj ~C 4 7/1^/k 

• Taot^^tticamSiifcBflH&CiBftSnfcc, ~c 4 7;Mf;k 

■ -Anyv. 

• -ftsstary-yk 

• **;wTiB8i$ftfcj^5$7y^**K 

• C, ~C 3 7/l^/H-A 

■ c, ~c 4 T^*^TiB)isixfeflaraiwr , j-/i'X/p*ryw, 

• ^D^w^^ry-^. 

• y f^-cm § itfciwwiwr y -/I*- . 

■ - h ax-mm s *ifcD8Hi5i;r y -a- . 
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zzx\ s&m&rv-Mi. 7i^;k 7-7f-;k tMtfy x-iux-b*) . 

, Tyh^dry-ZK C-7)V3tV>-9-4 Ur>\ l, 2, 3, 4-f f-7tKn- 

1-y+iV^ &ttit'is?n [2. 2. 1 ] ^Tt— ;P"CJ> D , 
^ny^'JyHi, 1, 2, 3-f-7v*7Vy/k 1, 2, 3-MJ7y*!JJk 1, 2 

-s>t Kn-3-3r^y-e9Vi;;k m-^yKy/k iH-t°o»j;K 2, 4-^ 

„ T-tff-v-yk [b] ^-xx;k 7'J;k 4 VW/'J^ iWJ-;k e 
^yi;/k twj/k fy^/k *yy;k f-rvu^k f-rvy/k f-x-^. f- 

:*7-;k 2, 3-i/tHn-l-^-dfy— { y-f yH»J;k 2. 3-ytKn-\yV 
7'J/k 2-^V-^>"/t5-;k 2-^V-to l Jy-k 4-tf*y-l, 5 
, 6, 7-fb5tHn-^yHij/K 9H-*-9-Vr-;k xy/y;k -fS^/UA' 
, tJkfc'JA ey$y;k eny^Vk fh7th'n-fi_;K *cyy7 5-;k £ 

Jta^yyf-ry y a-cs> 0 . 

[ft#«5j 
R, li. 

( i ) TK<^<D*^^£MK$ix£SmST«$$ft£C j ~C 5 7A*/k 

•**y. 

• ^ss^ry-^T-am^ix^ 

■ mw&To-)\s**=/. 

■ AoywitfJ«£^7y-/M-*v, 

• a^f-D^7 y^-xf-yf yrsy^K 

• mm.r y a#x/i/t 5 / , 

• C, ~C 2 

■ jti<ni>m*bmL\,zmmixtzm®mM.mi\tzc x ~c 2 rt^Mrt. 

■ ■ ^nyy-ftmmm&T y -;k 

• • * h * xTS& $ *ifcjK#a«7 y -A . 

■ -y-nX-WMZhf^TVi/? Vi^*. 

• Ttivhm^mzmmtitMmmx^mtitztii'Xi'? y/k 

• *?-/k 
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• Tiicoh(T)fr^m.izmiRztitc:mm?w.®i} ntzsmmxT y -;k 

■ •;\ny>\ 

• • h HDdfx. 

• • -ho, 

• • C( — C 4 T)V^)V^ 

■ ■TiM<vfr^m:izmmtitzs®mx*w®ziifcc, -c 4 7/1^/k 

■ ■ ■ **v. 

■ ■ ■ 'J/k 

• • Cj ~c 2 r/wndfi^, 

• ■ ^oyy^c t ~c 2 7^3*^ 

• ■%mm£TV-!ix'W&zixKc x ~c 2 7^3*^ 

■ ■ 'v-fDj'? 'J/k 

• • c , ~c 2 7;i^/k 

• •^fg^ry-;wt'S«§^c 1 ~c 2 7/u=*/k 

• •^S^7y-/PT'ffi©$^Xh^^, 

• -^*^7y-;k 

• -^nywb^*^7y-;k 

( i i ) Tie<7)tO^A,3!ttt^§n^amST-Mm$^C 2 ~C 3 7/l^-;k 
•^SS^7y-;k 

• ^oywLRflS^7y-;k 

( i i i ) Tie^tO*^M3l:tiM^§^S^»t«^?n^C3 ~C 6 y^DTW 
;k 

• ^y-t-a^^n^x^k 

• ^w^y-^t-a^^it^^^k 
•«»m£7y-;k 

( i v ) y;k 

( v ) TiMm^m.izmm^ixtzmmmx'mmtitzmmm^T y -;k 

• ^7 A 

• -hn. 

• C t ~C 4 7/l^k 

■ Tt£<Di><7)fr^m.izmtRi*titzwmmx'wmisti?zc , ~c 2 r^k 

• • **y. 

• -^^^7y-;k 

• c, ~c 2 Ttva**/^ 

• ftjRUWry-^TWiSftfcc, ~c 2 7^3*^, 
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• 7$y. 

• x ^-csbss *ifcua»iisr y -^x;p*-;u7 $ y . 

• Any>^ NdfvT-g^$tl!t^^Ty-^-CaM§n^NHC (O) NH. 

(vi ) *fcmeot^*^?!tefcSi^$iifcajftST^$ii^TO^^>j;i, s 

• Aofy, 

• C, ~C 4 7A*¥Jk 

•TE^fc^6^tca8)?S*ifc«IWiTII»$nfcCi ~C 4 T/WfJk 

• An7*>\ 

•K*a«7y-/M-*5', 

■ C, ~C 3 7/l^/H-A 

• C , — C 3 t;u^;px;^^^ s 

• ^•f/I/ , CiBllS#ifc«a8B*7y-^;M;-^, 
■K*l(W7'J-;k 

■ - b a-cias n^M^iC7 y 

N 1, 2, 3. 4-f h5tb'n-f7f;k ifctttfi^tt [2. 2. 1 ] 'sT-f-rt' 
'vfn^'J/Ki. lH—O'Fl/JK 2, 4-y't b'o-3 -:**y- t^/y/k 

7y;k t^yy/k try^/k f-x-/k 1, 2, 3-h'j7yy/k iH-fny^ 

. 2, 3-^tKn-l-**y->f -/A ^K'J/k 2, 3-yh Kn-*yy7tf;k 

2H-^yye5-/k 2-jj-^y-'<.yyt7-;K 4-^y-i, 5,6, 7~f 
hyhva-AyvotK -fsryy/k 4 y^-r/y/k t^*yy. t/i^y-zp 
. e?yy;k tys^Vk *yy/k f-ryy/k fb7bFn-fx^k *c>»/7 



(26) 



«f^2004-315511 (P2004-315511A) 



um 
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[4121] 
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[4131] 
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( i ) C, ~C, o TJWWk 

• 'vfoi'? y/k 

( i i ) C 3 ~C 6 y?n7;W, 

( i i i ) mm&Tv-iv, 

( i v ) ^J^foy? y^fcglU 
Lli. ^XX~XXI I*»&jStRS*U 

'sfus^y/Hi, 1. 3-5**=*y-4y>f VF'Jyk lH--fyHU;k 1 
y-3H--fv*cvv*7?ryK 2, 3-5>t Ko-*yy [1 . 4] j^i'-/k 3 
. Ko-2H-<W [b] [1, 4] 5*t*-fetf=Jk 4-**V-3, 4- 

^'tKn-7f5y^k 9, 10, 1 0-MJ^y-f-^-tyr-^k 9H-*-* 
Vr-Zk <y*/4 S^/'J/k [1,3] i***V U/k <yV [ 2 , 1 , 3 ] 

^-F^rV'J/k <yy[b] f-x-;k 7'J;k >f S^/'J/k 4 ytf^MT/yzk 

t/i/*yA jj-^y^k tr^y^Vk ey>7k *y*-ty;k f-x^/k *yy;i/ 
[|»] 

( i ) C, ~C 4 7;^;k 

• i^n^yf-zk 
•«3IHft*7y-/k 

• \fOy? >J/k 

( i i ) aaBKry-yw, 

( i i i ) ifcli^rai/^ 'Jzl-SrflU 

-vroi'? y/Hi s 9H-df-9-yrx/k 1 , 3] s'jj-^yyzk [2 
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, l, 3] Wy7'/'j)k Kyv [b] fi^, fxr*. ih— f vpy*. * 

[M#19] 
[1137] 
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[fl38l 
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Ht40] 





Q(i. 5$ I ITh*). 
( i ) C, ~Cj o 
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• tFo*A 

• tf*A 

• C, -C 3 7/P3*A 

■ T&ni><nfrt>m.immtitzmimx'mmwzc , ~c 3 7/W3*a 

• -£*«t*7'J-/k 

• • C , -C 3 T/^K v M$$ii7t'Vrui'7 »J;k 

• --ho, 

• • c, ~c 3 Tiiso^^vmMistifcmmKTv-fr. 

■ -0,-04 T/Mr/k 

■ • • =ty-ttiii ; J-c 1 ~c 3 7;Mr/i/7$y, 

• • • mm^To-tiTmmwz^y-itz^j-c^ ~c 3 t/i^tsa 

■ • • nny^t«3isiKry-^'riiasiifc j ey-*fctt>'*-c 1 ~c 3 r^^r 
$y. 

• ^/-iJtti^-C, ~C 3 7A**7l'75 A 

•TKcot^*^$kA^aiRSfL^a^aT'B}©s^*y-^^i> ; -c 1 -c 3 7^ 
*;i/7$y, 

■ ■ ^ry, 

• -g3HB*7'J-yk 

■ c, ~c 3 r;u^T'»©$^ ; ey-^^{i> ; -M*SieT'j-^rsy, 

• c, ~c 3 r;^^;^-^TSy , 

■ c, ~c 4 Tti'-a^i'iDVX—ivTS. y . 

• £t*^£7 u ->vx)i*-)V7 $ y . 

■ tko t> t earn § ixtzmsmx-WM § ii^uatawr u a* -^r s 

A 

• -0,-03 7;l^;k 

■ ■ *;-&td,z : J-c x ~c 3 r/^/wrsy, 

• C, ~C 3 

■ -^s-tfdt it-mm&T u -;k7 s y , 

• • Aoyy^t y - ifctt^-iwawT u s y . 

• • Ttewt^*>^3!iiitsiR$n^ams-C'gM$ii^K«^^7'j-^, 

• • ■ Aoyy, 

• ■ ■ 0, ~C 3 7)Vn$;is^ 

■ -ao^a 

• -0,-03 7/l^/k 
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• C 3 ~C 6 y;n7;W, 

• C, ~C 3 7;Mf/WTS8$Jx£C 3 ~C 5 y?D7;K/K 

• tf/M^lOk 

• -;\nyy, 

• • Cj ~C 3 7/Mf>k 

■ • C 2 ~C 3 7/k*— /k 

• • C , ~C 3 T)V*)VX)V? i -;l>?m®ZiXfzmmi£7V-)lX'Wi?lZtitiC 2 ~ 
C 3 7/k*-;k 

• -Anyx 

• • t FDdf>-. 

■ -ho. 

■ • c, ~c 4 r/i^/k 

■ ■TiWhnfrM^zmmztitzmm&x'W&ztitiCi ~c 4 r/i^k 

• • • Anyy, 

■ • • t FDdf£/, 

■ • • mmsnrv-iv. 

■ ■ ■ ^;-£Mt> : -8mm&7v->i>7$;. 
y-vkr$ a 

■ • • -;\nyy, 

■ • • • ^hn. 

■ • • • C, ~C 3 T/Mf;k 

• • • • C, —C 3 7)Vn* A 

• • ■ • yND-^WtC, ~C 3 T/l-rjdf A 

• • C, ~C 3 T/UH^A 

■ ■Tiini>nfrWj&izmmtifi:mwimT'S.mfi?zc 1 ~c 3 t;u:j*a 

■ ■ ■ Aofy, 

• • • i&SiSs^T f — /k 

• • Cj ~c 3 r^3df^;i/+:^ N 

• • ^y-ifcfiv-'-Ci ~c 3 T^kTS/, 

• • c, ~c 3 t/i-^h-:*, 

• -Aoyy-ffcc, ~c 3 T;i^r/H-:*. 

• • C 3 — C 6 j/^aW/K 

• -KSI^TUwk 

■ • 'vfDv-^iJ/k 

■ \f n;/? iJ/K 

• -0,-03 7/l^/k 

■ • c, ~c 3 t/i^*a 

( i i ) C 2 ~C 8 TA^-Jk 
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• C, — C 3 7)lO*i/^ 

■ mWsHTV-ilVW&ZtltzCi ~C 3 7/Pn*i^ 

• •nnyy, 

• • t Fo^y, 

• • c, ~C 3 7)VO*zs^ 

■ ■ )\nyyitc l ~c 3 nvn^i/^ 
( i i i ) C 2 ~C 4 r;^-;P, 

aaaKry-^-caBiSiifcCa ~c 4 7;Mf-/k 

( i v ) C 3 ~C 6 s^nT/U^f/k 

• C, ~C 3 T/Mf/k 

•TE^t^feaicaKSiifcaBiafiTIBiSix/tC! ~C 3 7;Mf-;k 

• 

• *y-4fctty-c, ~c 3 TA^f^rsy. 
■mmxTv-iuvwmzixtts-tMi'J-Ci ~c 3 r;p^rs/, 
•£»gfc£7'J-/k 

(v) c 3 ~C 6 y^nr;^-/K 
Cj ~c 3 T;^^T*^$ix^c 3 ~c 6 -/?oW-;k 
( v i ) tf/l/tfi^'JyK 

■ t h'Ddfk 

• -ho, 

(v i i ) MfgS^T'J-^, 

• : sTJ. 
•-ho. 

• c, ~c 9 7/i^/k 

■TsicohcDfr^W&lzmtRZhtcWimX'WmtifcCi ~C 9 7/Mf;k 

• • C! ~C 3 7/l'3dr>\ 

• • ty-ifctt^'-c, ~c 3 TTW^Tsy-N-**^. 

• • ty-^^Jiv-c, ~c 3 TA^rsy, 

• • ^stit£7 'j -frTwmztitz*: y - a fctts^- c , ~c 3 $ y . 

• -ty-ifctt^-iiarawTy-^rsy. 

• • c, ~c 3 r;p3^j/-c«nsiifety-4fctti'*-«3(a!i3«r , j-^75y. 
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• • C, ~C 3 T^lVVWfoZtltz^TVvtVlV. 

■ C 2 ~C 3 7lV*r-)V. 

■ mm.r o ->uz-mmzti?zc 2 ~c 3 7;i^-/k 

• c, ~C 9 riva^is^ 

• • t h'O*!^ 

• - ^y-ttzit^-Ci ~c 3 7/i^/W7$a 

■ ■ ■ -J\X3jr>^ 

■ ■ • • ~C 3 TJWfJK 

■ ■ ■ -jsayyikCi ~c 3 7/i^k 

• C 2 ~C 3 7/1^— /M"=*->\ 

■ C, ~C 3 7)V*)Vii)Vit=-)Vtti'^ 

■ TIE") i 4> a£fc»R'$ iutBm«T*a^$ nfcflsRaK r y -a* * ^ . 

• -0,-04 7/l^k 

• -Anyy-ftC] ~c 4 t;^;k 

• -0,-03 TiVn^i/^ 

• -0,-03 7/Mf/k 

• -An^ftC, ~c 3 r^;K 
•H9R^ry-/uTH»3*ifcs (o) 2 o, 

- C, — C 3 T;U3df^;Ut'-/W. 

• ty-^fetiy-c, — c 3 7;^^75y^^#-;k, 

- 7$ A 

•*y-4fctt$>-Ci ~c 4 7/MM/r$A 

• ty-*/cJ±^-RSiS^7'J-;U75y, 

■ mm&7 o ~)vx>v*-)vr s j . 

■ mm&rv-jux'WWiztifcmic to nh. 

•C, -C 3 7fr3*isXW&ZixK:mm£70->l'TW.®ZtLt:NHC (0) NH, 

•AD^wtc, ~c 3 7fr3*isxw&znK%WM&Tv->i>x-mmztitiNHc ( 

0) NH. 

• C, ~C 3 7)V*)Vtt. 
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• c, ~c 3 T>v*)vx-wmwzmm&Tv-)v+*, 

• c, ~c 3 7/i^;kx;i/tf-;k 

• ty-^fdi^'-c, ~c 3 Tfr*)vr$.; xiv*-)V, 

• • C, ~~C 7 7;l-*/k 

■ ■ >\uyy\tc i ~c 7 7>i^;k 

• Tifi^t^*^»iz:tSS?$^aSIST-B«$ti/i^ro>-^ y/k 

• • C J —C 3 7/l^/k 

( v i i i ) \fDy? 'J/k 

• £{±TIB<7> t A»^,«iit SSI 5 nfc«at-CB«S ftfc^r Dy^ 'J ^ . 

■ y77, 

• -ho, 

• Cj ~C 4 T/MWk 

• TEoi^^ttiicaiiRStifcaHftasTaBJisiifcC! ~c 4 r;wwk 

• • t Ka*y» 

• **y. 

• • Cj — C 3 Tll^lViDVX-lVttis, 

■ • c, ~c 3 r/wn^v-*^*'-^, 

• • c, ~c 3 t/wm-*. 

• -KSHiKry-^Tfflftsnfcc, ~c 3 7/i^;kM\ 

■ •Aayy^san«Kru-^-c»«$*utc 1 ~c 3 7/Mf;H-*. 

■ • ■ Aoj'y. 

■ ■ ■ -ho. 

■ • a^oj/-? 'J/k 

■ C, ~C 3 7)V3*is, 

• aasfeeru-^-cffiR^^ifcc, ~c 3 7*3*^, 

■ C, ~C 3 7rt"*/k(*8l § ftfc0»5S6*7 >J -/M"* v\ 

• *y-*fctt5;-Ci ~~c 3 7/k*/kr$y, 

• c, ~c 4 7^;^;^-^7$y. 

• c, ~c 3 7A^p;h-*, 

■M«S5C7U-;H-^, 

■ Any>flaaHK7 

• C, ~C 3 7^3*^*^4f^TBi*#l3^aRSiaiK7U-;W-3!-. 

• ^sro>-y* 'J/l^^f . 

■ C, ~C 3 7^*;PTiai3fifc^Tn^^ U^f-*, 

■ C, ~C 3 7/l^A-y.^*-;k 

• Kai6««7 'J -/u*/u*r:/k 
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• C, ~C 3 7)Vn*i/1j}l>X-)i>^ 

■ -^nyy, 

■ --ho. 

• • c i ~C 3 T/Mr7k 

■ ■ /\n?>itC , ~C 3 T>Mf;k 

• • C, ~C 3 T^3^fv. 

• • swyyitc , ~c 3 t>i>?*~/^ 

■ • c i ~ c 3 T/l-^k 

■ ■ Anyyffcc j — c 3 r;Mr;k 

• • C, ~C 3 TJkS*^. 

■ ■ Cj — C 3 T^n^fv-^^-^Sr^L. 
Ytt- (CH 2 ) m Th*). mttOifcttlTftO, 

;^T\ ^S^ry-Wi. 7i-;k y7?-/k t'7z-^ *fctt7x-fyhy 

iJlViSisfVMZ^ 9H-7;M-W"-/k 9-^V-y)U^U~)l. 7*y7f7k 

7Wy*;-)v^ yy-,v . i & « 4 yf 0 . 

^ni^'JjWi. 1,2, 3 -f-T^TVU^. 1,2, 3-HJTVU/k 1, 2 
-S/*hHo-3-^V-U5Vy/k 1, 3, 4 -f-T^TVU/k 1, 3-S***V 
— >f V>f yHU;k 1. 3-S***V9-/k 1H-- fyKU/k lH-tfnn[2, 3 
-c] tfU^k lH-eoU;k 2, 2' , 5' , 2" -^-ft7i^k 2. 2' 
-t'W7i-;K 2, 3-y'tKn- l-^df-V— -f V>f yF'J/k 2, 3-ybHo 
-<yy*[l. 4]^^r^-;k 2, 3-vt Ko-<yV7U;k 2. 4-y'hHn 
-3-^y-h*5V*U;k 2H-'<yyt:5-;k 2-:**y-£ny v^/k 3, 4 
-y't Ko- 2 H -"<>"/ [ 1 , 4 ] ^-tv-zk 3, 4->-'t Ko-2H-<yy [ 
b] [1, 4] y^Jfte^K 4H-^yy[l, 3] ^:fr*v-/k 4H-<y/t 
?-;k 4-**V-l. 5, 6, 7-fh7tKn- -fyh'y/k 4-tf^y-^yy 

t°7-;k 9H-#/i^\'yu/k 9 y-f-/k THff-x-;k ^yy-rsyyy 

/I/, *cyy [1,3] s-^y y/k ^>y [ b ] f-xr.^, <yy7 'J;k KyYf-7 

y 'j;k 7 y/k ■< 5 [ 2 , i - b ] f-ry y ;k 4 s yy y /k -f y y y y /p 

, t;l*'J7, t;P*y.-/k **y?:^k tr^s^k e^y^k t^Vn [5, 

i-b] f-ryy;k t^yy/k try^'/k tfyss^k tny^'/k *yy/k *y 
*?y/k f-ryy^/w, -fry y/k yx-/k 4ttiy:*5^/ye£>9. 

R, tt, 

( i ) Tizni>nfr^m.izmmtifzwmTmmtit:c l ~c, 0 7/Mf/k 

■ sasawry-^-ciBjisnfc^ h*>\ 

■ yry-es^ft^y-c, ~c 2 r/i^/krsA 

• uaRabtry-^xiBRsnfcty-ifctt^'-c, -c 2 m^rs/. 

■ * wcwuz tite j -mm&r y ->vr s j , 
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• Tieo t> <nfrt, muzmi £ ntzmm&x'wm § ntzmm. r y . 

• -ho. 

• • c, ~c 4 r/Wf/k 

• ■ ^SS^r u -;ut*b$ a c , ~c 4 r^;k 

• • hh'o^vT'S&SftjtC! ~c 4 7/Mf;k 

• • C, ~C 2 7/P33-A 

■ • Aoywtc, ~c 2 r;i/3^fv, 

• 8mimTv->i>Tm.®2titz^Ta>'? y;k 

( i i ) TE<0tO^4>|fc4tC^Snfc{«a-C{W3nfcC2 ~C 8 7/l^-;k 

• «*I§^T 'J -;l/T-am $ tut* h * v , 

• *3HKry-/k 

■ * h#^-ci»s*utft*awru-/k 

( i i i ) «3)Hib«ry-/PTaaisiifcC2 ~c 4 tjwf^jk 
( i v > ^ss^r y-;Mf-;pra^$n^x^uA.df >-/k 

(v) ^Arfs^yjk 
(v i ) D8RaKT'J-;k 

Tim i>cofr^m.iz&mntzwPimx'W&ztiKmim#T y -;k 

• ^7 a 

• 7$ A 

• C, ~C 9 7/l^/k 

• yNoywtc, — c 9 7>\s*)V^ 

• -Aoyyfl^aaiwru-yk 

• a*^7S a 

•i^'-C, ~C 2 7/Mf;P7$ A 

■ >-7yt'S^§n^v ; -c 1 ~c 2 7/w*;i/r$ a 

• a*;h-*, 

( v i i ) ^.f-nv^ y/k 

• fcliTEtf) fc hm.<.z MR. 3 3 *ufc>\f n 5^ y ^ , 

• Aofy, 

• C, ~C 4 7/l^/k 

■ tHodf^"CB«StUtC t ~C 4 7;Nr;k 

• IW««7 'J ■-/l''CWl3*lfcC 1 ~C 4 7/l^/k 

• *h*A 

• C, ~C 2 7)Va^ij)Vifs-)V^ 

■ TSicohcofrh®3L<,zMmizntcw®mxw&i*tirzmmm£7 y -;k 

• Aoy>-ft^^k 
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R 2 U. 7?VkT 5 7 4fclix7 ^1/7* $7T'& 9. 
Lll.SVa. VHIa.ifclilX afr&SjKSfU 

ftSB8l5C7 , J-/Hi» 7x-;K 77*7k t'7x->k ifcti7xtxh'j 
tf/kKv7y/Hi, 9H-7;^V-;k 7-fe77-?-/k 4fctt7vh7^y-/U"e* 
As-fus^y/wi, i,2, 3-f-rAryy/k 1,2, 3-by7V'J/k 1, 2 

-ybh'o-S-^y-b-^/'Jyk 1, 3-v:*=*y5-/k lH—fVFUJk 1 
H-fcfpy;k 2, 2' , 5' , 2" -?-f^7x-;K 2, 2' -b'f^7x-/K 
2, 3-yth'D-\y/ [ 1 , 4]S*t'¥5'-/k 3, 4-yt Kn-2H-\>7" [ 
1, 4]^-*^-;k 4-#*7-'*yy'£5-A\ 9H-#/l*Kyy;k 9H-3f^ 

yf-/K $^yy;k ^yvci, 3] ^Jt-^-yy/k ^yy [ b ] -f-x-jv 
s ^.yy'7'J/K ^y/frVJ/K 7!i;i, -f$*Yy;k 4V**1h/y>k 

5-/k tr^yn [5, i-b] f-ryy/k tr^yy/k eys^/k tys^'/k ^7 
y;k ^/^f-ty^k f-7yy^*/k f-7yy;k f-x-;k 2H-^yyt5-;k 4 
H-oy [1,3] i^s^/k 7-feff-£/-;k -f s^y [ 2, 1 - b ] f-ryy ;p 

AD^yil 7/M-d, 7 on, 7p*. ifctt3-HT*6. I«*«l OfciSBtcoft 

[ff#JSl2] 
R, tt, 

• 7h*y, 

• uasafe«7y-;i'faa«sii3t^ a 

• Aoyy<tK*awry-;^*^, 

• y77"Cara3*lfc=E7-X'f-/l'T5 A 

• aa&s*7 y -iv-cmm tuz. v-* *w $ 7 . 

• ^7-M*^7y-;UTS7, 

• 7 f-/i/cs&3 fut 1 7 - smmjUT y -;ur 5 7 , 

• 7 f-;KH8l§ ti?ZBtWMi£T 'J -^7/^-/l-7 $ 7 . 
•^3Rig5t7y-;k 

• Tffi<ot^taitawsnfea^TiM5^i)«8iW7 y -;k 

• -ho, 

• ■ c, —c 4 T/Mfyk 

■ • ^.mm^T , j~^Tmm^tLtzc 1 ~c 4 r/k*/k 

■ • hh'n^TfflftSiifcC! ~C 4 T^k 

• -7h*A 

■ • /\nyy^b7 h=*A 

• &mm,7v-frxw&ztitz^7-ni'7 y/k 

( i i ) TIB^t>^*^34ifcS^$^S^TS«l$^C 2 -C 7 T^7=;k 

• uass*7y-;k 

• 7h=jf i/-es $ $ iifc#8R«b!C7 y-;k 

( i i i ) #8WW7y-;PTa««*lfc7f'^, 

( i v ) ft3^^ry-/M^-01SISil)ty^n^^;k 

(v) ft/H^ysk 

(v i ) 38RaK7'J-/k 
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• yT/, 

• C , ~C 2 7)V*)l. 

• C! -c 3 r^adf^. 

• v-Ct ~c 2 r^wrsy, 

• ^rycmSiifc^-Ci ~c 2 TM^rsy, 

• >\a?yftj.wi-is , 

( v i i ) •^•f ov^ U/k 

■ • c , ~c 3 7/1^ ;k 

• tFQ^vTasj^ftJtC! ~c 3 

■ mm&TV-jvxW&ZtitzCt ~c 3 

,r.r-e. iaafe*7u-7W4. 7x-/k 77f-/k i«it'7x^K'*o. 

A.ra^^U/Ui. lH-fyF'J^, lH-tn'JiK 2, Hq-OV [ 

1,4] vtf^s^k 9H-^;^V'y;K KyVil, 3] i^t^VUJk 7'J/k 

e?yyjk f-x^k 4-:t*v- y <.yytr5-/k r-tff-i^vk 4$yy[2, 1 
-b] f-7VJ;Ws KU5>A\ ^syVJ;K 2, 3-y'tFo-^y/7'J;K afcii 

<// [ b ] i-^=.)lTh <0 , 
AoyyJi, 7JM-n, 7nn. 7nt, ifctta-KTfcS, ItSfll 1 (CifiKOfc 

[H*«13] 
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Hb5i] 
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R, li, 

( i ) Cj ~Cj 6 7VWf/K 
• --ho. 

• ' C , ~C 3 7>V*)V^ 
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■ • AoyyftC , ~C 3 T)V*ll. 

• • C, ~C 3 7/i/3*j/\ 

■ • Aoywtc , ~c 3 7>va* v N 
( i i ) c 2 ~c 3 7/Hr-;k 

( i i i ) MUSstT'J-^. 

■ xTA 
•-ho, 

• Cj ~c 5 r/Mf/k 

■ c 2 ~c 3 r/i^-Jk 

■ c, ~c 4 riva^i/^ 

• • \foy? 'J/k 

■ ■Aa^XLA.TOi^yyk 
•^§sg^7y-/M-Jfv\ 

■ -Aayy, 

■ • Ci ~c 3 r/i-^/k 

■ • ;\a^'y-fLC j — C 3 T/Mr/k 

• C, ~C 3 7)lzi*i/l])\,X-)\>. 

■ ±y-&tz\± : J-c x ~c 4 r/i-^rsy, 

• C, ~C 3 ril^friDVX-llTziJ . 

•^g^ry-/i^7y\ 

■ C , ~C 3 Trt^/k^Ptf-ik 
( i v ) *vf ov?y;k 

4 MtTi&Ohm^m.lzMfcZtitzM&mxm&Ztiti'^T n y ;k 

• Any>, 

■ C, ~C 3 7/P=*7k 

• TEWt^feSteJcaHRS*i/£lBft«'CIBiS*ifeC 1 -C 3 7/l^;k 

• .Anyy, 

■ • **V. 

• • \fn->? y/k 

• • Tiz<vi>cofr^m.izmmtitcwmmxw&ztiK^TVv?ij)v. 

■ ■ ■ f\u¥>, 

■ ■ ■ C j ~C 3 T/Mfyk 

• • • An^ftC, ~C 3 7iV*)V^ 
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• C, — C 3 TlVl*^^ 

■ C , ~C 3 7lV*)V1)>V#-)V7 S J . 

• fitmffi&T 'J 

• C, — C 3 7)V3*isij)VX-)V^ 

■ aawwry-^. 

• \foy^ »j/k 

■ • C, ~C 3 7)V*)V* 

■ -AnyyftC, ~C 3 7**;UHRU 

Ytt. -S (O) 2 -T'fc 1 ^ 

tf/MU^y/Ui, 7, 7-^^-2-^V-t'^o [2. 2. 1 ] a.t^ 

'VfOS^'J/Mis 1, 2, 3. 4~rH5t Ho— -T V<*y 'J/k 1, 2, 3-f-T 
SW'J*, 1 H-fa'J/k /<yy* [ 2 , 1 . 3 ] :tdftf-y7Vy/K <// [ b ] 

x-;p, 7U;k 4sryy;k ^y^MMh/y/k twj/k try^Vk *yy/k 



Ht58] 
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[HI*Jai6] 

Qtt, 3U IT&O. 

R, «, H. -C0 2 t Bu, *fctt-C0 2 Bn ( B nte^VVlVgkthh ) frhM 
[M*JB17] 

5Kg# s SLC- 1 ^PBt6*ffi. 
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SLC-l*|«Bi-4*S6. 

t. ^^Xo^m^mt-tm^msmz^m^mcoimm 1 1 6 tx-co^-m 

[0001] 

mc HgmwT >?a'-z h t ixm-fMt-£®ti£immMfflto*x- 

[0002] 

mft^TI- VX'hh*7~ >W£k*)Vit V (MC H ) *-7ryG-^^f« 
^*SftSLC-l<Ort4tty^>HkLTHS$<XTV^. Witf, Shimomura et a 
1., Biochen. Biophys. Res. Commun. 26m, 622-26M(1999)#.^ W^lCiO. MC H 

Lx^mt'tzbtmu^tix^h. mm, ?v hizMCHZ&x-tit. y vhizx 
titzwxii, f&^maxuimmm^^tzt^mm^tix^^. saito et ai., tem 

, lim. 299H(2(XXm#!8L ZCDZolZ, XRfcli, SCL-1^3S«tffl5#ffl-t 

smcht^ r- *m,-r 5 i i: \± s fflRsa&m&suLox't>*> ot^zt 

^S^flTV*. Shimomura et al., Biochem. Biophys. Res. Commun. 261^. 622-26 
H(1999^)#!S. 
[0003] 

Gfywumtsst®* (gpcr) ii*ti?ti. xmnmrntTJ-yzmix 

V*. £*l4>tf*SfWi£T. *«0*<t«l*<il*Jtji^4 7ffl«Oa^y-y^^fc»)a-r 
« 2 2j&>4>2 4fflW«*ttr S -/Stt»4>*S 7o*>K?iJ*lr*S . m4fcctt>'^5<7)Jl« 

ii^'j'y^xti, m&j±^^-nmm-?>Tiym<nxhyy\^zx Y ). mom® 

60HKa^'J-y^xSr, MraWlfirt«T«St4. SStt0^u**^*Ssi(i. ,«F*I 

. 3Mu i<Og«*l:ffiS#fflLdSi:H€$*lT^SG^W?^fi{±, Gq. Gs, G 

ifcit/GoT&l.. 

[0004 3 

4H¥«g&frT-CfcL GPCRI1 «aBI4>T\ 2o<0li«:6tt»ifcJi4«cKffi*« 3 F 
AM 'J V & ,1 k #T'# , £*JEg£t>fc£>-t£i:li*^. gSftco*. 

[00053 

m o ay h 2 fciifl*7 rf-x b u #y h ic «* o . %%M£%&#mx' ! 8feikZii a 
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gc^fWi, r ftl£tt^gft*£tt"f[: (constitutive receptor activation) bWZtlX^h 
[0006] 

tWbtlXm. PCT^tajlB9 7/2 082 3#«S. **y*y>1JHWWi, ££B6 
SttSflHW-SifctcJ:"), mm-fl ZbtfX'Z IZb ifflfl LT V>* . PCTWWWi 
92/07844#. 
[0007) 

, JBffiii, Si^W^*p a p*^§ix^l^^3i«^SIXL^c!:i:{cW-ri.jtR*il (oppu 
gnant behavior) kfr%ZilX^tl. tSHt^HtiWUftf^s b h&£XfWMX'<7)±tt, 

■f*ikttiiawstrc**. mchrit^^xmi tfottaKja^TBtfj-cKra 

sky et al., Nature Medicine, 8^. 825-8301, 20023O. MC HR 1 T>?3~ X Mi 

, w^nm^vx'm.^'mwmm. m^mkni^m^ms^^z^x. ts 
o^&£vm;£ft&i*tzktfmjZtix^h. ztii><7)%m. mchrit^ 
i-x Mi, §mttteim*ftoffi^zffltttti*>Mm** ^ttn-^hzt z 

l fc*> fcttflrt* ZbtfX'ZZ. MCHRimd'-XMt Ztlt>COm&l,Z£ 9 , N 

PYg^m^K^^a^^t-^^T'^^ett^tt^s^wfSNPYg^ 

[0008] 

h%ixh&. zixizmmix. Mcncomm. satfiT. s ifc^-r-rt 

(i. aai-ffi-ri. (Shimada et al., Nature, 396^, 670-6741, 199830 . Ztitlimz 
, NPY(Erickson et al., Nature, 38m, 415-4185, 199630, $ t>lZY 1 (Pedrazzi 
ni et al., Nature Medicine, 4#, 722-7261, 199830 tiiX/Y 5 (Marsh et al. 
, Nature Medicine, 4^, 718-7211:, 199830 £&S$tf£7^i££&#S£;|f ft L 

JEMA#*55ffl^fctJ^T , Y 1 ttzliY 59®WT>f ^-X h X 9 i>5&WJT'*>6 

[0009] 

alth Implications of Obesity. NIH Consens. Statement Online 198532JI 11-13B ; 5(9 
[0010] 

•"BflcWJESIj li, BII»^L*a(c«-r-?>J§S'&ft«co J RS-C-J>0, 3«W$:tt££ 
2 0%W±±[Hl&ttSi£it$ft-O%|>, ftfiOftJgTtt. *H?))&A<D2A£ 1 A#, 
HWaWWHITC* 9 , itel 0^ra"C-2 5%tLhliJDLTV^>It*%$iiTV^. Fleg 
al M.D. et al., 22 Int. J. Obes. Relat. Metab. Disor. 39^, (199830. fttC, B&ff; 

m«7>&ifim. m-hmsk&axx/i immm%£m\ ztiuz, mz. m 



(91) 



=RflS2004-315511 (P2004-315511A) 



(om^m-^mm^mm^z. i&mmmmx-bh. mitt. m S h\m p.m. et 

al., 43 Metab. 554H. (1994^)). 
[0011] 

m£imm®7T??-cr>m-%i}K mm^mmizttixit^i^tii, ztiuztt, 

[00123 

mmnmtizxmmwmmmmizi: <ofemt&zt\z. tnimsmzmix 
mmmx'\i%<, mm. mm^mmizwdmcoms^f-mi-i^mit. zbtz. # 
mmt\ &fcmzmffiix^x. ftmmi^i&TZim?$>Mz&«izixMfti-2> 
rg^-j izm&xiSTjyKmmftfr&zbiz&^xh. mmx-bz, munmifr 
zco£d%mwmi£mi&fci?m&imx\ m%.*3£is&mmic?>mmzi>Kt> 
-?zt\mt>frX'hh. *%mt. zticz. z^zibffiwmcnmttmt-rh. 

[0013] 

-Sara*; &iwt^&tMz<7>mmtLxft®iziiz>i&£tzm<7)T 
wy-vnzmth. 
urn 



I 




11 in 



X'M, 
[0014] 

( i ) C, ~C, 6 7;Mr;k 

yil(r>h<r>i)^mzmmfitzmmxwk^ixfzc^ ~Cj 6 7>v*iv. 
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■ ■ 'vrDv^D /K 

■ ■ c , ~c 3 r^;UT-a^$fi^A.rov^ 

• c, ~c 3 r^;^^-;^^^. 

• y/M-^K 

■ --ho. 

■ -ftasiKry-^K 

■ • C , — C 4 TVl^/k 

• •TIBWfc^feSll4fca!S?S*ifcWftS"CBtt$<ifcC 1 ~C 4 7/l^/k 

■ ■ ■ **v, 

■ - ■ ty-ifcli^-C, ~C 3 7)V*)V7$J. 

■ ■ ■ MWJ-^T-l^^y-^Wji/'-C, ~C 3 TA^fA'TS/, 

• • ■ ^DywkK»at^7 , J-;ut'ffi^iTjt ; ey-^7tJi> ? -c 1 ~c 3 7/w*/u7 
sa 

■ C, ~C 3 7/!^UT^£ft/l^Tni'AJ/l^>\ 

• C, ~C 3 7/P3=*v#;l';K-/t\ 

• ^^Ty-^T-s^^fi^C! ~c 3 r^n^^*;^-^. 

• ^y-iJtti^'-c, ~c 3 7/u*/i'7Sy#/i'*-;k 

• ty-ifclis^-c, ~c 3 7;^;W75y, 

• T£^t«*feifcifct^snfcaB^-ciH«snfc ; £/-ifcjiy-c, ~c 3 nv 
dr;u7$y, 

■ty-afcii^HJeisa^y-A^SA 

• Tfe^t^*^^t^$^cfflm»?^j«$n7t ; &y-^^{i^-K«^7'j - 

■ ■ t Kn*A 

■ -0,-03 TA^/k 
[0015] 

■ C , ~C 3 7>V*)V1))l'#-)V7 5 y . 

• Tii0i><Ofrk®&£miRZ1xt:&®&X'mZtlfi:C i ~C 3 7/Mf;l^*-^7 
$A 

• - C , — C 3 7/1^/1^/1^-/1/7$ y . 

■ • JERSEY 'J -;M^*-/W7 5 J . 

• C, — C 4 7)V1**\/1ifi/it—)V7\J. 

■ Aro^AJ/l^/l^-/W7$y. 

• mm^7 >j -)vx^i$.-)\>7 s y . 

• TIS<0t^A^?!fL4fcSi«?§#i^S8iST'aBI$fi^^a^7 y-/l^^*-;P7 S 
A 

■ • ^ho. 
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• • C, ~C 3 T/l^/k 

• • ty-t^iix-C! -~c 3 r;WfA'TS/. 

■ Tiewt^fesiiitjSiRsnfcaBftSTiittSftfcC! ~c 3 r;Mf;kM\ 

• • • Aoyy, 

• • • C, ~C 3 7*3*5/ . 
[0016] 

•**«W7y-/i/f-*\ 

• tie<o t ^feSkifcaaR $ *ifcg»STBSis ftfctfa«W7 y * . 

■ ■ C i ~C 3 7***, 

■ 08sisi£7y-/i^/w^k 

• A.f-niv^y;Pf-^- s 
■ --bo. 

■ • C, ~C 3 7***, 

• C 3 ~C 6 is9xiT)V*)V. 

■ c, ~c 3 7***T*SM$fi^c 3 ~c 6 iV^D7;w*yu, 

• C 3 ~C 6 i/?D7^^K 

• jfr/M^'J/k 

• T^<ot<o^4,stetaHRsnfc^ST«»siifc*^y ^ y;k 

■ • c t ~c 3 7/Mr/k 

• - C, — C 3 7/l'3*ik 

• • c 2 ~c 3 7*^-;k 

■ • ft*S£7 y -^TiBH $ *i£ c 2 ~~c 3 7/i^-;k 

• • C ! ~C 3 7)V*)VZ)V7 4 -)V^W&Z1Xtzmm£7 y SftfcC 2 ~ 

c 3 r/i^-;k 

[0017] 

• • t Hndfiv, 

• --ho. 

• -0,-04 7/Mf;k 

• ■TEofc^feSkiKasisnfcaseitiBftsnfcc, ~c 4 7;Mf;k 

■ • • Anyy. 

■ • • t Kn*iv s 

• • • #*7. 

■ • -^^ry-;k 

• • • /vfOiV;? iJ;l/ N 

■ ■ ■Tiico^^hm.izmm^tifzmmx'mmti^y-itdi : J-mm^7 
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• • • -J\ayy^ 

■ ■ ■ • aho, 

• • • • C, ~c 3 r^ndfv-, 

■ • • • Au^y-fcC, ~c 3 T/P3df i/\ 

• • c, ~c 4 r;U3df^ N 

• •T8B<0fcw*»4>j!ftifc:aitRSn3t«8BS-CWtSnfcC 1 ~C 4 7/W:3*>-. 

■ • • >\oYy. 

■ ■ ■ mmftrv-JK 

■ -0,-03 T)V^*i/i])\/if.-)\>, 

■ • Cj ~C 3 Til*iV*llV#—>V$*z/^ 

• •ty-i7t{iv ; -c l ~c 3 T;^;WT5y. 

• - noyyft* y - * jz-uaRai^T y-^rs a 

■ • * y-t/div-^«^ry-;i'r5y^;i-^-;K 

• • Tis^t^^^cSiKS^g^a-c-ffi^^n^^y-^/sii^-^^r y 

• • • Auyy, 

• • • -hn. 

• • • c t ~c 3 7/i^;k 

■ • • C t ~C 3 T/Prj^A 

■ • ■ /Nny'y-fkC! — c 3 r/Wn^-A 

■ ■ Cj ~C 3 T)V*)\r1rjt^ 

■ ■ AoyyftC , ~C 3 TVHf/H-*, 

• • C, ~C 3 W*W!^K 

• • C 3 ~C 5 y?D7Wyk 

■ ^oy? 'J;k 

■ Tiew o*> s> aatcsiR $ tit^wmx^m. s tut^r u ^ ? u , 

• • t Fn* A 

■ • C, ~C 3 7;U*;k 

• • c i ~ c 3 TVPa^A 

• •tt*aWTU-^'CiBi$<tfec, ~c 3 t;U3*a 

• • **aG*7'J-/k 

[0018] 

(ii)C 2 -C 8 7;U:Jr-/k 

TISOt»<7)*^l!ti4tcSS?$ii/wB}ftST1Bji$ti^C2 ~C 8 7/Uy--;k 

• Any A 

• 

■ C, ~C 3 TtUa^is^ 

■ mm&Tv-ii'X'm&ztLfzc , ~~c 3 7/W3* a 

• Tiecot ^^^t^jR$^jrawTiia$ wtijafawr y -;k 
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• -ho. 

• ■ Cj -C 3 7;Mp/k 

■ -AoyytCi ~c 3 T)^/i. 

■ ■ c, — c 3 TiV?**/^ 

• • t Kodfy, 

• -bn, 

• • C, ~C 3 T;Mp;k 

■ • C t ~C 3 T/Pn^v-, 
[0019] 

( i i i ) c 2 ~c 4 r/i^-;k 
K8RlgiCry-^-C!H«S*ifcc 2 -C 4 7;Mr-/k 
[0020] 

( i v ) C 3 ~C 6 nT/U^f /k 

■ C ! ~C 3 77Mp/k 

• TEofc^taitaHRSiifcaBftafiTiwisnfec, ~c 3 r^k 

• *y-*fctt^-c, ~c 3 ttwpA'TSa 
■mm&7V-/l>X'98lZtltz*:S-£M3.i;-Ci ~c 3 tjmp/wts a 

(v) C 3 ~C 6 y^nr^K 
C, ~C 3 7)\s*)\sX'WMZiit:C s -~~C 6 i/?u7)V*r-)\>. 

( v i ) y/k 

• -ho, 
[0021] 

(v i i ) mmxrv-ti-. 

■ tFo*v, 

• y7/, 

• -ha, 

• C, ~C 9 TA-^k 

■ Tiin^fr^m&izMMztifzm&mx'm&ztitzc x ~c 9 r/Mp;k 

- • C, ~C 3 TAO^rA 

• • ty-*fctty-c, ~c 3 m^rsy-N-^y, 

• • ty-lfctt^-C, ~C 3 T/Wp/kTSy. 
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• • c, ~c 3 Tiisz^i'TmmtLtts -tMiit-mmxTv-ji-r s ; . 

■ ■ ±J-£tzteV-mMft7V->V7^Jl))VX-)V. 

■ ■ ■ C t ~C 3 T/Mf-'k 

• • • Aoyy-ftc, ~c 3 r;Mf/k 

• • c, ~~c 3 7;WCIIJh^fDy;'j;k 

[0022] 

• C 2 ~C 3 T/l^-/k 

• u-;u-e»a$^c 2 -c 3 r;i^-/k 

• • t Fo*v, 
- ■ Anyy, 

■ • ty-i«iy-c, ~c 3 T;^;ursy. 

■ ■ ■ Apyy, 

• • • 'vf o^-y* y;K 

• ■ • -AD^'y, 

• • • • C r ~C 3 7;Mr/k 

• ■ • • AU^'WfcC i -C 3 7)l*)V. 

■ C 2 -C 3 7/l^-;M-*i^ 

• C, ~C 3 7)V*)i>-ti)VX-)lit*i/ . 

■mm&7v-iu**is. 

■ TiM<r>fr^m:izmzntMmxm?iZtifcmm£7 u -;m-*>-. 

• ■ -hn. 

• '0,-04 7)V*)V. 

• ■ C, ~C 3 T^n^fi/. 
[0023] 

• •Anyyftc, ~c 3 7;Mr/k 
•MfgS5tru-^-c«m$n?ts (o) 2 o, 
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• C, ~C 3 T)Va*isf])Vi£-)V^ 

■ ty-^^ii/'-c, ~c 3 7)\>*>vT?~;fi)VX=.}i, 

■ mm^ru~/ix-mm^iifz^y -ttza^-c , ~c 3 r^/ursy;^*-^ 

• c, ~c 3 r^^i/raja $ Jut* y - £ £ & : J-mm^r y -;i-r $ y 

• r$y. 

■ ty-^TtJi^'-c, ~c 4 7;Mf^7$y. 

• isT/x-wmztitts-ttzteis-c! ~c 4 r^^rsy. 

■ ty-^^j^-MS^r'j-^rsy. 

■ C , -C 3 T)V^=~)Vii)V^=~)VT 5 y s 

■ mm&7>J-)i>Z'mMZtitzCi -c 3 7;i^-/^/M-C-rt'7$y, 

• c, ~c 3 7>^nTmm^tifzmmm.7v-^^^)i'Ti/. 

■ mm&7V-)\sZ-W®2tl1zNHC (O) NH. 

■ C, ~C 3 T^34f>--CB^iX^««^TU-^T'S^§ix-tNHC (O) NH, 

■ Aoyy-fkCj ~C 3 T^3^r^T««l$ix^*3l^TU-^T'a^^n/iNHC ( 
O) NH, 

• ^y-^i^-c, ~c 3 7>^}UTiyx-mm^titzmm^TU-)u^TY, 

■ C, -C 3 7)V*)Vtt^ 
■Anyy-ltC, ~C 3 T)V*)V1-jt^ 

■ • Aoyy, 

• • y77. 

• - C t ~C 3 7/M-/K 

• 'vrn>-y y/H-jJ\ 

• ^y-^ii^-c, -c 3 7;W7Syx;^k 

• • C , — C 7 7Vl/*;K 

• • ao^WLC, — c 7 7;Mf-/k 

• >vf- o^-y y/K 

• Tiec7)i>^*^?fci:^jiiR$ii/ia^T'gm$n^ro^y y/k 

• • Ci ~C 3 T)V*)V^ 
[0024] 

( v i i i ) ^ro^y y;K 

• yry. 
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• -**y, 

• • C , ~C 3 TtV*)V1))Vilt-i\s%*if* 

■ ■ &tmm&7 V -)\>i])VX~)V7 5 J . 

• • ^nyviWmm&7 'J -)Vi))Vit-)V7 5 J . 

• - C, ~C 3 T/l/3^^;^-;k 

• • c, ~c 3 r;i^/HM\ 

• • J\u7vimmm7>)-lVX'WMZtltzC x ~C 3 7/Mr;HM\ 

■ • s%MW&7 y — /k 

■ ■ ■ ywl'y, 

■ • ■ -hn. 

• • Ti&hvfrhm-izmmztitzwmm'mmztit^TUi'? y>k 

• • • MO^r'y, 

• • • c t ~~c 3 TVMf/k 

• • • ^ay>itc l ~c 3 r/WNk 

• C, — C 3 TVUSdfi^ 

• ^*S^ry-;PT-a^$ix^C t ~~c 3 T^n^s^ 

• Tm<vi><r>frt>®inzmm z n.^mmmx-mm tifzmm.7 y -;m-* ^ , 

• • C t ~~C 3 T/Mf/k 

• Cj — c 3 r/i^r/H-3i\ 

• c 2 ~c 3 7/l^-/^:*\ 

• 0«gt^7y--;kM\ 

■ c, ~c 3 7)va*is*)i>x->vxmMztitzmmm&7v->itt. 

• c, ~c 3 r^yuT-gm^n^f-n^^y^f-^. 

■ C j ~ C 3 7)V^)VX)Vi^—)\f, 

■ $mm£7v-)vx)v*-)i>, 

■ ^ayy-immm^7v-)ux^-)^. 

■ C t ~c 4 T;^7UT"am^iiJt«*ig^ry-/^;^-;u, 

• C, ~C 3 7/t^df^;^*'-/K 

•K*s^ry-^, 

■ -ADyy, 

• -ho, 

■ ■ c, ~C 3 7;Mr;k 

■ • Aoywtc ! ~c 3 r;Mr/k 

• • c, -~c 3 r/io^. 

• -^oyy-ftCj — c 3 r^3dr>-, 

• \fOy^ y/k 
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• • C, ~C 3 T/Mf;k 

■ • C, ~C 3 T)V?*i/, 

• • C, ~C 3 74/3*:^ /Mf-A-fcflU 
[0025] 

R 2 (i, -NHNH 2 , -NHNHBoc. -N (R 2 a ) ( R 2 b ) , t/I^'JA 
.1,1 T\ R 2 a ii. H^^itiC! ~C 3 T)^)l-X'h r ). 
Cj ~C 4 T^/k 

■ C! ~~c 3 r;P3^>-. 
•7SA 

■ — NHBo c N 

• C 3 ~C 6 -/?oT/W. 

• • C, ~C 3 7;t-*A\ 

• • C, ~C 3 7/l^*i^ 

• ■ -S0 2 NH 2 . 

c 3 ~c 6 j/?om)k Tte<7)i»<7)*^34S:^tR§fL^am* 

• C, ~C 3 7;l"*/k 

■ C, ~C 3 7)Va^ : y^ 

[to] 



[0026] 

;C1T\ Boc(i#;UK$>-§gt e r t-/f;HX^K'J>0. R 3 liC 1 -C 3 7 
• C, ~C 3 r/t-n^v-T-Sm^iiTt^^r'J-^, 
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R 4 



R 5 



R 4 kA/N v 



VI 



Via 



Vlb 



R 4 R 4 \^> N ' 



VII 



Vila 



R4 



Vllb 



N 

R5 
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HL5] 



R 4 

VIII 



- N ^v^ R 5 

Villa 



VI I lb 



R5 R5 

^N"^^ ^N'C^ 



IX 



IXa 



R 5 



IXb 





[0027] 

ZZX\ R 4 tt. HifcttCi ~C 3 T^fA'TibO, 

R 5 u s h. c, ~C 3 ifcJliBIUWHIWrU-^TIBftSiifcC, ~c 

3 rA^^T*9. 

Ytt, -S (O) 2 -C (O) -. 4fctt- (CH 2 ) m T*0. 

ft*«STy->Hi. 7x-/k 7VYy-lV. t'7i-/K ifc 

#A-jKj/?'JA«:, 10, ll-ytHD-5-^V-y^/ta, d] S/?oa> 
7*f-/k l-^V-'f V^-;k 7, 7-y^^-2-^y-t"y?a[2. 2. 

7*/-/k C-7Wl/V-9-> f Uf/, -<V^-;l, -Y >r-/k 1, 2, 3, 4 
-Thyt Ho— t7?-/k ifcUbV^o [2. 2. 1 ] ^7'f -AT'* 0 . 
[0028] 
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^"fn^UMi, 1. 2. 3, 4-fh7t Fn— f y^/'J/k 1, 2, 3-f-T 

xr/y/k l. 2, 3-M;ryi;^, i, 2-^Ko-3-^ry-tr5y>;/k 

1,3, 4-1-T : JTYVfr. 1, 3-S***V-4y>f yF'J;k 1, 3- : J**Vy 
-/k lH-fyH'J;W lH-t*oo[2, 3-c] try^k lH-fo'j;k 1- 
**y-3H— <[ VW/77^k 2, 2' , 5' , 2" -^-f^7i-/K 2, 2 
' -b'f^7i-;K 2, 3-ybh'D-l-^y-^y-f yKU/k 2, 3-ytK 
D-^yy [ 1 , 4] v^^-Zk 2, 3-ytKn-^/7'J;K 2, 4-ytK 

d- 3 tr^yy/k 2H-^yytrv-/k 2-^y-'<.yyt7-;k 2 

-^dfy-tnUv*n;k 3, 4-yhFQ-2H-\yy[l, 4]^-f^-;k 3 
, 4-ytKn-2H-'<yy [b] [1. 4] y^th-^ 4H-\yy [ 1 , 3 
] ^^v--;k 4H-^yyt°5^. 4 1, 5. 6, 7— fh^tFo- 

-fyF»J;k 4-^y-3, 4-ytHD-7^7y-;k 4 -^y-<yyh-5- 

;k 9, 10, 1 O-hU^dfy-f-^-^yT-Zk 9H-#/l^/i;/k 9H-^ 

yr-/k r-ef-s^k <yy>f syyy/k [1, 3] y**y>j;k ^yy 
[2, 1 , 3] **-*vryy;k ^yy [b] -f-x^k ^yy^y/k ^yy^-ry 
y/k yyyj;K 7«j;k 4$yy[2, i-b]f-ryy;k -fsyyy/k -fy* 
3Mfv*y;k ^;y*yy % tn^U-Jk y>k «V7-;P S t^^/k tr 

^y^*;k t5yo[5, i-b]f-ryy;k t^yy/k try y/k eys^/k tr 
ny^'/k #/u;k ^y^-ty/k f-ryu^s f-ryy/k f-x-;k -t-^-a- 

s 2, 3-ytHn-^y/7!J;K rh^t Fo-f-xx/k *fc(i*Cyy7?x/i/c 
AO, 

Anyyii 7;ktn. £fcli3-FT*S. 
[0029] 

*»■*!*«* Uvfl&ftli. 
Qli. 5U IX'b*). 
Ri 14. 
[0030] 

(i)c,~c 10 r/w=*/k 

■ noyy, 

• =t*y. 

• c, ~c 3 r;P3dfi/ s 

• mm&TO-frTW&ztitzCi ~c 3 7*3*5^ 

• c , ~c 3 7/i^/i^/u*x;M-af . 

■ ■ y\uyy, 

• xho, 

■ -C, -C 4 7/W*/k 

■ ■ Tii<?>i>cofrhmL\ l zmw.%titzwwmx'W.mtitzc l ~c 4 7/Mf/k 

■ ■ ■ **v. 

• • • mm&Tv~)v*])ix->vT$j, 

■ n^f oy? u/i^-if ijfyr? y^y, 

• C, — C 3 T^n^y^Ttf-yk 

• ty-tJttt^-Cj ~c 3 r;^^T$yx?/^-^. 
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• c, ~c 3 r/w^^rsy, 
sy» 

• - c, ~c 3 r;^;^;^-;pr5y. 

• • ^*iS^T V -)Vi])VX-)VT 5 y s 

• c, ~c 4 T;P3^^P^;PT5y, 

• ^TVis? 'J JVti)VX—)V7 5 y s 

■ #3^7 u -/kXA-*-;P7 s y . 
a 

• --ho. 

• • C , ~C 3 7/l^k 

• • *y-*fctts/-c, ~c 3 r/Wfji'TSA 

■ Ci ~C 3 7>V*)Vtt^ 

• • Tie^^^*^sfotts^$ix^s^»-cam^^M*s^7'j-^. 

■ • • Apyy. 

■ - - C t ~~c 3 7;W33 i A 
[0031] 

■JK*St5li7 l J-/H-jj\ 

• tibw i 6 as taHR s ixtzmmmx-mm £ ixfcK*ii*7 y -/h-a 

• • c , — c 3 7/Mf/k 

• K«ii5t7U-;^;w*-;k 

■ -ho, 

• • c , — c 3 7/Mr;k 

• C 3 ~C 6 y^DTM^, 

■ C, ~C 3 7)V*lVTW&Z1XtzC3 ~C 6 y?Dm/K 

■ j^tfi^y;^ 

• TU<oh<Dfrbm.izmmztitegfo&x^mznizJifr#i<? y;k 

• - Anyy, 

■ • C, ~-C 3 T/Mf/k 

• " C, — C 3 7/l'3*>\ 

■ ■ c 2 ~~c 3 7A4 r -A\ 

• • #3l8IK7y-^Tfflft3*ifcc 2 ~c 3 7/i^-;k 

• • C , ~C 3 T>V*lVX)V7 4 =->l<X'W&ZixK8mm&7 y -/PTiUftStefcC 2 - 
c 3 r;^-;k 

[0032] 
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• • t Ko*i^ 

• • Ti&r)hc?>frt>®±£miRztitzm.®mx'mmzi\KCi -c 4 r^*;k 

■ ■ • **y. 

• • C, — C 4 T)Vn*i/, 

• • • j\uy>, 

■ ■ • i&Mffl&T V — /k 

■ -mm&Tv 

• • • Apy'y, 
• • • ^ho, 

• • • c, -c 3 7;Mr>k 

• • • C, — C 3 T)V~25; i/^ 

■ ■ ■ j\uY>\kC j — C 3 T)Va*is^ 

■ ■ c, -c 3 r;u^f-5f. 

• • t\u?>itC , -C 3 7VMf/H-Ji\ 

■ • C 3 -C 6 y?D7W;K 

■ ■ t Kudfv-. 

• • C, — C 3 7)Va*is^ 

■ ■ mm#7v->\sx*w.mtitzc r -c 3 7/P3=»f^, 

[0033] 

( i i ) C 2 ~C 6 7lV*r-)V^ 

Tmi>cofrt>®Mzmmtit:w®mx'WMZtifcc 2 -c 6 r^-tv. 

• --bo, 

• -0,-03 T)V*)V. 

■ • Aoyy-ftc , -c 3 r;Mf/k 
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• • C t ~C 3 7^-3^. 

■ ■AoyyftC, ~-C 3 TAs^is. 

■ ■ t HDdfv. 

• 0,-0 3 7/l^/k 

■ ■ C t ~C 3 TlVn^i/^ 

( i i i ) C 3 ~C 6 y^DTM;!/. 

■C t ~C 3 7rt"¥/k 

• TiEoto^^aitaHRSiifcSiaa-ciBftSitfcC! ~c 3 rvwfjk 

• -iJaBS*7y-/k 

( i v ) #;M*i/? 'J/k 
-YuT&Sg&tdzimvX*/? D/k 
[0034] 

TBE<0 1 a0>6$k£l3HRd *ifcfflli« TUftS *ifcU8HIWT 'J -/k 

• vta 

• -ho, 

• Cj ~C 9 

•TE^i<0*»feSli4taHRSnfc»«*-CIBilS<xfcCi ~C 9 T/WfJk 

■ **y. 

• • c, ~c 3 7ii>3*i'XW&ztitz*s-£Ki*i;-8mm£7v-j\sTiyt)>\'X 

■ ■ TE«fc^6^WB«Sfi*{ffl««TTOS^K3BB*7y-;K 

■ • ■ Any/. 

• • ■ c ! ~c 3 7/i^;k 

• • ■ Anj-'Wtc, — c 3 7;Mr7k * 

• •"vrOv-^y/k 

• - c, ~C 3 7;^^T*Ii?fi^fny; U/k 

[0035] 

• Cj — c 7 7;W3^^. 

■ ■A07'>. 

■ -KSHK7U-;k 

• C, ~C 3 7)V*)ViiA,i£-)Vtti/^ 

• c, ~c 3 7;U3^f>'T'am$n^*t^7 l J-^^>-. 

• Cj ~C 3 T)Vn^ islj)V#—iV^ 
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• *s-ttzi,i i J-c 1 ~c 3 7iV*)VT'$.;ti)Vi$-j[,^ 

■ C, -C 3 T)\s*frXW&Z1\ttS-£tzlii;-mMX7V->l>7$S*i\sX=.fr 

■ 7$ A 

■ tZ-ifctix-C, ~C 3 7/Mr^7S A 

• C , -C 3 7>V*-)Vft)VX-)\/7 5 J . 

• mm&TV-ii'X'mmztitcc , ~c 3 7/i/*-;i^*-;i'7$A 

■ smm&7v->\sX'wmztuzNHc ioinh, 

• Cj ^C 3 7>lzi*isX^®i*ixtzifcmm&7>J-)\sX-SMZiit:NHC (O) NH, 

• Aoyv-fbc, ~c 3 r^3^f^T'Sm$n^«^TU-;u-<:'am$ix^NHc ( 

O) NH, 

• c, ~c 3 r/i-^i-f-^-. 

• J\njfyfcc , -C 3 7)V*)VJ~*^ 

• C , ~C 3 7)V*lVX)V*—)V, 

• • C, ~C 7 7)V*)V, 

• • Anyy-fbC! ~c 7 7/Mf/K 

[0036] 

• • c j — c 3 7;i^/k 

( v i ) 'vf y/k 

4 fcJiTI i, a*6lb&(caHR $ IxtzWSmZ'W.mZixtz'^T- n ^ AJ ;k 

■ J\nyy, 

■ -ha, 

■ TiMcDfr^m.izmmixtzw&mx'wmtitzCi ~c 4 r^*, 

• • c, ~c 3 7;w*;H-:t, 

■ -Anyyfljassair'j-^-caftsnjtc, ~c 3 7;i^/hm\ 

• ■ ^Oy? y;k 
[0037] 

• C, ~C 3 7)V3*i/, 

■ mnx7v-)u**i/. 

■ tu<d t <^4>*hitciHR $ titzsm^x-mm^ixtzmm^ y -/m-* v . 
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■ ■ C, ~C 3 

• C, ~C 3 T)V*Mr** 

• C, ~C 3 T)l>*r->\,tt^ 

■ Ci ~c 3 r/i'^/^t*-/!^, 

• C, ~C 4 T;^;UT-ffi^$ii^M«^Ty-/WX;i-*^. 
•Has«K7'J-/k. 

• -ho. 

• -0,-03 7/l^/k 

■ -0,-03 r;p34f^. 

• ■ c i ~~ c 3 T/l^/K 

■ Au^WbC, -C 3 7A"*/1'£SIU 
[0038] 

R 2 (i. -NHNH 2 , -NHNHBoc, — N (R 2 . ) <R 2 b ) . UA 

;^T-, r 2 . Ht^tic, ~c 3 rn^f^T*'). 

r 2 b c, ~c 4 r;w*/K Tie<ot<^^«4fcaHi?s*ifcwai-cii«$iifc 

C, ~C 4 7)V*)V, 

•7SA . 

• -NHBoc, 

• C 3 ~C 6 y?D7M*. 

• TE^i<^feSfcifc^SnfcI»»T11tt$iifc«iaK7 'J -;k 

; • C, —C 3 7/Mf/k 

• ■ C, ~C 3 7/l^j^ 

• • -S0 2 NH 2 . 

[0039] 

c 3 -c 6 y^o7/^k I8IHK7!;-*, TiWi>cofrbm.tz&mtifcE®m 

x-wmztitzmimr u -;k 

• C, ~C 3 7>V*)V, 

■ c i 7/1^^ 

3 T)^fvttziiTsi<Dhm^m.izmiR^nfzmmmTmm^tit:c r ~c 3 7^* 

/k 

■ft*«*7'J-7k 

• ADyy-ftJ8RSH^7'J-;k 

• C, ~C 3 7/l^^T«$$ft^Sf*^7'J-;k 
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ZZX\ R 4 «i> H*jfcMtC, ~C 3 T)V*lVTh*). 

Yll. -C (O) -T**). 
[0040] 

ZZX\ ^mm^TV-Mi. 7x-;k 77f-;k 7>-b7-/k :i£tet*7x-/p 

ileitis 9 VMt^ 10, 1 Ho-5-3fdfy-vXvV [a, dido's 

7f-;k l-^V-^f v^-;k 9H-7;M-ly->k 9-;fr*y-7/M-WVk 7" 
•fc^7f-;k 7>^7*y-;k c-7y^i/y- 9-4 'Jfk -f>-y-/k -fy-f- 
;k 1, 2. 3. 4-rh5t Fn-77^/k ifcttt'y^n [2. 2. 1]"s7*t- 

A.f-ov^U;Mi. 1,2, 3-f"7^ry*U;k 1,2, 3-hDTy*l);k 1, 2 
-vhFa-3-^y-h°5yj;k l, 3 -s^y—f y-f >-HU;k 

KU;k lH-tTn'J/k l-*^y-3H-'fy^yy75^k 2, 3-y'tKn- 
^yy* [l, 4] i*t*s'-/k 2, 3 a-<yyy\))W 2, 4-y'tKa- 
3-**V-tf5yy>k 2H-<y/h , 7-;k 2-^y-^yy*h'7-;k 2-sf 
^•y-traUi/^k 3, Ho-2H-<yy [b] [1, 4] S/**Hrt-^ 

, 4-**y-l, 5, 6, 7-f h5tFn-^ yK'J;K 4-jJ-=*y-3, 4-y't 
Fn-7?7y-;k 4-#*y-'<yyt7-;k 9, 10, l 0-M;:*=^fy-f-3r 
:^f^^><T-;K 9H-^-y>f--;k T-fe'f-^-;k W $^yj;k ^>y [ l , 
3] s***y >J;k <// [2, 1,3] zt^f-t^/'J/k <yV [b] -fx-/K ^ 

yyj;k 7U;k -fsyyj/k -fy^-tyj/k *;w?ua tyi/*y-/k 
•r/'j/k ^y?-;k t^y^vk e^yy/k try^/k trys^vk eoy^/p 
« *yy>k #y^y;k f-ryj^k f-ryu;k ^-x-/k f-^-zK rb? 

tKa-fiz;K <y/7 7-;k ifcfcfr^vyf-Tyy/l'-C*'?, 
[0041] 

Q«, SI I T'i) 0 , 
R, (±. 
[0042] 

( i ) C, ~~C, o 7/^/k 

•**y. 

• ^-7*De;i/7Sy*;p!K-;w, 

• #mm&7 U -/KflBftSfifc* A 

• yf^^-ZM-Jf A 
•&*&3*J7y-/M-*>\ 

• -NoTiB»snfeiia8»W7y-;^*y. 

• te r t-7>dfv-#;Mi::i/kr$ A 

• mm&r 'J -^*;p-K-^7 5 y . 

• C, -C 2 7)V*)Vj-Jt^ 

■ Timi»<vfrMt&izMiRztitzmmx'wmti?zc l ~c 2 tiww-*. 

• -^nyy-ft;^i§it7'J-;k 

• • h * vT-a^^ii^^SSS7 -;k 
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■ -hvXW&Ztlt: J \ : ra : s7 i ))l>1-*. 

■ c 5 ~C 6 y?nW;k 

• c 5 — c 6 x^DT;w^-;k 

• • 
■ 

■ ■ >\u?-y^ 

■ ■ t KodfK 

• -^ho, 

• • C, — C 4 T/Mr/k 

• • • ** X A 

• • •iS8ftsteD > y-/k 

• • • ^Dy? U/k 

■ • C, — C 4 T/l-a^v-, 

• • Aoywtc j ~c 4 7^3* ^, 

• • &mm&7v-)i>z'W&ztitzc l ~c 4 t/^^k 

■ • Aayy-it^ y -amm^r y -JUT S /tf/l^^k 

■ ■ \fDy^y;K 

• \fny? »J;k 

• TI6<7)i<7)*^?fcit^$it/lM}i*T'ffi©§^^o^^ y;k 

• ' c , ~c 2 7;Mr;k 

• • IRSHIKrU -^"CaBRSiifcC! ~C 2 7;K/k 
[0043] 

( i i ) TEot03&»^*liit=aHR**ifc«a-c««**i3tc 2 ~c 3 7;l^-/k 
■]Wli«K7U-/k 

( i i i ) C 3 ~C 6 y?Q7;W. 

• aasswr y -/w-esssftJt.x 
•&#8fce7y-/k 

[0044] 

( i v) i])Vi£x/>>\))\,^ 

TUni>wfrbfo£izmm2titzmMmxw&ztitcmm£7 y -;k 



(110) 



1*882004-315511 (P2004-315511A) 



■ -/7/. 

• C, ~C 9 7/l^k 

■ Ts&OhcOfrt, ttifcaHR $ tltemM&X-ffiH $ tltc C i ~C 9 7)V*)V, 

■ -Aayy, 

• • * f-zPTiBa s wtflSRawr y -/k 

■ Aoy^tCj ~~c 7 r^a^s^ 

■ flSRWsry-^-cffiftswtc, ~c v 7*3*3^ 

■ 7$a 

• ^s^r y-^-cism$itJtrDA-^^;^;p^i/rs / . 
■Anyy^h^^tii»snfci««wry-^-eBfts*ifcNHc (o> nh. 

• ^/l-TfiJ&Sfut^f-u^? y/k 

■ Anyyfl^JSS^7U-^'CS»Snfc^'ray? U;k 
[0045} 

( v i ) \foy^ y/k 

■ C, ~C 4 7/l^k 

■ Tiz<nh(7)fr^m.tzmiRztiKS.tmx'wmtitzc l ~c 4 7^^, 

• • ADyyfljjsaB:7 y -ivx-w&ztitz* 

• • Aayyfl^S^7y-;k 

• • \fn->? »j/k 

• K«*7'J-;I^t-*A 

• ^f-;uTffifts*ifcuaias5i:7y-;p*4f 

• c, ~C 3 T)V*)Vtt. 

■ C, ~ C 3 7tV*)\sZ)V-fc~)V, 

■ C, ~C 4 7)U*)UX'm®. £ firt: ft*S«7 y -;k*;U*-/P . 
•*JWI«7y-/k 

• Anyyfljj*^«7'J-;k 
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• y t^x-mm iitzmmxT y ->k 

■ - n vvmm titzmm&T y -/k 

[0046] 

R 2 «i. *+ivT$.;&iz\i. i J*i-)V7$;x°h r ). 

L(i. 0a. Villa, *Jt(iI Xa^iMtRSfU 

ZZX\ R 4 &£XfR 3 li. HSfcttCi ~C 3 T/U^/M^&f&tcStJRStU 

YJi, -C (O) -T*9. 

££T\ ^S^T'J-;Mi. 7i-;k *7*/k r^h^-zk *^tib'7x^;w 

. ryb^y-zK vfy. 1, 2. 3, 4-f h5tHn- 

77?-/k ^^Bh'y^o [ 2. 2. l ] 'vr-r-zl/ffcO. 
Nf-ni^? U/Mi. 1, 2, 3-+7 s JT s /Vfo, 1. 2, 3-MJTVU;K 1, 2 

-5;hieo-3-3r*y-if?yyAr, 1, 3-s*t*y— f y-o^y^k m-^y 

K'J/k lH-foyyK l-^y-3H->fy-<yy75-/K 2, 3-y'tHo- 
<>-y [1, 4] s***i/.=.;k 2, 4-^tKn-3-^y-t5yj/k 2H-^ 

>yh-5-;k 2-*#y— ^.>-ytr5^w. 3, 4-yt kd-2h— <yy [b] [ 

1. 4] y^-fetf^k 4-^y-3, 4-y'tKa-7?7y-;K 4-:*#y- 
^yy£5-;k 9, 10, 1 o-MJ^y-f-jr^^-r-zK 9H-^yf-^ 
. 7-t:>i'-/k $yyy;k ^>y [1,3] i***yy;k <//[2, 1 

, 3] **tftiS7V , JA'* ^/[b] f-x^K 7'J;k -fS^/'JJk 4V:**ir/ 

y/k t/w^yy. tn^y— /k tf^y^-Jk tr^y^/k e^yy/k ty^/k 
*yy>k *y*?y/k f-ryys^k f-ryy/k ^t5-;k 2, 3- 

s/'tKn-l f y>f^h'y;k 2, 3-S>tFa-*yy7yjk 2-3T*V 
-faijy-yk 4-^y-l, 5, 6, 7— f h7h Ko->f yF y/k i^yyyyP 

, ey Sv;k toy y/k ff5tKo-fiz/k <yy7 5-;k ifctt^yy?- 

>\njf>it. 7/M-D, 7 on, 7"ot, ££l£3-KT$>l>, SKOft-^HfC**. 
[0047] 

*^BJ3<7)ffi^)J: Off* Uvfc£»li, 
Q«U 5U IT* 1 ). 
R, ti. 
[0048] 

( i ) TEOtOj&^SftifcaRSftfcWiaTIIfllSiifcC, ~C, o 7/Hr/k 

• **y, 

• y-y^tvi/r $y#/i^^/k 

■ iK#8S£7 'J -llX-WMZtltl* b*is, 

■ ad ?>it%mmft7 y ->v** >■ , 

• y^-;WTSa$fL^TDy-7 'J/M^l^. 

• te r t-7h*i/#/M?-/l/7$y, 

• «#if^T y -/i^/ytf^/kr $ y , 

• c, ~C 2 7/i^/H-:t. 

• TfE^t^«^M£fciMfl$ft£fi&«T^$iT.*:C 1 ~c 2 7/P*/k*3}\ 

• •Aoy>ftiK3RaK7y-;k 

• y h*isX'wmtitzmmft7v-)is. 
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• ^PTS^ti^T-n^yzH-*, 

• C 5 ~C 6 y^oW-zK 

• TUnhnfrbm.izmsiztiKW&mT-w&ztittJuxi'? y/k 

■ ■ AD^y, 

• • t Kn*^, 

• • -ho. 

• • TEwt^feSkJttca^SWtlBftSTBftSiifcC! ~c 4 7/l<*;k 

• • ■ **y. 

• • ■ jJ8B8fcj;ry-/K 

• • ■ \fny? y/k 

■ - C, ~C 4 T)Vn*i,^ 

■ ■ Aoyyflsc i ~c 4 r^ndf i/, 

• •^*^r ) j-/i/t'Bm$^c 1 ~c 4 T/i^adf^, 

■ ■ 'vTDy y >J/k 

• TIB^t^fe«4fcaHR$iifcWai'CaB«$*i^'7 l nS/^ y/k 

• • C, ~C 2 T/I^/k 

• -JHWKry-Jk 

[0049] 

( i i ) T^t^fe*tttew**ifcwurc«isnfcc2 ^c 3 r;kr-/k 

• - h vTW?& tLtzfimm^T y -/k 

( i i i ) TilcDi><7)frW&iLlzmiRZtlKW®mX:W®ZtltzC 3 -C 6 y?n7;K 
/k 

■ a«siW7y-/k 

( i v) #/M^:? y/k 

■ j\ayy^ 

■ t Fodf^, 

• yry, 

• C, ~C 9 7/l"*/k 

■Tticvhm>t>mL£miR2tifzW®£X'W®ztitzc i ~c 9 7/Mf/k 
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• • * rivx-w&ztitz&smjttr 'J ->k 

• AnyxfcC! ~c 7 7^3* a 

■ ssjtg&D* u ->vxnm £ ntzroj vv^~ivij /ntf ^7 s y , 

• y f-zi/rfijas fi^#araw7 y -^^w«^t s y . 

■Aa^>^h4r^-^^$*lfcKSHIfe*TU-/P"CMlSflfcNHC (O) NH. 

■ An^yflaaaiwr y-^-ewftSfc^rn^? y;k 

[0050] 

•-ho, 

• c, ~c 4 r^/k 

■TEot^feJttJaWSftfcifflatrilllsnfcC! ~c 4 7/w*;k 

■ • Anyy, 

• • An^WLK*^7y-;UT-a^$ix?tyf-;^3}-, 

• -ft3R«K7y-;k 

■ ■*vrn>'?y/k 

■ y a 

• C, ~C 3 7/Mf/t/f-Ji\ 

•£m8feS7y-/H-;t. 

• c, ~c 3 7/L-df;L-x;P*-;u, 

■ ft«awry-/^;p*~;k 

■ C t ~C 4 T/U*^T»»Sflteft3)SilW7y-/PX;U*x;k 

■flaw«7y-/k 

■ Ao^>-ftK*^7y-;k 

• yf-/PTKftS*ifcft«afc!i:7y-;k 

■ - h nTHUS frfcaasusS^ y -;k 

■ ns^y^fcfiu 

[0051] 

R 2 tt. ^■f-A'7Sy*fcli^^75yT*9, 
Ltt. 3^XX-XXI I*»4>jfflR$*l. 
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Ht6] 



H 
N 




H 
N 



N' 
H 



H H 

XXI XXII 



Yli, -C (O) -x-h*). 
[0052] 

, TVh?*J~)V^ C-y>V*\sV-9- i >Jt>\ 1, 2, 3, 4-rh7bKD- 
77f-/k ^Ttiit'i^u [2. 2. 1 ] ^7°r-/l-TJ>D, 

^rn^yy;Hi. 1,2, 3-^T^TV"U;P, 1,2, 3-M>7yi>;k 1, 2 
-j/t Ko-3-7r^y-h°5V'U;l', 1H-- fy-K'J/k lH-tniJ;K 2, 4-^' 
t Ko-s-^y-tr^yy/k 2H-'<.yVf5-^, 4-^-=¥y-^yyt°7-;i- 
s r-tf-J-^-^k ^yy[b] fi_;K y'J;k ytf^-r/y/k ^/i^y-^k tf 
^yy*/k e^yy/k trys^K =fyy/k f-rvys^k f-ryy;k ^x-/k f- 

*?-;k 2, fy-fVKUTk 2, 3-S/t Kn~*>y 

yy/k 2-^y-<>yt7-yK 2-^y-tro'jx-;k 4-**y-i. 5 
, t/^'jy, try$y*;k trny>-';k r h5tKo-fi^K \yV77-;i, & 

[0053] 

*fMB«>S <->fcflW>J: Off * UMfc£»li* 
r, li, 

[0054] 

( i ) TE^to^fe«iiusrfcas?s*ifc«iyfi"csi«siifcCi ~c 5 tvi^k 

• **y. 

■ y'-rat/i/r$y#;M<-/k 

• nasawr y -y^^^-^r $ y , 

• Cj ~C 2 T)V*MrH. 

• y f-^TS^S tlfz^TO istVfrj-X. 
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• • t b'Odfi^ 

• • C t ~C 4 7;Mf/k 

■ ■ TiznhvfrM^zmmhtzwmmxw&zhtzc t ~c 4 7>v*>\s. 

• ■ ■ **«A 

• ■ • ^MM^T x )— /k 

■ ■ ■ 'J/k 

■ • C, ~C 2 7^3 

• ■ Aoywtc, ~c 2 7)Vo*i/^ 

■ ■ smm&rv -)uxw&ztifzc l ~c 2 7^3=^ 

■ • Ao^Vft*y-^^7U-^7$/#/l^;k 

• -^^7U-;k 

• • \fny? »J;K 

• • c, ~c 2 7;u*/k 

• ■l«)5«W7'J-;W'CIB«5*ifeCi ~c 2 7;Mf/k 

• • *»SS«7 y -;UT«a § ft** h * x , 

• -Anyi/ft«*abS7y-;K 
[0055] 

( i i ) TBVt<Dfr^m:tzmiRZtltzW®£?m&Z1ltzC 2 ^C 3 7)V*-)V. 

( i i i ) l^V>h<0frimLlZMmZ1VfzmM£XWkZtVZC 3 ~C 6 y?nm 
/k 

• ^yTBtftSJifc-X^k 

• &Mm£7v-j\sx-mziiti*i-}\s. 

( i v) #;Wfv?y;k 
[0056] 

( v ) Tm^hm^m.izmmtitimwimx'mmixfimm.Tv-)^ 

■ ADfy, 

• t FndfK 

• x7A 

• -hn, 

• c, ~c 4 7;Mf;k 

• TTB^t^4>Shifc:aHRS*ifcJl«*riBllS<xfcCi ~C 2 7;Mf;k 

• -Aor/. 

• *dTA 
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■ c, ~c 2 r^ndfv-. 

• yNo^'y-fbC, ~C 2 7/l-3*K 
■*8R«K7 , U-;l'-CiHft$<iJtc, ~C 2 7^3*5/, 

■ 7SA 

•;Nny>fb< b J f^T»i$ix^*Ji5tir i J-;UT'am^ix^NHC (O) NH. 

• ^7yT«$£ftfc*»^£7y-;k^ 

• ^-7°ntvi/7$y*rt^-;k 

• f£SI£*7 U -;PT*«t $ ft** J - £ Mi i?-^)V7 5 J , 
■£*S?^7y-/k 

■ * f-^T-B^^ii^f OS-? 'J 7k 

• ^o^'WLk*^T y-^T-MJt^iX-t^f-n^^ U/k 
[0057] 

(vi ) ttzitTM<r>h^^mzmiR^iitzmmmx^m^ixt^Tviiy^v>i. 

■ C, -C 4 7/I<-37k 

• Tfewfc^^aifcaHWSitfcffiftst^aisnfcc, ~c 4 t/h^k 

■ ■ ^oy^i;;K 

• ^^x-mm^titzmm^T y -jm-*^, 

■0,-03 7)V*ti\sX)\,fc—)\,^ 

• ^^-ca^sn^K^iS^ry-^xy^^yk 

■ ^Dy>-ftKS^ry-;k 

• ^ ^/kcsafts titzmm^T y -;k 

• - h dt-b$£ ixtzmm^r y . 

• ^\TO>-^y;PS:^L, 
[0058] 

r 2 «, y-f^7syi;t<i^f-7i-7syT'fty. 

Ui v s^XX-XXI IA^iHK£*U 
Yfi. -C (O) -X'M. 
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, 1, 2, 3, 4-f h'O — ^7f-;k £fclitV?n[2. 2. 1]Vt-^ 

^TOv?LI;Wi, lH-'O'K'J/k 2, 4->-*b Ko-3-:**7- h'^/l^k 
7'J;k tWJ;k fUxVk ^-x-;K 1.2, 3-MJ7yj;k lH-tn'J^ 
. 2, 3-y'bKo-l-^y-' f VA >F>J/k 2, <yy*7'J;K 
2H-<yVf5-;k 2-**y-<i"/t9=A' > 4-^V-l, 5, 6, 7— r 

s e^yyyk tryss^k *>"J/k f-ryy/k rh^t Ko-f-xx/k ^yy*7 

5-;k ifctt*vyf-7yy;K*9, 

Aoyyii ?od, 7o*, *fcjA3-KT*s» itioft^Hr?**. 

[0059] 
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M361 




[0060] 

*W&M<r)Z Off 4 Lvvfc^fctt. 
Q(±. sCl IT* 0, 

( i ) C , ~C , o 7;Mf^. 

■ C 5 -C 6 y^-DT/W, 

■0?*8&S7y-;k 

( i i ) C 3 ~C 6 y?P7/W;k 

( i i i ) KfP^T'J-^k 

( i v ) ifcli'vf ov? Urt^U 

Y{J, -C (O) -?*•), 

ZZX\ mm&TO-Mi, 7i-;K *7*Jk 7>-h9-/K 4£teh'7x-^ 

^TOv7'J/Hi, 1, V-fyH'JyK lH-4>Ky>k 1-^-^f 

y-3H-^/<yV77-;K 2, 3-^*t Fa-oy [ l , 4] ^'jJ-^x/k 3 
, 4-^tFn-2H-"Oy [b] [1, 4] v^-fetf-;k 4-:**y-3 1 4- 
i/'hHn-7^5y-;K 9, 10, 1 O-Fy^y-^t^Mfyrx/K 9H-*t 

yf-zK <W4 $yyy>k ^yy [1,3] x^y y;k <y/ [ 2 , 1 , 3 ] 
sr^sT/yjk ^//[b] f-x-/K ?y;k -f s^yy/k >fy**-9-yy/k 
#=*y5-;k txijy;k try^Vk *y*-9-y>k f-x^k *yy/p 

[0061] 

*»bb<OS fcicfl&oJ: Off* UMfc&Wi. 
Qtt, ITfcO, 
R, tt. 

( i ) C, ~C 4 r;^;k 

TlE^t^fe^fcaiRSjKfcaBMlTlBjlSftfeC, ~C 4 7/l^/k 

• j/y-a^yf-zk 

• issuer y-/k 
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( i i ) mmxrv-fr. 

( i i i ) tWi^f-ais? UH^HU 
Yii. -C (O) -T-$>0, 

'vfoi^'J^fct 9H-dr-tyf--;K W [1.3] y^V^k [2 
, 1, 3] ttWTYOtU. <yV [b] f-i-/K 1H— f i^TO. * 

y^-t'j/k *7i>;k ifctt^Vf-ryy^Tibo. 
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C-fb39] 
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Ht40) 




[0062] 

Qtt. *I IT* 9, 
R, li. 
( i ) C, ~C, o T/l^/K 
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• c i ~ c 3 7/U33-A 

■Tiwi>nfrWj!dLizmmztitzm.m£-z'W.®ztitzc l ~c 3 7;^* a 

■ ■ C t ~C 3 Tll^lVXW&Ztitz^TVi/tVlV^ 

■ ■ v\uy>\ 

■ • c j ~c 3 rii-o * isTW&ztitz&mmtiT y -/k 

• • Ci ~c 4 r/Mr/k 

• -TEot^feiiiitawsnfcaaiSTaaisiifcc, -c 4 r^p*. 

• ■ • ^f^TU-^T-B^S^ty-^feti^-C! ~C 3 TiWfA'TSy. 

• • •^nywb^^7'J-;W-CSSi§ii^/-^^i^-c 1 ~c 3 7/k*/kr 
$y, 

• ty-ifcttS^-C! ~C 3 T/Mf/U7$ A 

■ Tie^t»co*^54itilJR$ix^»SSTim$ii?t ; &/-^^{i^-C 1 ~C 3 7;P 
*^75A 

• • ^7/. 

• ■ m&l&TV-fr. 

■ ■ *\f ny^'JA', 

■ *y-*fclii/HR*aK7y-/P7$ A 

• c, ~c 3 7;w^t"g«$ti^ ; ty-*«i^-K«ii^7y-;P75/, 

• C, — C 3 7/W^;$/M<^7$ A 

■ C, ~c 4 r;P3^^^;P^-;P7$y. 

■ mm&7 u -;i/y,;u*-;U7 5 y , 

■ Tiew t<^fe^t^sixfe{B«s-casiS<tfeiJa!a!bC7 y -/wx;w*^7 § 

A 

■ • -ha, 

• • C, — C 3 7/l^/k 
[0063] 

• C, ~C 3 7/l^;k*A 

• jii<r>^t^mzmw.^titzmm&x'm.m^titzc x ~c 3 twa**, 

■ ■^y-ttzit : J-mm^ru-)i7iy, 

■ ■ s\ny>it*s-£tziii;-mmi&7>)-A7$;. 

■ •jjt*aw7y-/k 

■ • • noy>\ 

• • ■ C, ~C 3 7/KJ* A 
•$«^;7y-/H-A 

• TK^t<0*^$!iitSlR$^Sm3lt-S«i§^^SI^7 y -/H- A 

• 'Aoyy, 

• • c i ~ c 3 7/i^/k 

• ^stsfcrry-^/w^k 

• y Akl*Hggf:ft7 y -;k*/w*^/k 
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• C 3 — C 6 1/9UT)\>*)V^ 

• TIB^i^^^tcM^$^g»ST^$ii^^^^>^ y/k 

• • c t -c 3 7/Wf/k 

• • C 2 -C 3 7/k>"-/k 

• • «3Kawry^ % ci»s*tfcC2 -c 3 7/w^k 

• • c ! -c 3 7/Mr/kx^7 -f ^TffiftStifcDj^cr y-^TBtft$*ifcc 2 - 
c 3 7;i^-/k 

[0064] 

•ft*«*7y-/k 

• • t Ko*s^ 

• --ho. 

' ■ c i ^ c 4 7/l**/k 

• • • Aoyy, 

• • • tKo*^ 

• • • ^SHI*7 'J ^ 7k 

y-;krsA 

. - - -Aoyy. 

• • • --ho. 

' • * ' Ci -C 3 7/MrJk 

• • • ■ Ci — C 3 7/k3^s 

■ • - 'ADyyftc, ~C 3 7;k3*>\ 

• • C, —C 3 7;k33f>\ 

■ 'Tm<7)t>m^m.izmmtitzwmmzm&ztitzc 1 -c 3 ta^*s^ 

■ • -neiHiKry-Jk 

■ ■ C, ~C 3 7/1/3 *S/#;k#-;k 

• -AofyftCj -C 3 T)V*)Vtt^ 

• • c t —c 3 7;Mr7k^l/*-/k 

■ • C 3 -C 6 y?D7/K/k 
- -ft5(H!Kry-;K 

• ^fny^»J;k 

• nS^y/k 

• TiE<0k^a>£5*±t^ y/k 

• • c t — c 3 7;Mr/k 



(155) 



^2004-315511 (P2004-315511A) 



[0065] 

( i i ) c 2 ~c 8 T;k>--;k 

■ Ci ~C 3 7/Un d f>\ 

•MSS^ry-zur^^ti/ic, ~c 3 7/^*^ 

■ ■ /\uy>, 

■ ■ t Fudfv-, 

• • C, ~C 3 T)Va* : s. 

■ • ^nyWkC j ~C 3 T)Vn*is, 

■ ni/-y 'J;K 

( i i i ) C 2 ~C 4 7;^-^. 
( i v) C 3 ~C 6 y?D7;^/K 

■Tii<Di>nt^m.izmmtitzWMmx'W&%tifzCi -c 3 tji^tk 
• 

■ : ts-£fzi±is-c l ~~c 3 r.MM/rsA 
•H^^ru-^-r-am^^^y-t^ti^'-c, ~c 3 r^^rsy. 

(v) C 3 ~~C 6 y^o7;^-/K 

0,-03 7^ d f;i/t'M^§ti7tc 3 — c 6 ^?o7/k>--;k 

[0066] 

( v i ) U/k 

• t Kn^fv-, 

• -ha, 

(v i i ) mmxrv-fr. 

rm^^mnzmiR^titzmmmx-mm^ntz^mm^T u -;k 

• h FcMfK 

• x77, 

• C, -C 9 7/1^/k 

■ Ttlcoh<7)frhm:lzmiRZtitzW.WimX'S.mtLtzC i ~c 9 T)V*>v. 

■ Aoy>\ 

■ ■ t FaJfK 

• • C , ~C 3 7/Pr7dfj^ s 

• • ^y-^Ji^'-c, ~c 3 7;^;w7sy-N-^x, 

• • ^y-ifciii-'-c, ~c 3 7;^^75y, 

• • %mm&7v-)i-x*wM2titz^/-&tziii;-c 1 ~c 3 7/Mf/k?*$y, 

• ■±;-£tzi± : J-mm&7 > j-)U7$s. 
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■ ■ C, ~C 3 7/U3 * zsX'W&ZtlttS - t tzWJ-mm^T 'J— /UTS A 

• ■ stwrnarv-fr. 

• -vros^y/k 
[0067] 

• c 2 — c 3 7/k*-/k 

• ^^7'J-^T-S^§^C 2 ~C 3 7/k^-/k 

• o, ~c 9 r/P3df^ s 

■ • t FD*k. 

■ • ^/-^Jtlii'-C, ~C 3 7/Mr/k>*S A 

• • TBcoh^hm.izmm^titzmmmx'm.m^ti^T-u^ y>k 

• • • \fny^ 'J/k 

■ ■ ■ y\ayy^ 

■ ■ ■ • c, ~C 3 7/Mr/k 

• • • • JwyyfcC , ~C 3 7/Mr/k 

• c 2 ~c 3 7/1^-/1-:*^ A 

• C, ~C 3 T/Pdf/P*^^;^^^, 

• 0**1^7 lJ-/P:t* A 

• -0,-04 TVMrJk 

■ • Ap^WbC i ~C 4 7/Mf/k 

• • C, — C 3 7/i/a*A 

• 'vroi^'J/M-drA 

• • C j — C 3 7/t^/k 

• • AD^'WtC , ~C 3 7/l^/k 

[0068] 

•^g5S7 , J-/PT-S$3ix/£S (0) 2 0, 

• #;M«f A 

•0,-03 7^3^fv^-if-;k 

• ty-^fctiv-c, ~~c 3 7/Mr^7$y#/p*^/k 
•ft«^7 , J-^-ca^$ti^ : &y-S7t(i^-c, -c 3 7;^/U7Sy*;^-;u 

• 7$ a 

• ty-tfctt^'-c, -c 4 7/Mr/i-7$ a 

• i^ryx-mm^ixfc^y-ttM^-c^ -c 4 7/h^7Sa 

• *y-££tti;-BS*^7y-/k7$ a 

• 0 , — C 3 T)V*)Vi]iVi£=-)VT 5 7 , 

• mnm&T y -;k*^* - s y , 

■ C, ~C 3 7)V*)VXm&Ztltzmkm&7V-)VX)l'*-)VT$y- , 
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• $mm&7 U -)VX'fflk$tltz N H C (O) NH. 

• C, ~C 3 7)Va*i/XW&Z1Xtzfcfm&7V-lVZ'W&%tltzN\\C (O) NH. 
•AO^WkC, -C 3 T/P3^i^T'Mm$^^*S^T l J-^T'am§il-tNHC ( 
0) NH. 

• C, ~C 3 

• C, ~~C 3 T/^;PTB«l§fl^*^rU-/U^. 

• C i — C 3 7lV*)lX)V*-)V^ 

•^y-iutJiv-c, ~c 3 r/i-^rsyx^*^. 

• T&nh<Dfr^m.izMttztttzwmmxw&ztifzmm&T v -/k 

• -0,-07 7-Mr/k 

• • ^oyWbC , ~C 7 7>Mf/k 

• ^Dy; 'J/k 

• TEoico*^*ti{ca^§fL^B^ST'Sm§^^TD^^ y/k 
[0069] 

( v i i i ) 'vf nS^y/k 

4 fciiTieo t <oj&» feaitaiRS nfcwa-citts *ifc^r u ^ ? y ;k 

•-ho, 

• c, ~c 4 7/i^/k 

■ TiE^i^feSliiKaHR^^fcjBftafiTSBJISnfcC! ~C 4 7/k*;k 

• -ADyy, 

■ • t Ko*5/, 

• **a 

• • c i ~C 3 7)l>*)\'ii>]s#=./l'**i'. 

• • c i ~C 3 T^3df^;U,-lf-;K 

• ■ c, ~c 3 7/i^>H-:t. 

• ■ 8tmm&7 V -Jl-XW&ZtltzC , -^aTMyW. 

■ ■ Aoyy^jgs^T'J-^TIS^SiTJtc, -c 3 

■ ■ ■ >\u*fy, 

■ ■ ■ -ho. 

[0070] 

• C, ~C 3 TlVzHtis^ 

■ mmftrv-frX'smztitzCi ~c 3 7^3*5/, 

• c, ~c 3 7;i/*/K^$*ifcl»tJiraK7 y -yM"* A 

■ ty-^ytti^'-C, ~C 3 7/1*^75 A 

• c, ~c 4 7^^;^;w^-;P75/, 
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• C, -C 3 7lV*)V^Jt, 

• C, -C 3 T}Vn*i/ti)VX->VXm&ZtltzmM&TV-)Vtt. 

• C , -C 3 TlV^lVX'W&Ztitz'^T'als? 

- C, -C 4 TlV*)VXW&Ztltzmm£7V-)\sX)V*-)V . 

• c, — c 3 r;P3 d f^*^^-;i'. 

• y\uy>\ 

• • -ho, 

• • c, -c 3 rn^iw 

■ ■ ivi-yyitc , -c 3 r^/k 

• • c, — c 3 r/wn^v, 

• • Aoyy-ftc , ~c 3 r;^3df >\ 

• TIE»fc^ft^tfflR§<X3t1f«S7l^S^^r05/^ U;k 

• • Aoyyftc , ~c 3 7;wp/k 

• -0,-03 T/Pn^K 

■ • C, ~C 3 7>V3*i'l))V#-)i'Z&L. 

R 2 (J, — NHNH 2 . -NHNHBoc, -N (R 2 a ) ( R 2 b ) . tH^UA 

ZZX\ R 2 a tt, HifctfC, -C 3 7***?* 9. 
[0071] 

r 2 b « s c, -c 4 7;i^;k Tia»fc^tai4KajR§<ifc{a»STiBii§<ifc 
0,-04 7/Wf/k 

• t Kndfs/. 

• C, -C 3 7/P3*K 

• 7$ a 

• -NHBoc. 

• C 3 — C 6 y^oTMiK 

■ Ttinhnfrbm.izmmh.tzwwimx'ffi&ztifcsmmftT u -;k 

• -0,-03 7/l"¥/k 

■ • C, — C 3 7/Pn^A 

• • -S0 2 NH 2 . 

- \fDy^ 'J/k 

c 3 -c 6 y?DW;k eaBSKru-^. Tiao t <nt- s> asHcawi 3 titzw.m& 
ximztLK&mm&T 0 -;k 

• c, -c 3 r/i^;k 

ZZX\ Bocll ^ASVilt e r t - ^/PXXt/K** 9 . R 3 ii, C, -C 

3 Ty^uiJtiiTiE^t^^aifcawsftfcjBftai-cffijisiifcC! -c 3 r>v* 
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>k 

• c, ~c 3 Ttn^^TwmtiKfcmm&TV-tv. 

1ZX\ R 4 «i. HtMZCi ~~C 3 TlV^lVX'h*). 
[0072] 

r 5 a. h. Cj -c 3 Tt\s*iv. &tzimMmmm.TV-ivx*m&Wzc x ~c 

Y(±- (CH 2 ) m T£>9. mltOitziil 

tvx-h *) . 

^f-nv-^wi, 1.2, 3-^-r^*rvu;u» 1,2, 3-hyryy/k 1, 2 
-ytKa-3-«y-e7yj/k 1.3, 4-^T^ryy/k 1, 

-AV4VYV)V. 1, 3-^^rV7-;P. lH-'fyh'y^k lH-fon[2, 3 
-c] tT'Jx/k lH-tniJ/k 2. 2' , 5' , 2" -?-f-3j-7x-7k 2, 2' 
-t'W7i^k 2, 3-^'hKo-l-^y-^y>f VK'J/k 2, 3-^'bKo 
-^/[l, 4] i^*i'-/k 2. 3-^'t Fn-'vyy^y/k 2, 4-y'th'o 
-3-^y-hr5y*U;W. 2H-^yv't5-;k 2-^^y-t°ntl^;U, 3. 4 
-y'tKP-2H-<y/[l, 4] **y-=J-/\s, 3, 4 -yt Ha- 2 H -<yy* [ 
b] [1,4] y*^tt-;K 4H-OV [ 1 , 3] i^t^-Jk 4H-\y/f 
5-;k 4-**y-l, 5, 6, 7— fh9tFn— <>YV)V. 4-**V-*.yY 
K5-/k 9H-#;UA*yy;k 9H-df^yf-;k r^f^.^/^f/'J 
/k <yy [1,3] S***y>J;k OY [b] -fx-;K "Cvy^'JJk 

yy/k 7>j;k -fs^y [2, i-b] ^-ryy;k -fs^vu/k ^y^-9-yy^ 
, */w*yy. t;p*y-=.;k #*y?-;k tr^^/k tf<yv;k tr^yn [5, 
i-b] ^-ryy;k e?yy;k eys^k truss^k tuy^/k *yy/k *y 
^y;k ^-ryy^k f-ryy/k f-x^/k afcfctM-^^kcao. 

[0073] 

Q(i. 5*1 I 
R, (±. 

( i ) Tiinhnfr^mLizmmztitzwmmx-wmtiKC! ~c, 0 r;Mr/k 

• y.1-*^ 

• uaHRsry-^-ciHiisn^^ 

• uarawry-^**^. 

• yry-c^nftty-c, ~c 2 tji^atsa 

• uaaKry-^-ciBiisnfcty-ifctt^-c, ~c 2 tjwm'TS a 

• ty-ft«aK7y-;ursy» 

• xwcwsnznt:*; -strnmRT y -^r s y . 

• y f-^THSis ixtzs&m&r y -^x;i-*-;ur s y . 

■ Tiwi>cr>frbm.izmmtitzm®mx'mm ta-zmm-^7 y -;k 

• 'Anfv, 

• • -Fo, 

• • C, ~C 4 7;Mr;k 
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• • t h'n^T'S^ftfcC, ~C 4 7)V*)V. 

• • C, ~C 2 Ttl3*i/. 

■ ■ AoywLc , ~c 2 

[0074] 

( i i i ) M»^T'J-^T'S^$ixJtc 2 ~c 4 7/Mf-/k 
( i v ) M#^r , J-;Mf-;Ut"B^!§n^^^o^i/;U, 
(v) ij)V^9 l>/k 
(vi ) #ajg?^7iJ-/k 

■ x7A 

• t$a 

• C, — Cg 

■ /\njfyfcc 1 -C g T/P^k 

■ Tizwh<M>L,m.izmiRZh.tzmwim'wmtLtzc- l ~c 9 7;i^^, 

■ • Auiry, 

• ^'-c, ~c 2 t^/uts a 

• is7STm®Ztif.z ; J-c 1 ~c 2 7/Mr;i/7$ a 

• A*/H-A 

(v i i ) ^vrn^AJ/k 

■ Cj ~c 4 7;i^;k 

• hHadr^-CS^^ix^C! ~C 4 7;l^/k 

• mmRTV-frx-mmstiKc^ ~c 4 r/Mr/k 

• Cj ~C 2 T;1^3df^;P*'-;U, 

• -ni<r>h<r>frt>m.izmi ztitzmmx-w.m titzmm&r y ->k 

[0075] 

LI2, 0a, VI 1 la, ttzlil Xa.frt>'MlR£tl, 

1ZX\ R 4 fcit/Rs tt. Hi^tiC! -c 3 T^^^fcitjlltRSfu 

Yli, - (CH 2 ) m Xh y ). m(i, Ottztel 
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'Sf nv?>J/UJ, 1, 2, 3-f-7yTVU;W. 1, 2, 3-HJ7Vy*\ 1, 2 
-i/'hFo-3-^V-h'5V'J;k 1. 3-S*t*y?=rt\ 1H-- fyFUJk 1 
H-tn>J/k 2, 2' , 5' , 2" -^-f*7i-/K 2, 2' -t'f^7x^l/, 
2, 3-y't h'o-^yy [ 1 , 4] v:t*$A=.;k 3, 4 -yt Fn- 2 H-WV [ 
1, 4 ] Jj-dfif x-yk 4-^y- / <yyif5-;k 9H-^;k^/U;k 9H-dMf 
yr-;k 5^yj;k W [1.3] ^**#y 'J/k [ b] f-xx;U 

. ^yyyjjk ^yw/'j/k -rsyyy;k 4 yshwu*, 
5-/k e?yo [5, i -b] f-rvu/k tf^yy/k try^/k try$x;k ^y 
y/k *y*Mfy;k f-yyy^'/k ^-yyyyk -t-xx/k 2H-o-yt."7x/K 4 
H-<yy[i. 3] i/'^^-;k r-fe'f-^-zk -rsrv [2, i-b]f-ryu/u 

, */k)->yx;k ££(i2, s-yhKa-^y/?!);^ 1 ), 
Anyyii, ?dd, 7at, ifc«3-FT&4. 5U<ofl:£*"C&S. 

[0076] 

*^BBOfB!«J: Off* LVMk^Wi. 
Qli, SI 
Ri 14. 

( i ) TEioto^feaiKrasisnfcma-cBaisnfcC! ~c 7 tju^k 
•yF#v. 

• «*ssr 'j-^-efiJUSft^y f*v. 

• j'Ty-eHiasiifcty-xf-^Tsy, 

• ^s^ru-^T-ajesn^^'-^f-^rsy . 

• ty-uswiwry-^rsy, 

• ^f-zPTjBftSiifcty-iwiBiKr'j-^Tsys 

• y j-frx<w®zi\timm#T y -^xjvt^vr s y , 
•^^ry-;k 

• T£<0 t wfr & »4KfflR $ *ifc»»arciB» $ *tfc jWHIW 7 U -;k 

• ->\uy>^ 

■ --Fa. 

• • c, ~c 4 7;^;k 

• ■K«aK7y-;i'T»ftSiifcc 1 ~c 4 7/u*;k 

• • tFo^TfiSISfutCi ~~c 4 7;Mf/k 

• yKk 

• • Anyyfty F*i^ 

• ft*afe«7y-^-C»ftS*lfc^7 i a5/^y;k 

( i i ) Taot<o^ttita«?sn!ta«s-csifts*utc2~c 7 7^y-;k 

• ft*^7y-/u-eB»$i , uty f*>\ 

• y F^^t-Wft$fi^*^7y-;k 

[0077] 

( i i i ) m®#TV->UXW!l&tlt:7^->],^ 

( i v ) ^«igS7y-;Mf-^-c*gm$iiJtvyo^dfx;k 

( v) ^l/^fx^ y;K 

(v i ) flwai5«7y-;k 
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•r$y, 

• c, ~c 2 T^/k 

• c, ~c 3 7;W3df>-, 

•Tie^t>^*^&i^aiR$a!t»i»-C'Sm§^c 1 ~c 3 7^rj*>-, 

• x-C, ~C 2 T;U^T5/, 

■ yryx-a^^ix^^-C! -c 2 r/^^rsy, 

( v i i ) 'vrDi^y 

■ Ci ~C 3 7;l"¥/k 

■ t Kn^fv-CM^^^C! -C 3 Trt^/k 

• KS^TU-^-cajft^^C! ~c 3 7/l^/k 

• y 

■ /\ayy^ 

•'STUi/y'J/I^SlU 
[0078] 

Ui. sxx-xxi I *>£>311R£*u 

Yte, - (CH 2 ) m X'h y ), m{i. OifcttlT* 1 ?. 

^fo•/?U;Hi 1 H-4 y K'JyK lH-fn'J;k 2, [ 
1,4] xJH->"-/k 9H-#/l^\'y"U/k [ 1 . 3] x^VU;k 7>J;k 

-b]f-ryj/k fji^k -fS^/y;k 2, ¥a-Kyy'y>j)i-. & 

o-v* [b] f-x^ut'^o, 
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HfcMJ 
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HL42] 
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(16 7) ^^2004-31551 1 (P2004-31551 1A) 

[€45] 
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Ut47) 




(170) 



WB82004-315511 (P2004-315511A) 




(171) 
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HL51] 




H 
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M32] 
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[€53] 
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C-ft543 
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Ht55] 
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Ht56] 

CI 
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Hfc57] 




[0079] 
R, {±. 

• --ho, 

• • C i ~C 3 7;l^/k 
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• • y\ny WfcC ! — C 3 7>Mr/k 
( i i ) C 2 -C 3 7/kJr~;k 

[0080] 

( i i i ) *3B»STU-^. 
•-ho, 

- -ao^a 

■ C 2 -C 3 7/I^-/l\ 

•^S8^7U-;M-*A 

• • An^ftc ! -c 3 7/Mr;k 

• Cj -c 3 r^^i^/klf-zk 

• ^y-^fcte^-c, ~c 4 tvmm/ts a 

[0081] 

( i v ) \fny^ 'J/k 

• Auyy, 

• C 1 — c 3 T;Mr;k 

• TS^t^^JtofcSIWSnfeTOSTflHftSiifcC! -c 3 T/Mr/k 

• ao^a 

• **a 

• • ^oy^'J/K 

• ■ -AO^r'A 

' * ■ c i ^ c 3 T/Mf Jk 

• • -AnyyftC, -C 3 7;U*/k 



(181) 



*KS20M-315511 (P2004-315511A) 



■ C, ~C 3 TVl^K 

• C, ~C 3 7)V*A'j))V#~lV7$.J . 

■ &&WtT y -)i>X)V*-)V, 

■ c, ~c 3 7)W* via ivx-iv. 
■mm&7v-)^ 

• Tieotco*^ifcitcjM^§iX7tS»ax'M^§n7tA.TO>'7 y/k 

• •ADj'yftc, ~c 3 r>Mf^£«U 

[0082] 

R 2 li. — NH NH 2 , — NHNHB o c s — N <R 2 a ) ( R 2 b ) s */W5'J>\ 
I-IT. R 2 , (i, H^teC, ~C 3 r^^UT'^O. 

R 2 b tt,C, ~C 4 T^Ofc^4,»4fcafi?SiifejBiyiT!B«S<ifc 
c, ~c 4 r/i^/k 

• C, ~C 3 7/P3*S<\ 

■ 7$ a 

• -NHBoc, 

• C 3 ~C 6 j/?D7H;k 

• ■ c i ~C 3 7;l"*;k 

• • C, ~C 3 r/l-ndfi^ 

• ■ -S0 2 NH 2 „ 

• 'J/k 

C 3 -~C 6 y?D7^Jf/K HSRSSry-Jk TE^^ri^^£iMiR£ix£S}tS 

TiBft^iifeiisBSKr y -;k 

■ C i — c 3 TVI^/k 

■ C, ~C 3 7;Wn*>\ 

<r;t\ Bocll AW<iylt e r t-/f;HXf/K'ftl R 3 ti, C t ~C 
/k 

•H^Sfee7*y-;k 

• Anyy-(t8gg|B5Cry-;K 

• C, ~C 3 7*;W3dfvTa«iStl^3!^Ty-^, 

•r-r-c, R 4 «i. H^^ctiC! ~c 3 7;M^-cj>y, 

[0083] 

r 5 is. h s c, ~c 3 7;np/k a tz\±w&mm.7 o -iw-m* s c , -c 
Yii. -s (o) 2 --e*o. 

tUVif^smMt, 7, [2. 2. 1 ] 
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^ny;iJ;Wi. 1, 2, 3. 4-fhyt Ho— f y*yj/k 1. 2, 3-f-T 

^ryy^k iH-trt?y;k ^yy [2, 1,3] ^^'tvj/k [b] *■ 

[£58] 




H 




H F 



[0084] 

R, li. H, -C0 2 t Bu. ifctt-C0 2 Bn ( B nii<yi?Jl<mX'2>& ) frhM 
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tut. sLc-i%®#t*mic?>{t'&mtc?mMi$tt. 

[0085] 
[0086] 

[0087] 

tdm^co i mmtimmx-hhrnnte xv/itzimmzmmLxmm-t&z t#?* 

[0088] 

ZZX-mm-tl^. r^fttj ifeji rfflBrt-jj kt^fflHtt. Jythamtzli 
T, MCH3PBF*fc*fHBofl:^fti:<0 r &J«j fcli, ##»Ofc£»*MCH38gtt£ 

mm wis uznm*toim\*tt^hv>7iV£mx-t% z t tf&tnz, . 

[0089] 
HL59] 



I 
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HL60] 




II III 

[0090] 
Ri it. 

( i ) C, ~Cj 6 Trt^K 

• • C, ~C 3 T/l^/UT^a^fty^rn^y 'J/k 

• C, ~C 3 7/P*;l^;M^/k*# 

• • c, ~c 3 Tfra*is?m®2ix£8mma,Tv-)u. 

• • • **y. 

• • • ty-ifcut^-c, -c 3 r^;prsy, 

• • ■mmrtTV->i'X'mmiittj-&tztei;-c l ~c 3 r/i^ursy, 

• • ^s^yj-^/^^rsy, 

[0091] 

• 'vfoi^y/M-^K 

• C, ~C 3 T)Vn*i/i])\,if,^i\,^ 

■ BrnmsHTv-frx-mmztifzCi ~c 3 r/i^s^w^/k 

• ty-^iax-c, ~c 3 rn^rs a 

•Tieoto*^MitcstK§^a^*t-ffl^$it^ty-*/i{jv : -c 1 ~c 3 tvu 
^/uysy. 
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• • ^d-/? y/k 

• ^y-itzii'J-mm.TO-^TS.y. 
n-7$y» 

• • t Ko^fy. 

■ ■ c 1 ~C 3 7/l^/k 

$y. 

■ -0,-03 7^;u#;u#-;iyr$y. 

■ • **^r y -wivx-ivr 5 y . 

■ • \fox? y/k 

■ c t ~c 4 r/i'^^y^/^-^rsy, 

• >vf ni/? y/k$;MC=.^7S y . 

• ^ffe^7 y -)vxtv*-)V7 sy, 

y. 

■ --ho, 

• • c i — C 3 7;l^/k 

• • *y-££i±v-c j ~c 3 7/HM/rs a 

[0092] 

• C, ~C 3 7;Mr/H-7j\ 

• TE^t^^MitM^^njtams-C-Si^fL^C! ~c 3 T;k>r/kM\ 

• • ^y-^^{±>-'-^«iS5C7y-^7sy^;^-^, 

• ■ Aoyw^y-^fdi^-^a^y-^ay^;^-^. 

• • * y - * £»i i-'-^s^7 y -^7 s y . 

• • ■ Aoyy, 

■ • ■ c t ~c 3 7/Kl*A 
•K*i^7ii-;kM\ 

•Tie^t^^?4itM^?ix^Bii«T'Bm$^K*^7y-;^>l-» 

■ ■ C , — C 3 7;Mf-;k 

■ -ho. 

■ • C ! ~C 3 7/l^k 
[0093] 

• C 3 ~C 6 x?D7/Mf/k 

• C, ~C 3 7^=¥;UT-fi}i$iX?tC3 ~C 6 y^o7M;k 

• C 3 ~C 6 y^nT/P)--^, 

• #;Mfv?y;k 

■ -Anyy. 

• • c , ~C 3 7;Mr/k 



(186) 



#HB2004-315511(P2004-315511A) 



• • C, ~C 3 T)Vzi*i/^ 

■ • C 2 ~C 3 r/k>--;k 

• ■ K*«K7'J-/PT!B»S*U:C 2 ~C 3 7/l^-;k 
C 3 7)V*-)V. 

• • t h'Ddfy. 

■ ■ TBff)i>^f>mj,zmm^tit:m.mmx'am$titzc 1 ~c 4 t^;p. 

• • • t Ko*i^ 

• • • **y. 

■ ■ • ^t-o^^ y/k 

■ ■ ■TM(r>hm^miLi,zmm^ntzmmmTsm^tifz : ty-tfzii. ; j-mm^7 

■ ■ ■ /\ay> % 

■ ■ ■ - -ho. 

■ ■ • • Ci —C 3 T;Mr/k 

• ■ • • Cj ~C 3 Tll-Z^is, 

■ ■ ■ -fsuyyilCi ~c 3 r/Pn*^ 
[0094] 

• • C, — C 4 7>Ua*-s. 

• • • mmzrv-iv, 

■ ■ mm&7 

■ ■ c, ~c 3 T^ndf^;^-;!', 

• ' C t ~C 3 7)V*iVi])Vi$-)VJr5:i/^ 

■ ■ : ts-£tdii;-c 1 ~~c 3 7)U*»s7$;. 

■ -tS-ttti is-mm&7 V -)V7 S J . 

• • TiBcot^*^*bztai«$it^a^aT^$^t/-d;^«>'*-^«^^Ty 

• • • )\ufy, 

■ ■ ■ -ho. 

• • ■ Cj ~C 3 7;Mr/k 

• ■ • Cj ~c 3 r;W3Jf->. 

• • AO^XfcC, — C 3 TAOdrA 

• • */M?rk 

• • C, — C 3 7/Mr/Hvj\ 

• • Aoywbc , ~c 3 7/i^;h-tJ\ 

• • C , ~C 3 7)V*)VZ)Vib-)V^ 

■ • C 3 — C 6 x?nT;Mf;k 

• • mm£7V-fr. 
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• • "vf ui/J l>/k 

• \fDy; >J/k 

• • t HDdfi/ s 

• 'C,-C 3 7/Mf ;k 

• • nasawry-^TMistifcc, -c 3 rn^/k 

• • C, ~C 3 7;P3=¥>\ 

■ mmRTv-frxwfoztitiCi ~c 3 r;P3^>-. 

[0095] 

( i i ) C 2 -C 8 T)VT-)V. 

• ad7'>, 

■ C, ~C 3 7/Pn*K 

■ JWT'J-^TiiSnfeC, ~c 3 7/1^*^ 

• TEW t^^SfcifcaB? SfLfefflHSTffiftS tdzBmm&T 'J -;k 

• 'ADyy, 

■ ■ t Kndfv, 

• --ho, 

■ -0,-03 7/l"*7k 

• • AD^ftc a ~C 3 7;k*;k 

• • ;\o7'Wtc i -c 3 rtv^^^ 

• TE^fc^^Sft4K^SfifcB^t1«Snfc^-rny ^ y;K 
- -ho. 

• • C , — C 3 7/Mf/k 

■ -0,-03 7/1' 3 ^S', 
[0096] 

( i i i ) C 2 -C 4 7/l"*-/k 
( i v ) C 3 ~C 6 y?D7;W, 

TE^fcco^feaifc^SiifcBftS-eiiaiSiiJtCa ~C 6 y?D7M;k 

• C , — C 3 7/l^/k 

• TE^i<^feSli4t:aHWS*ifcJl»*T!B«S5*UtCi -C 3 7>Mf>k 

• • t Kn^fk 

• -ft«aK7y-yk 

• ty-ifctty-c, ~c 3 7;w^;P7$y, 

• D8Raw7U-^-eiBftS*ifcty-4fctt>'*-c, ~c 3 tjv&uts.;, 

■ mmr >j -iv^nx-ivr s y . 
■iK*aW7y-/k 

( v) C 3 -C 6 k^D7^7-;k 

C, ~C 3 7/l'*/l'T1ff$ft§*lfcC 3 ~C 6 v-^o7^7-;k 
( v i ) #/i/*v?'j/k 
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-ho, 
[0097] 

(vi i ) 8mm#TV-fr. 

■ ad|>. 

• x7A 
•-ho, 

■ C, ~C 9 T/L-^f/k 

■TM<vhm^m.izmiRztitiwWimx'mmtitic l ~c 9 r>v*)v. 

• • t Kndf>- N 

• **V. 

• • C, — C 3 7)Va*is. 

■ ■ ^y-ttz\i'J-c x ~c 3 T^df^rsy-N-^-df^. 

• ■ ^y-ttin : J-c 1 ~c 3 7;k*/kr$ a 

• • fcmm&TV-iUTWmztites -itM : J-c i ~c 3 r;^PT5y. 

• • c, -c 3 7)i>o*isx>wmztitz*; -tfz\iit-mm&7v->v7$ stivx 
-;k 

• • j\ajfy^ 

■ ■ • C, ~C 3 7/Mf;k 

■ ■ ■ ysoyy-fbC, — C 3 TVl^/k 

■ ■ ^f-ns/? 

■ • C, ~C 3 7/^^T®a$ftfc^TUx:?y/k 
[0098] 

• c 2 ~c 3 r/t^-zk 

■ M*^7i>->kefij&$;h.Jtc 2 ~c 3 r/i^-;k 

■ ■ ty-a/tttv-c, -Co T/k^i/rsA 

• ■ jK*a«7!;-7k 

■ ■ ■ \fny? >j;k 
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• • • J\u*fy^ 

■ • • • C! ~-C 3 7;M^k 

■ ■ ■ ■ jwyyitc , ~c 3 7;Mr/K 

■ c 2 ~c 3 7^-;M-*v s 

• C, ~C 3 7)V*)Vi})VX-)V**is . 
•K»£7y-/M-* A 

• -ho, 

• • C, ~C 4 7ll*)V^ 

• ■ >wy>\tc , ~c 4 7>v*tv^ 

■ ■ c, ~c 3 r;P3df>- % 

• A.rn^^y/^dfv- s 

• ■ c i ~c 3 7;i"*/K 

• ■ Aoyyftc , ~c 3 7/i^/K 

[0099] 

• j^SGffry-yp-cKJiSfifcs (o) 2 o, 

• C, ~C 3 7;W33fv#;P;tf-/K 

• ty-t^ti^-c, ~c 3 7/1^^7 $y#;M^K 

■ mm&Tv-)u?s®ziitts-&tdZi;-c l ~c 3 ta^^ts 

• *y - *fctts?-uasiKT y -;pt 5 y #/i-*^/k 

• c, ~c 3 T;^;PT^$<x^y-*fcJi^'-^*i§5S:Ty-^T5/*;^-^ 

• 75/. 

• ^/-ifctty-C! ~c 4 7;^/i^7$ y„ 

■ ^y-cRftsnfcty-^fcjiy-c, ~c 4 7;M^7$ A 
; ey-i^(iv-M«^7y-;u7 5y. 

C, — C 3 7/^^;P^;l---K-;UTSy. 

^51^7 'J -/I'TiMft £ *t£ C t ~c 3 7^-;l/^;^^;W75y. 

mm&7 y -*xa*:£*7 s y . 

c, -c 3 7;^;ux-ajft$^7t^*^7y-;Px;i/*^7Sy. 

^*51^7y-^t'ffi^$il7tNHC (O) NH, 

c, 7>\,a*~>x^mtitz&tmm&7<j ->i>x'W®ztitzNHc <o) nh, 

) ) NH, 

ty-afctt^-c, ~c 3 r;^P75yc«isnfcK*8!W7y-/^7V, 

C, ~C 3 7As*)Vtt^ 
AnywtCi ~C 3 7;i^/H-3t\ 

Tieo4>^A^^tiMJK$ii/iai!»T'a^$^K«s^7y-;u^^. 

• x7y, 

• C , — C 3 7)V*)V. 

n^y/H-jj-, 

C , — C 3 7)V^)VX)Vi^~)V, 
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■S*8fctf7'J-/k 

• • Cj —c 7 7/i^;k 

• \f ny^ yyk 

[0100] 

( v i i i ) / vfn^y*y/k 

■ yry, 
■-ho. 

• c t -c 4 7/i^/k 

■ • t Fn^y, 

• -**y. 

• ■ C a — C 3 r/I/^r;^;^^-;u^^ N 

• • £*tB*7 U -;^^sK^T $ y > 

• • -C 3 7/U3*^#7k1f-/k 

• ■ C, -c 3 r;P*;H-*. 

• • mm&T y -frxwmztifzCi -c 3 7;^;^^. 

• ■^oyyftft^^7y-;PTB«SfLfcC l -C 3 7/l^;M^t\ 

■ ■K*^7U-;k 

• • -~hn. 

• ■ Tl^t^^^^afK$ii^MM«T^$^^TnS/^ y;k 

• • -Aof^ 

• ■ • C t —C 3 7;Mf;k 

• • -Aoyyftc, -c 3 7/Mf;k 
[0101] 

■ c i ^C 3 7;Ur?^i/ N 

• mmRTv-frTwrnztitzc x -c 3 r/m*»\ 

•^*^7y-;k**>\ 

■ -ad^ 

• • C! — C 3 7/Mf/k 

C x -C 3 T)\s*)Vtt^ 
C, -C 3 7/I^-ykf:3\ 



(191) 



^2004-315511 (P2004-315511A) 



• Ct -C 3 T^frXW&Ztlfz^TVisfVfrtt^ 

■ C, -C 4 7}V*)VTW&%tltzmM£TV-)VA)V*-)V, 

• Ci ~c 3 r;U3*i'#;!/#-/k 

• Tieco t> t Sfct tSHR S *ifc{Bft3£Tl«S 1xtzmm&7 U ~/k 

• ;\o^>\ 

• ~hn. 

• • C j — c 3 7/k*/k 

■ • Any^tc 5 — c 3 7>Wr;k 

• • Cj —C 3 

• 'vfn^y/k 

• TIE^^*^^fcSI^ l>/k 
. • y\n^y % 

■ • c t — c 3 7/Mr/k 

• • )\uyy\tC ! — C 3 7/Mr7k 

• ' Cj — C 3 7/kJ*>\ 

• • Cj ~C 3 7)VU*i,jj)V#-)V*mL. 
[0102] 

R 2 il -NHNH 2 , -NHNHBoc, -N (R 2a ) ( R 2 b ) > A 
£<It\ R 2 a <4> HafcteCj -0 3 7^7*9, 

• Ci ^-c 3 7/1^*^ 
■75a 

• -NHBoc. 

• C 3 —c 6 y?um;k 

■aaaK7u-/k 

' • Ci — C 3 7;W?7k 

- • Cj —C 3 7/1/3^^ 

• • -S0 2 NH 2 % 

• \fay^ »J/k 

■CSBftStifcllSRiSSr u -;k 

• Cj — C 3 7/l^k 

- c, -c 3 t/i^k 
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urn) 




N-R 3 IV 



[0103] 

■ c, ~c 3 Tfraz-i/X'wmztitipimm&r')-/^ 
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.cr* jy* ^xr* 

R4 R4 R4 

V Va Vb 

"N^Y^I R 5 "N'V^I R 5 "N-V^l R 5 

R 4 ^^N x R 4 k/^-Nk R 4 k^-^N v 

VI Via Vlb 

v N"Y^i " N "Y~"l " N ^0 

R5 R5 R5 

VII Vila Vllb 

r^T^N" f"Y^ N ' i^V^n" 

R4 R4 R4 

VIII Villa Vlllb 

R5 R5 R5 

a N \ r ^^Y > N^ /-\aN^ 

R4 R4 R4 

IX IXa IXb 
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XIV XV XVI 



XVII XVIII XIX 



[0104] 

R 5 (i. h, Cj -c 3 T/k^k ttzimWimm^TV-)i>X:W&2iifzC l 

Ytt, -S (O) 2 -C (O) ifcli- (CH 2 ) m -C*9. 

KSS^TU-yHi. 7x-;k *7*/k 7>-h7-/k h'7x-;K £fc 
te7xtyhy/kC&9. 

tfjM^yyMi. 10, n-yhKn-5-^y-yXyy'[a, d]^^n^s 
r^k i-**y->f y^-;k 7, 7-s^*/p-2-*^/-ifi^o [2. 2. 
i]^7*f*;k 9H-7/M-U-— /k 9-:**y--7;M-W-;k 7-t-f7f-/k rvh 
?3v~;k c-7Wi/y-9->f!jf>'s -fyy^;k -fyf-;K 1, 2, 3, 4 
-rh7hKD-t7f;k 4fcl±t # y£n[2. 2. 1 ] ^7*r-/kT$) 0 . 

'vfov^y/Hi* 1,2,3, 4-rh7hHo->f y^yu;k 1,2, 3-f-r 
xT % /y/k 1, 2, 3-MJ7yyA\ l, 2-^tpQ-3-:**y-e5y'y/k 
1, 3, A-&TVTW)\>. 1, 3-5/:**y— fy4 VHU;K 1, 3-y«V7 
-;k 1H — fyKy;k lH-t°on[2, 3-cltfy^/k iH-tny;k 1- 

**V-3H->f V<y % /7 5—tU % 2, 2' , 5' , 2" -^-W7x^/k 2, 2 
' - W7x^;k 2, 3-ytKn-l-:**y->ry>fyHy;k 2, 3-yhF 
n-^yy*[i, 4] y^y-zk 2, 3-^'t Ko-^yy^ y/k 2> 4-yhF 

D-3-*apy-e5yy^ 2H-^yytT7-/k 2-^y-<yy't^-/k 2 

-5f*y-tTDy>?— ;k 3, 4-ytKn-2H-Ky/[l, 4]:*^MJ"y~/k 3 
, 4-ybHn-2H-\^/[b] [ 1 , 4 ] ^t3f*t?-/k 4 H-O-y* [ 1 , 3 
] >?;**v-;k 4H-^>y*t?7-/k 4-^y-l, 5, 6, 7-f b7t Hn- 
-fyF'JJk 4-^y-3, 4-S/t Fn-7^7y-;k 4 -:**y -'Oyirgr: 
/k 9, 10, 10-hy^y-f-*#1^yf^k 9H-#;kKyy7k 9H-^rt 

vf-/k r-tff-x-zk ^yyv s^/y;k <y*/ [1,3] S/tf^y y/k 

[2, i, 3] ^^TVy^k o-y [b] ^x-;k ^yy^y/k oy*ry 
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»J;k yy/'J/K 7'J;k ^srv*[2, 1-b] f-TVUTk 4 5*yj/k -fy* 
^t/0;K t/UtfUA ^i^y-zk t^t/'J/k ^V7-;k e 
^ys^k tr^v'o [5, i-b] ?-7Vy;k e^vy/k ey^'/k tys^'/k ;tr 
o'j^/k *yy/k ^y^-tf-y/k f^yy^'/k ?-7vy;k f-x^;p, ^-5-^ 

[0105] 

Q(i. sU 1 T'i) 0 s 

( i ) C 1 ~C , 0 7;l«*7k 

• Ci — C 3 7/P3dr>-„ 

•^^r'J-^T-SMSix^C! ~C 3 T^ndf^. 

• C 1 — C 3 T)\s*)ViH)l>#—)Vtt 1/ . 

• #/P#>-y y/M-=*>r. 

■issitg^y-^**^ 

• Anyy t 

• ■ ^ba. 

• • C, ~C 4 7;Mf/k 

■ ■ TE<Ot<0*»^a4fc:aiiR«5*i>l:Mja-CWl$nteC 1 ~C 4 7/^/k 

■ ■ • =t*v. 

• • • ^*^ry-;^;u-t^PTsy, 

• C, ~~C 3 T^^-dBftSftfc-Nf-n^^y^dfS/. 

• C, ~C 3 T^^S^l/*'-/!^ 

• 08H8fci£7 'J -)UX-m& $ *ut C , ~c 3 r^a^ajntf-Jk 

■ ty-SfcJiv-c, -c 3 7/1^^7$ y^*-;k 

• ty-t^i^-^s^T'j-^rsy. 

• c, ~c 3 7/w*/W;$;M<-/kr$y. 
$y, 

• • c, ~c 3 7/i^;M^#-/i'7$y, 

• • ^T-o^y y;k 

[0106] 

• C) ~C 4 7^3* vijyVK—lVT^J. 

■ \rQy^ y;p#>M*-^7$y. 

• M^ii^T y -)vx)v*--)vr 5 y . 

• -0,-0 3 7/Mf/k 
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• ■ ^y-itzlt : J-C r ~C 3 TA^/UTSA 

• C, ~C 3 7>V*)Vtt. 

• • • Cj ~c 3 r;U3dfi/, 

• -ho, 

• • C, ~C 3 7/Mr;k 
[0107] 

• C 3 -C 6 y?D7;WJk 

• c, ~c 3 7^*;PT-BiftS*utc 3 ~c 6 i^oTA-^k 

• C 3 — C 6 y?DW-/k 

• rt^tfv^k 

■ Tiicoh^hm±izm^titcmmmxw^^tit^^^^ y /k 

■ • c , ~c 3 r/Mf/k 

■ • c, ~c 3 r;i^3df^. 

• • c 2 ~c 3 r/i^— /k 

• • StmbtTV-frX-WMZirLfzC? ~C 3 T/Wy-^/k 

• • C , ~C 3 7)V*)VX)V7 < -)lX'W%Ztlt:mm#7V-/l>XW?iZtlfzC 2 - 
C 3 7/l-^-/k 

• Tiecot^)*^ii!iiitMW$^^ams-C'a^$n^R«s^T u -/k 

■ ■ t Kndf 

• '0,-04 7>U*)W 

■ ■Timh<7)frt>m.izmmtitzw.Wimx'wmtiKc l -c 4 r^^;k 

• • • 

■ ■ -mm^7u-)u, 

■ ■ • \fDy^ U/k 

■ • C, ~C 4 T/PrJ^rA 

■ ■Tiinhcofrhm.izmwztitMWimx'm.mztifcCi ~c 4 t^3*a 

• • • AD^-'y, 

• • ■m®X7>j-)u, 

[0108} 

■ -0,-03 T/l^l^tf-Zl^A 

■ ■ *;-$tz\ti;-mm&7v-)V7$; . 
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■ • • i\afv^ 

■ ■ • -hn, 

■ • • Cj ~C 3 T)\s*)V, 

• • • c i ~ c 3 T)V?* : s^ 

■ ■ -J\u*f>-\tC x ~~C 3 T/L-n*^ 

■ ■ C : ~C 3 7/Mf7H-;i\ 

■ • Auyy-fLCj ~C 3 TA&fWt. 

• • Ci ~c 3 7^=*/i^t<"*-/k 

• • c 3 —c 6 i^or/i^k 

■ • t Ka* K 

• • C , ~C 3 T/Mr^k 

■ • C, ~C 3 TlV^i/^ 

■ ■ptmm£7v-frTwmztifzc 1 ~c 3 7/1^*^ 

[0109] 

( i i ) C 2 ~~C 6 TlVr-lV. 

• •Anfy < 

• --ho, 

• -0,-03 7;Mf.>k 

■ ■ Anyy-ftc , — c 3 r^/u, 

• • C i — C 3 TlV^i/, 

■ ■ /wyyfcc j —c 3 r;wndf>-, 

■ ■ t Hoify. 

• • C , ~C 3 7/l^/k 

■ • C, — C 3 T)^^i/. 
(Hi) C 3 — C 6 y^DTW. 

TiE<Ot><?33&>^>a4t:aRSnJtBft3|-CS»§<l3tC 3 ~~C 6 y?o7;W. 

• c, ~c 3 7/u*/k 

•TE^fco^^aitifflRS^JBfts-eiBastifcC! ~c 3 7/i^k 

■ **v. 
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( i v ) #;Mfv?'J/k 
[0110] 

• t Ka*v\ 

• i/TS, 

■ ~Yu^ 

■ C, ~C 9 7i\s*)V, 

• • c, ~c 3 r^n^^T-a^^n/L^y-^^ti^-^^T'j-^rsy*;^ 

■ -BSHPfeD-U-zk 

• • ■ noyy, 

■ • • Ci — c 3 r;^K 

■ ■ ■ >\n?v\iQ. x ~~c 3 r;M>f/k 

■ • \fo^iJ;k 

■ • C, -C 3 TlV^llX-mm^tltz^u^^^lV, 
[0111] 

■ C, ~C 7 7)Va*i/^ 

■ C 1 ~C 3 7)V*)Vi))V-$-)ltti/^ 

■0,-03 7)va*=sxw&i$htzmm£7v-)VJt*is. 

• Cj ~C 3 T^H^-j^l/tf^/K 

•^R^ru-^-csm^^^y-^^ti^-c, ~c 3 7>\s*)U7$;t>i-X-/i> 

■ *j-ttz\±i;-mm.7v-)V7$jt})\/X-)v, 

• C, ~C 3 7)V*)lXW&Zixtz*J-&tz\ii;-mM£7V-)V7i;t])lX-)l 

■ rs a 

■ ^y-ifJiv-Cj -~C 3 7>V*)V7iJ. 

• C, ~C 3 7)V*-)Vti)l-T$-)l>7$.; . 

•^Ifctr'J-^T'g^ixfcC! ~c 3 r/i^-zi^tf^TiA 

• ^s&r 'j -)Vxivit--)\>7 s y . 

■ c, ~c 3 r;^;K-aj^§n^S^ru-;^;P*-^TSy, 

■ ^^T'J-^T-S^^n^NHC (O) NH, 

• Cj ~C 3 T/l-n^vT-am^it^^S^r'J-^T-I^^^NHC (O) NH, 
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O) NH N 

' C, -C 3 T!V*)Vtt^ 

■ Jfc?!t^7y-;k^ 

• Cj —C 3 7/l^l/X;l^;-;k 

• ty-ifcttiz-C! — c 3 7;Wf^7Sy^;w*^, 
■«*aK7U-;w, 

■ TIBO^A^Mitgl^ y;k 

• • C, —C 3 7/Wf7k 

• -lH9K7y-;K 

■ -AnyyflJts|9iK7y-;K 
[0112] 

( v i ) ^Oy^ y;k 

■ Aoyy, 

• -ho. 

• Cj —c 4 7;l^/k 

■ :**y, 

• ■ Cj -C 3 T)V*)Vtt. 

• •DSSS6«7y-;l/TBi$nfcC 1 -c 3 7;l^r/kM\ 

• • Any>flais^«7y-;w-c^i§fLfcc 1 -c 3 7>Mr/kM\ 

• -K3RaK7y-;k 

• -AnyyflU«l9K7y^k 

■ • ^Dy;y;k 

■ c i ^-c 3 7;U3*>\ 

• ' C i -C 3 7/Mr/k 

• c, -c 3 7/l^r/kM\ 

■ C, -C 3 T)V*T-)Wt. 

• mm&T y -;k*^*^;k 

• Any>'fb^^7y-^x/u*^ N 

■K*aw7y-;k 

• TH*> t <0£> Shi t jfflW $ ft£Hft£?HJt3 <ifcK«ia*7 »J -/k 

■ ■ Anyy, 

■ ■ — No. 

■ * c i ^ c 3 7/l^;k 

• • C, — C 3 7/k?*>/\ 

• ^rn^x 7 y/k 
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• ■ C , ~C 3 7)1* 7k 

■ ■ Anyyftc , ~C 3 TtUWZ&L. 
[0113] 

R 2 -NHNH 2 . -NHNHBoc, — N (R 2 a ) (R 2 b ) . J % 

^■rx\ r 2 . Hifcjic, ~c 3 r/Wfrt'T*'), 

R 2 b tt. C, ~C 4 7JMWk TEOt^4>*ttfc^$it/SjWa6TiWIS*ifc 
C, ~C 4 77i/*7k 

• c, ~c 3 771^*^ 

• 7$ a 

• -NHBoc, 

• C 3 ~C 6 y?D7^K 

■naa^cru-/k 

• Tieo hm^m.izmm £ n^jsai* twas nfeDanssr y -;k 

• • Cj — c 3 r;^;k 

• ■ c, ~~c 3 7ivn*i/^ 

■ • -S0 2 NH 2 , 

• 'vf- vis? U/k 

c 3 -c 6 y?nw;k «safe*ry-/k Tie^) $> mnzm< % td-zmm 
x-mm^titzmw^.7 y -7k 

• c , ~c 3 77Mr7k 

• c i ~c 3 r;U3df>-. 

Z1X\ Bodi *;W<?ySte rt-7f;nxf;K'ftD, R 3 ii. C, ~c 
3 T^^ifciiTIBofc^^aifc^SiifcjBftaT^SiifcC! ~c 3 77Mr 
7k 

■**aW7y-7k 

• C, ~C 3 7^3^^-CjBftS*utlR3iaKry-;k 
Lii. sCV-x I XfrhMIRZti. 

ZZX\ R 4 fcL HifcJiCj ~C 3 7)\s*)VX"b*). 
[0114] 

R 5 {i, H» Cj ~C 3 77Mr7k ^^{iS^R^^y-^TBm^ix^C! ~c 
3 7;^;PT'$>0. 
Yli. -C (O) -T^y. 

ZZX\ fiZMmiiT'J-Mi. 7x^7k 77?\>k 7>h5-7k i!fcJit*7x— 7W 

x-h 1 ). 

*>/UXi/7VMZ. 10, 1 1 - i/'b K Q - 5 - ^ y - yXy / [ a , dido's 
rf-7k l -jfdfy--f yr-7k 9H-77M^-7k 9-**y-7;M-i^/k 7 
-fe77f-7k 7yh7^f7-;u, c-y/\,*i/>-9— f Df^. -fv^/k ^yf- 
/k 1, 2, 3, 4-rh7hHo-77f-;k ifcttt'i^a [2. 2. l]\rf- 

\f Dy? y/Ki» 1,2. 3-f-7i^7V'J^. 1.2. 3-hy7Vy;k 1. 2 
-S>tFo-3-:t*y-K?Vy/k 1. 3-iS**V-<tV4 >K'j7k 1H-4V 

Hy;k iH-toy;k l -**v-3H->f y^yy*75^k 2, 3-ytKn- 
Oytl, 4] S^S^k 2, 3-yhKD-^yy7U;k 2. 4-yhh'D- 
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3-^^y-t7VJ;k 2H-^yyf7-^, 2-**v-<yv'V7-/i. 2-jJ- 
Jfy-fo'jyn;K 3, 4-^*hh'D-2H-'<.yy [b] [1, 4] xtf^-fet-A' 
. 4-Tr^V-l, 5, 6, 7-rh7tKo— -fyK'J/k 4-^V-3. 4-^'h 
Ko-7^5^'-;K 4-^-dfV-'<.vy*f5^ s 9, 10. l 0-hy;^*y-^:* 
df^f:yT-/k 9H-4Mfyf-/k 7-fe*f-> ? -/k ^vyM STYU/k OV [ l , 
3] 5>**vy/k [2, 1 , 3 ] ttWTWfr. KVV [b] ^-x-;K i" 

yyy/k 7y;k -fsTVj/k -fvsreir/tf/k tJWfJA ^;p*u-;k 
^yy/k ^y^-yk tf<yi;;k e^yy/k trys^k eys^jk eoys^ 
. *yy;k *y*-9-y/k f-ryu^/k ^-7yy/k ^-x^k iM-7x/k f-h? 

[0115] 

R, ti, 

( i ) C t ~C , o 7/Mf/k 

• x-7°Dtr^rsy^-Kx/i-, 

• te r t-7>drv-^-t>x;WTSy» 

• C, ~C 2 7/1- ^1-^, 

•Tieoi^^JfottSiR^it^S^St-am^nfcCj ~c 2 r/i*/kM\ 
•^3tg?:£7'j-/kM\ 

• c 5 ~c 6 -/^DTyW. 

• C 5 ~C 6 x^D7;Wyx;K 

• TKcot^*^3fci:tcSlRSix^Sm*T'S^§^^^^^ y;k 
[0116] 

•^ii^7U-;k 

• Tiw^frMbiLizmmtiKwmm'tmz titzimmxr y -/k 

• • C, ~C 4 7/1^/k 

■ ■TM^hnfrbm.izmtRztitimwi&X'mPiztitcCi ~c 4 r>v*iv. 
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• • • 

• • • mm&Tv-iv. 

■ ■ ■ \fDj/^ >J;k 

• • Cj — c 4 Tiva^z/^ 

• ■ mm&rv-jvx'W&ztitzCi ~c 4 7/1-33-1'. 

• • Wfyftx J -mm&T y -)VT 5 y^/P^k 

■ • ^Vfoi^y/k 

• Vrov^y/k 

• " c i ~ c 2 7/Mf 7k 

■ ■ $mm;Tv ->\s?w&wzc , -c 2 7/1^/k 

■ ■ * h*>\ 

• •#8^7y-/i'TH&$ixfc*h*>', 

• ■^*Sfct;7y-/k 

[0117] 

( i i ) TE^t^A^^t^$n^ffig*T'KIS$ti^C 2 ~C 3 T)V>r-)V, 

■ - h ot-S^S ^^«^t y -;k 

( i i i ) C 3 ~C 6 y?om/W 

■naaiwry-jk 

( i v ) jjr/l^v? y/k 
[0118] 

(v) smm.Tv-)v. 

■ yry, 

• -ho, 

■ C! -c 9 7/w*/k 

• • **y, 

• c, ~c 7 7;U34f>-, 

■ ^si^r y -ivx-wsk £ it*: c , ~~c 7 7>va*>, 

• 7$y. 
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■ smm£T y -)vzwmztitzrajvv*?-)vi) ivk-ivt s y . 

■ ^n?>it* h* : sxw&wz%mm£7 , )-)\sX'wmztitzKHc <o> nh. 

■ ^7yT«asft£^«5S7y-/H-*. 

•08ftS?5S7y-/k 

• fhiUXWi&ZtiK.^TVi'? U/k 

[0119] 

( v i ) \fny? »J;K 

• ;\ny>\ ' 

■ Cj — C 4 7;Mf;k 

■ TIEOt^^SliiJcaHRSftfcBSISTiESlStifcC, ~C 4 7/Mr;k 

■ •Anyy > 

■ • ^uyyimim&rv-ivx'B&iiixizx+ivi-*. 

■ y 

■ft*SK7y-/M-*i'. 

• C, ~C 3 TH&M-it* 

• iJ88S5S7y-/H-* s 

■ C, ~c 4 7;^;UTB^$fL^«i^7y-;i'X;u*-;i'. 

■ K*aK7y-/K 

• x+jvx^iiixizmm£7v-)v. 

■ -huX-W&Ztit:%mma.TO-tK 

R 2 t±. ^ W75/^^«i^^75yC-J>y. 

Hi. SCVa. VI I la. I X a.frt>M1RZtl. 

ZZX\ R 4 fcJ:t>'R5 tis H^fcliCi ~C 3 7;u*^^Sh4{caS?$ii, 

YJi. -C (O) -TJb 1 ). 

ddr, naMIK7y-;Hi. 7x-;K 77*-;k 7Vb7-;k ifzii^y 
x-h*). 

, 7Vhy*S-)V. C-7^1/V-9-^Jf>', 1. 2, 3, 4-fh7tHn- 
t7f-;k *fclit*S^o [2. 2. 1 ] ^7 -r-lUX-h 9 , 

^ny?'J;Hi 1,2, 3 -*f-7i?7VV)V. 1.2, 3-MJ7Vy/k 1, 2 
-i/'t HD-3-^Jfy-h-7 x /y;P, 1, 3-i^3|-*y— f V'fyFUA'. lH--fy 
Fy;k lH-t'nyyk 1 -5NfV-3H-> f V<.yV77-;K 2, 3-y'hh'n- 

^yy*[i, 4 ] Vis* 2, 4-v f tHD-3-Ji-#y-t5y*y;k 2H-< 

yytT5-/k 2-^y-<yy't'5-;k 3, 4-> f tKn-2H-0'V [b] [ 
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1, 4 ] ^jMf-fct'^k 4-**y-3. 4-y'hKn-7^7y-/k 4-^V- 

^yyt*7-;u. 9. 10. 1 o-MJ**y-f-:**^:xf--;k 9\i-*+rvT-)i> 
. 7-fe>i^k <yy>f syyy/k ^yy [i,3] mvy*, ^yy [2, 1 

, 3] :WvTyj/k [b] ^-x-/k 7'J;k 4 5*yyjk -fy**^*/ 

y;k t/irMJA trt^y^/k tf^y^k e^y^;k tr^yy^k 
*yy/k *y*-?y/k ^-ryy^k f-rvyyk -fx-yk f^7-;k 2, 3- 

xtKo-i-;fr=*y->ry>f vK'J;k 2, 3-ytKo-W/7'Jik 
-troy^/K 4-^y-i. 5, 6, 7— rh^t Ko— -fynyjk isysvtu 

. ty$y;k foyvVk f h5h KD-fx-;k 0^/7 9^;k ££fi<yy> 

ryy^t'^o. 

[0120] 

WM«J: Off* UMfc**tt, 
QttxC I I T£> "9 , 
R, tt. 

•**y, 

• -hD-cs^§^^#iS^ry-;p^A 

• t e r t-7>dfi/^;^x^r5y. 

• stmm&r y -jvxjvx-ivt s y . 

• C, ~C 2 7/Mr/k**, 

•TE<^t^^a^taKSixfcl8aTIK)lSfifcC, ~C 2 7/l^l"M\ 

• -AnyyftiWlsiKTy-yk 

• C 5 ~C 6 y;n7l^^;K 

■ • y\nyy. 

• *f-/k 

[0121] 

■TIE^tO*^^tStl?$ii^ffia*T«<l§tL^^ig^ry-yk 

• • ADt'y, 

■ • hh'ndfx. 

• --ho, 

• • ■ **y. 

■ ■ ■ mm^T'j -;k 

• ■ \fDy? y;k 
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• ■ C t — C 4 T)V3*i/. 

• ■ !\n*fv\tC , ~C 4 7Ac?=*>\ 

■ ■ mm&Tv-frxswiZixtzCi ~c 4 7/1^*1/. 

■ ■ mm&rv-ji. 

• ■ C i ~C 2 TA^k 

• •^*iMr'j-^t'a^$^c 1 ~c 2 7/^;k 

[0122] • 

( i i ) Ti£coi>nfrWj&imtRztitzwm-z'mwiztitzc 2 ~c 3 7;k^-/k 

•«g5t7y-;k 

( i i i ) Tie^t^^i^cS^S^a^ST-ffl^^ix^Cg ~C 6 v?o7;Mr 
/k 

( i v) ^kiU^Uyk 

- At?y>\ 

• t Kndfi^ 

• yry> 

•-ho, 

• C, — C 9 7/Mr/k 

• -:t*y. 

•^Sif5S7iJ-/M-*K 

• rsy, 

• mm$7 v->uxm&zntzTv;vi>¥-)\sti)i>x->v7z y . 

• y^t'B^$ix^MSii^Ty-;i'X;k*-;kr = y, 

• AayWM b d r^T-»@$^^»^7U-^T'a^$fL^NHC (O) NH, 

• An^>-ftyf-/k*jj-, 

• v7yT«$Sft££S^7y-;kM\ 
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■ xm-X-W&Ztitz^ai/? U/k 
[0123] 

(vi > t^ttTm^^^^zmm^titzmmmx^m^tirz^To^^oji. 

-ho, 

• C, ~C 4 7)\s*)V, 

■ Tticr>i>nfrt,m.izmiRztitzw.®mT'm.®ztitic 1 ~c 4 r/Mf/k 

■ ■ ^ny>mmm$r i;-/k 

■ Cj ~C 3 7)l*)V1~jt. 

• C , ~C 3 7lV*>VX)l*-)V. 

■ * i-frx-m.® $ titzmmaiT v -)v . 

• -NnT^$ft£^^T'J-vk 
[0124] 

Hte4] 



H 



H 



XX 



H 



XXI 



H 



H 



XXII 



Yii, -C (0) 

ZZX\ mm%70-Mt, 7i~;K ^7fVk *fclit*7 ±-)VX>h 9 . 

. TVh^/^/k C-7;^W-y-9->( Ur>, 1, 2, 3. 4— fb^tHo- 
^7f7k £fztet'is7vi [2. 2. 1 ] -vrr-ZPT'* 1 ?. 

^fo^^y;Mi. 1, 2, 3-f-r^Ty'U^, l, 2, 3-MI7V'J;k 1, 2 
-yt Fa^-^y-t^/'J/k lH-fyny/K iH-fo'j;k 2, 
t Fo-s-^V-tr^V'J/k 2H-^yyf5-;k 4 -^y-'O-ytr^/u 
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'iv'sfr. e?yy;k tryv/k *yy;k f-ryy^/k ^ryy;k f-x-;w, f- 
*5-/k 2. f y-fynu/k 2, kd-^v 

2-^y-<yyt'7-/K 2-:t*v-ttays>-A\ 4-**y-i, 5 

■ 6, 7-fh7tKa- -fyKU;k 9H-^>t-^. ^>yy;k ^S^Vli^ 
. t/l^yy tfySS^k t'oiJy/K -fb^t Ko-f-xx;K <yy'77-^, * 

[0125] 

Ri tt, 

( i ) TB^h^^mL^MiR^titzmmx-mmtifzc^ ~c 5 r/i^k 
•**y. 

■a^oy? y^-xf-urvTsy*^^ 

• te r t-yhdrS^/Wtf-^TS A 

• ft«iSKr 'J -;i^*-^7 s y . 

• Cj ~c 2 T/i^/H-*. 

• ■ Aoywt^*^ry-/K 

• •*h*vT«$$ft^fgstsry-;k 

• narawry-;^*. 

• -bnt^Sftfc^f-oj^y/l-M-, 

■ is? oA.df -fex/K 

• TlB«fc0^^t^$^B«*-C!ffl«S<iyi*^-Ky^ y/k 

■ -Anyy. 

[0126] 

• Ti2^to^^siAtc^*ix>t«aTM«snfcijaBfc«r y ->k 

• • t Kndfv. 

• • -ho, 

• • c, ~c 4 r/Mr;k 

• ■Tiicotcofrhm.izmiRZixKwmmxm&ztiKc, ~c 4 r;i^;k 

• • • **y, 

■ ■ ■ K3BS«ry-;k 

• • • /vfnv? y;|^ 

■ Aoyy-ftc, ~c 2 7/icj*>\ 

• ^ssscry-^-esft^ii^c, ~c 2 T/un^v. 



(208) 



^2004-315511 (P2004-315511A) 



■ ■mm7»->i>, 

■ • C, ~C 2 7l\s*JK 
[0127] 

( i i ) Tmnhm*w<kiLizmRztifzm&mx'WMZiitic 2 ~c 3 r;k>--^ 

■ - h ox-m^iirz^mm^T v -;k 

( i i i ) TIB^t^^Mi^iM^^ixfcBmST'Bm^^Cg ~C 6 i/?D7;K 

( i v ) ^;^Cv-^ 'J;K 

• t Kodf>-. 

■ yry, 

• Cj ~C 4 7>V*)V, 

■ Tiznh<7)fr^m.izmmztitcw®£X'W®ztitzc l ~c 2 r>wr>k 
• 

■ ■ %tmm$7>j-/\s. 

■ ■ x ^-ivx-mm. £ ft.tzmm£T o 

■ twtyyitC , -C 2 T)Vn* 

• ^S^TU-^T-^^tDtC! ~C 2 T^a^fv-. 

• x v*isxw&ztitz!mm$,7v-)VJt*i/. 

■ 7$ A 

■ mmii7V-/lxmMZtLfz7'n^!U¥~>\s*;l>X-)\ / T $ S . 

■ * ^x-wm^titzmm^r v ->\>x)\,*-)V7 $ y . 

• ^ay>it*h*i/xw&zixtzmm&7v-)\sx-ffl&ztitzHHc (o) nh. 

•*«8K7y-/k 
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• ;\a7>immmi&T v-tux-mmztifz^Ttn/? y;k 

[0128] 

(v i ) tfzteTiMnfr^m.izmmtifzmm&zwPiZhtz^Tai'? y ;k 

•-No, 

• C, ~C 4 T/U^/k 

■Tiic?>hm^i<kiLizmiR2tLfzSWimTW.mtitzc l ~c 4 r^k 

• • ^z>y>itifcmm&7v-frx<wmtitz*j-)^*. 

■ *i->i>x'wmtitzmm&Tij-fr**i/. 

• C, ~C 3 7)V^)V^it. 

• C j ~C 3 7lV*)V?.)V-fc— /k 

• ^sgs&ry-^A^-^k 

• ^ i-)vx-m.m titzmmxT y ->vxiv*-)v , 

■*a«l«7y-/k 

• -hux-m.®$titz&mmx7v-)u, 

"vrOv^y^^iU 
[0129] 

R 2 «±, X<f~)V75.;&iz\&i?X1->V7$.;X°fo*) . 
Y«i. -C (O) -X'M. 

ZZX\ Bmm&TV-Mi. 7i-;k 77^-/k tfzlit'7 jL-ii-X'h*) , 

. 1, 2, 3, 4-fh7tHD-t7f;k ££tit'^?D [2. 2. 1 ] Vf-^ 
Tib 1 ). 

^Oy^^Hl lH-^f>-K'J;P. 2, Ho- 3 -^*y- t^y'y/k 

7>J;k bf7VU;k e>Jy;k f-x^k 1, 2, 3-hy7V*>J;k lH-fo»J;W 
, 2, 3-i/hHo-l-^-dfy-^V-f >HU;l^ s 2, 3 - i^'h F 'J/k 

2H-^>-Vf 7-;k 2-^y-^yye7-;K 4-^y-i, 5, 6, 7— f 
H5t Fn-4 yF'J;k 4$*V*y>k 47**-ty*y;k ^n^'JA ^;i/*y^A- 
, e5Vy;k trys^k *yy/k f-7VU;k th7tKu-fx-^ ^yy"7 
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Mfc66j 
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C-fb67] 



CI 




CI 
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HL72] 
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H « h 

H 

H 
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[fl:74] 
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Ht77] 



F 
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HL79] 



n o ry ^ „ 

H H 

H 

CI H 
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[£80] 

? 

H 

o* N -o- N 

H 
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HL82] 

F 




N 
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Ufc85) 
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[£90] 
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HL91] 
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[0130] 

QJ4. iU IX'M. 
Ri {±. 

( i ) C t -C, o TVWfJk 

• C 5 — C 6 i/i'oTW, 

•aaflft*7y-/k 

• a,^q>-^ U/k 

( i i ) c 3 -c 6 ^Drwik 
( i i i ) #ggfS5$ry-;K 

( i v) ifcU/vfoi^y^&SU 

YfcL -C (O) -x-h"). 
x-h*). 

A.rni/^U;Mi. 1. 3-i?ttV-4 V-f VH'Jyk 1H— <rvKy;k 1 -;t* 
y-3H-> f y<yV77-;k 2, 3-^'t Ku— <yy* [ l , 4] ^^-/k 3 

, 4-ytKD-2H-^y/[b] [1, 4 ] v^-tetT^/k 4-:**y-3, 4- 
ytK0-7?5y-;W 9, 10, 1 0 - h V**V-tt*y->T-)V, 9H-^ 
yr-/k W 5^VU;k W 1 1 , 3 ] y 'J/k *yV [ 2 , 1 , 3 ] 
tf*U-^7Vy/k W[b] fx_;K 7'J/k -fS^/'JJk -fysTW/'Jik 
*;u*yy\ tf^y^-Jk t-^y^k ey^/k f-x^/k *;v>v 

C0131] 

R, (4, 
( i ) C, ~C 4 7/l^k 

Tmni><vfr^®±izMmtit:W.Wimx'W8iZtLfzC 1 ~c 4 7/i^;k 

• i/^n^y^-zk 

•jHSHWry-Jk 
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( i i ) %mm&7V-)U. 

(Hi) ttzlt^fai/? »J^£flU 

r 2 a. *+)vr$j±tz\±i?*^)V7$.;x°h*). 

Ut. 3DCX~XXI IfrbWRZil* 
Ytt, -C (O) 

'vf-nv'7 U/HJ. 9H-df-^y-r-;U, ^yy [1,3] ^yij;| /i [ 2 

. 1. 33 :wswjjk tb] fru,, ^x^/k ih-^k^k * 

[0132] 
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Hfc97l 
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Ut9&] 




[01333 

Ri (i. 

( i ) Cj ~C, o TH*)V. 
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• C, ~C 3 7rt-3*>\ 
- • \fny;y;K 

• • C, ~C 3 T/l^l/TiraSftfc^Tnj^'JJK 

• • -ha. 

• • Cj ~C 3 T^3*^T«(IS*i*lHHKTU-;P. 

• • C, ~C 4 7)l*)V, 

■ ■Tiicr>i>(Dfrt>m.izmiRztitzm®m?w.®ztitzc 1 ~c 4 

• • ■ ^y-i^i^'-Cj ~c 3 r^TPrsy, 

• • •^^7y-/PT«$Sft£*y-4£lii;-c 1 ~c 3 T)V*)VT$.J, 

• • ■ wyyiumm£TV-)vTwmztiK*s-£ttti''-c i ~c 3 t>v*)it 

• ts-twtif-Ci ~c 3 7/^1-7$ a 

• TEot^^^c^^nfcaaatiBftsnfc^y-ifciiy-c, ~c 3 r>v 

=W$y . 

• ■ y7/. 

• • ^Oy^'J/K 
[0134] 

-*y-*fc«y-**^ry-/i/7$y. 

• c , -c 3 r^/p-cBftsnfc* j -ttzitis-mm&T y -;kr 5 y . 

• c, ~c 3 T^/i^Mf-^rs A 

• c, ~c 4 

• nasawr y -)vx)v*-)V7 s y . 
y. 

•'■ -ho. 

• • C J ~C 3 7/1^/K 

• -ty-ifctt^-c,— c 3 rrt^f*rsy. 

• Ci ~C 3 7fr*M~*. 

■ T^ico^m*t>m&izMtRztit:mwimx'm2tit:c i ~c 3 t&**+** 

■ • t y - 4 fctt naa«7 y -;t-7 5 y , 

• • > \ uwqct s-ttzi± : J- mm&7 y -/U7 s y . 

• -iiass6*7y->K 

• • • j\w?y^ 

■ ■ • c, ~c 3 7/1-3^ A 

• • c, ~c 3 7/Mf;k 

• $#^7 'J 
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• C 3 ~C 6 y?D7W;k 

• c, ~c 3 7)V*)VFS&Zixizc 3 ~c 5 y?om;K 

• #;M^?'j;k 

• TMnhvfr^m.lzmiRZhtcWM&XW&Znttfrtfi'? U/k 

• • C) — C 3 7/P^/k 

• • c 2 ~c 3 r;i^-;k 

• •«3R8KTU-^'CIB»$<X3tC2--C3 7^^/K 

• • C, ~C 3 7iV*)VXI\,7 < -)VX^Ztoimm&7V->VXWk%tltzCz ~ 

c 3 7/k^-;k 

[0135] 

■ Ti&hm^m:tzmiRzixtzmm&xw&ztitzmm7 v -;k 

■ ■ 

■ ■ t Fo*K 

• • C, ~C 4 7/Mr/k 

• -TiB<ot^fesii4{cais?snfciisat-ci«s*ifcCi -c 4 t^k 

• • • t h'ndf-v-, 

• • • ■AOT , y > 

■ • • ihD, 

• ■ • • C, ~C 3 7)l*)V, 

■ ■ ■ ■ Cj ~C 3 TlVzx^i^, 

• ■ • • Aoy^-ftCj ~C 3 7/P:34f>\ 

• • c, ~c 3 tao^v. 

• • • /xa¥>^ 

■ • C, ~C 3 77l'3*S'J&A'#-;k 

• • *.s-tiz\i. s J-c x ~c 3 r;k*/kr$A 

• • c, ~c 3 

• ■ AnyyftCj ~c 3 7/Mf/i^M\ 

• • C , — C 3 T)\>*)VXlVit-— /k 

• • C 3 ~C 6 y?n7W;k 

• -jia»K7y-Jk 

• • \fny^ >J/k 

• ^ny; U/k 

• -0,-03 7/Mr;k 

• • C, — C 3 T^rUfv", 

• AnywfcK*s^ru-;k 
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[0136] 

( i i ) C 2 ~C 8 7;l^-;k 

• c, ~c 3 r;U3^>-, 

■ ;\uyy^ 

■ • t Fo*5/. 

■ • C, ~C 3 7;P3*v\ 

• • AoyWfcC ! ~C 3 7;P3*^, 

( i i i ) C 2 — C 4 7;Mf-;k 

^*s§^ru-;uT'fi^$^c 2 ~c 4 7;Mr-/k 

( i v ) C 3 ~C 6 •/?D7^;K 

• 

■ -^»t7'J-;K 

■ ty-atti^-c, ~c 3 7/1^75 A 

• ^S^7U-;i't'g^$ti^ ; Ey-^^<i> ; -c, ~c 3 7A"*A'7$ A 

[0137] 

(v) c 3 -c 6 y^nm-;k 

C, ~C 3 7/^;U-CfflftS*UtC 3 ~-C 6 y^DW^k 
( v i ) ^;h-Kx^'J;K 

•-ha, 

(vii) mumxTv-fr. 

■ J\nyy. 

• y77, 

• -ho. 

• C, ~~C 9 7/l^/k 

■ Tii<ohnfr^m.£Mftztitcm®mx'vmztitzc i ~c 9 ta**. 

• • t Ku*A 

■ • C, ~C 3 7^3 * A 

■ • ty-ifcttj/'-c, ~c 3 7;^;P75y-N-3f^^, 

• • ^/-ifcli^'-c, ~c 3 77I/3-/P7S A 

• •Ka^7U-;i/T»»$ixfc*,'-*fctts/-c, ~c 3 7***7 5a 

• • ty-ifctt^HHW^'J-^SA 
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• • c, ~c 3 T^^i/x-m&zhfz*; -ttzitis-mmxT >j -^r s y . 

• • C, ~C 3 7)V*)VX-m§kZtitz'\7~ni/? D/k 
[0138] 

■ c 2 — c 3 7iv*r~ /k 

■ Efcissry-ii'-cHasftfcCa ~c 3 r/k>--/k 

• c, ~c 9 7/W3*>\ 

• • t Fn*^. 

• • ^y-jJ^fiv-C, ~C 3 TVWM'TS A 

■ ■ \fOy^ »J;k 

■ ■ ■ >\u¥>, 

■ ■ ■ • C i — C 3 Tib* As. 

■ ■ ■ ■ twyyfaC i ~C 3 7/l^;k 

• c 2 ~c 3 7;W7-;M-*^. 

• C t ~C 3 7)V*)Vi))VX-)V**i/, 

■ mm&TV 

• ■ c i ~c 4 7/Mr;k 

• • Aoyyftc , ~c 4 7;Mrvk 

■ ■ C, ~C 3 T/Wn^x. 

■ • y\P7-X 

• -0,-03 7/l^k 

• ■ Anyy-fbC , ~C 3 7;Mr/k 
[0139] 

•IRSfflKry-^-CiHftSiifeS (0) 2 0, 

- tf/l'tf^K 

• Cj ~C 3 7)Vn*isJ))VX—}V^ 

■mmrr^-ivx-mm^titz^y-ttz^j-c, ~c 3 ta^ts ag/hk-* 

• 7sy. 

• ty-i^ti^'-C! ~c 4 7/w?*t$a 

• ! s7 sxw&Ztitts-ttdiis-c i ~c 4 r^uTsy. 

•0,-03 7A*A#A#-/kr$y, 

• 0»SEft7 «J -/kx^*-;ur s y . 

• C, ~C 3 7lV*)VXm&Ztltzmm&7V~)VZ)V*-)V7^J . 
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■ mm&TV->lX'E®Zh.tzNHC (O) NH, 

• C, ~C 3 7)lO*isX^®Wzifemmi&TV-)V>X'W.mtlt:NHC (O) NH. 
O) NH, 

• C, ~C 3 7/1"****, 

• Aoyxtc i ~c 3 r;^;Pf-jf. 

• ad y wt^afetr y 

• d ~c 3 r^yU"Cffift§<i>tif8Rab«ri;-;H-3r. 

■ ty-*Jt«v-c, ~-c 3 r/w^rsyx;^^. 

• • c, ~c 7 r;i/3-;k 

• ■ Aoyy-ftc j ~c 7 7;u*/k 

• Vr ox?y;k 

• Tte^t^*^ttitcM^$afca^a'c«}a$ti^xD^^ y;k 

• -0,-03 7/Wf/k 

■ -^*?tet7y-^. 

[0140] 

(v i i i ) +><fXiis9V)V* 

■ Anyv, 

•-ho. 

• c, ~c 4 7/i--*;k 

•T8EOt><0*>fe«i4taS!S*ifcl«l«'CWllS<xfcC 1 ~C 4 7>V*)V. 

■ 'Anyy, 

• • t KPdfK 

• • **Y. 

■ • C t ~C 3 7)\>*li<t})l>-tt-)Vjt*i'^ 

■ ■ C, ~C 3 7/U:i*v#;l'#-/k 

• • C t ~C 3 TtV*)Vtt. 

■ ■mm^rv-ji'vmm^titzc^ ~~c 3 r^^u^. 

• ■**afc*7 , J-/k 

• • • Aoj'y. 

• • • -hn. 

• ■ *\f- niy?y;k 
[0141] 

• C, ~C 3 T/Un^i'. 

• ifaf^ry-^-catjis^c! -c 3 7/i/n*i^ 

• C, ~C 3 7^^TBm$iX!t^«^7y-;^=Sf^, 

• ty-afciiv-c, ~c 3 7/WWP75 a 



(250) 



WH2004-315511 (P2004-315511A) 



• C, ~C 3 T)V*)V1-Jt. 

• C, ~C 3 TfV*)VX'WfoZ1xtz'^rruis9y>Vtt, 

■ C, ~ C 3 Tfr^frXtV-fc—fr* 

■ c, ~c 3 r/P3df^;u^-/u. 

■ ti bo t, o#> h stt ta»? § fi*:S8i« x-ssis *ifc**«S7 ->k 

• • Cj ~C 3 7/l^/k 

■ ■ Aoyyftc , ~c 3 7^*/k 

■ • C, ~c 3 7/l'3 ! ¥K 

• -Aoy^tCi ~C 3 7)\s3*i'. 

■ ^ny? 'J/k 

• TIEOi^^Skit»RS^ffl^TSBIS*ifc^-fn^^ U/k 

• C^Cg 7/Mr/k 

• • Aoyyftc i ~c 3 tjWwk 

■ ■ C, ~C 3 T/Uadfi^, 

• • C, ~C 3 T;U3dfv-*^^5r^L. 
[0142] 

R 2 ti. -NHNH 2 , — NHNHB o c , — N (R 2a > ( R 2 b k trt'tf'J A 
1ZX\ R 2 a H^fiC, ~C 3 7)V*)VX-h<). 

r 2 b «, c, ~c 4 r;Mf/k Tiewt^^aiK^s^irasKTam^^ 

C, ~C 4 7;l^/k 

■ t Fndfi/, 

■ c, ~c 3 7^3* A 

• 7$ a 

• -NHBoc, 

• C 3 ~C 6 i/^DT/Wk 
■**8K7'J-/k 

• i^vi><vfrb®£izMtt2titM®mxm&ztifcmm£7 y -/k 

• -0,-03 7/Mr;k 

• • C, — C 3 T/t-n^-v, 

• • -S0 2 NH 2 , 

• \fn^7 'J/k 

c 3 -c 6 y?DW;K ^*^TU-;k TIB^t^fc^fc»!R3*ufc»*aG 

• c, -~c 3 7/i^/k 

• c, ~c 3 7/W3=*A 

idT, Bocll *;w<syite r t-7f-;ux^f;PT*>0> R 3 ii, c, ~c 
3 7;w#;i/4fc«TiEofcw^feaiit^snfciBMfi'CWisnfec 1 ~c 3 rn,* 
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/k 

• C, ~C 3 Tfl-3*i'X'mMZixt:8tmm£T>J-)ls. 
L(i. ^V~X I x#>4>jIM$fu 

££T\ R 4 »is HifcttCj ~C 3 7)V*)VX°M. 
[0143] 

r 5 a. h. c, ~c 3 7)wv. &tzitmm&tmm&7v-)i<x-mMztit.zc 1 -c 
3 r^/Pt-fe'), 

Ytt- (CH 2 ) m X%' r ). m(iO^^{ilT?>0. 

lit. D8HK«T'J-;Hi. 7x-;K -*-7^;k 7 x-fyHJ;k *fcttt*7x:=. 
7yF?*/:i/k -fy^-Jk 4fctt-f y-f-/p-e$> 9 . 

^ny?'J;H±. 1. 2, 1, 2, 3-FU7y,l/k 1, 2 

-yhFu-S-^V-t^y'tl/k 1, 3, 1. 3-^dfy 

-^,Myh"'J;k 1, 3-y*:*^y?-;k 1H-' fyh''J;k lH-fnn[2, 3 
-c] Kijy/K lH-tTO>J;k 2, 2' , 5' . 2" -^-W7x^k 2. 2' 
-t>:t7x-;k 2, 3-y*t Fa- l-jj-^fV— -f V>f yK'J/K 2, 3-y'bFo 
-<yy*[l, 4 ] y'^-Jf y^/p, 2, 3->>tl<n-*<.yy7'J/k 2, 4-y'tKo 
-3-=t*y-e7Vy;k 2H-^yyf5-^, 2-:**y-Kny5/:yk 3, 4 

- y'tb'D- 2 H -<yy [ 1, 4 ] ^-^-/k 3, 4-y*hKn-2H-'<yy' [ 
b] [ 1 , 4] y'Tj-df-fet^k 4H-<yy [1,3] i^y-^k 4 H-'syyt 
4-^y-i, 5, 6, 7-rh5t Fo-4 yny/k 4-^y-<yy 
t?7-/k 9H-^;^yj;k 9H-^-HfyT-/i-, 7-fe*?-y'-;k ^yy-fsyyy 
/k *cyy [1,3] y'^yy/k <yy [b] fx^;k K>v'yj)i. kssV+t 
yy;k 7y;k -fsry[2, i-b ]f-ry»j;w. -fsryj/k ^y^-9-yy;u 
. *A-*yy N t/i^fry^k ^V7-;k e**5^k tr^yyvk t'?yn [5, 
i-b] fr/u/Ps tr^yy^k tryy'/k tfy$y;k troyy/k *yy/k ^y 
*-9-y/k f-ryj^k f-ryj/k f-x^k ^d±^5-/yc£>9. 

[0144] 

Q{±. sU IT* 9. 
R, II, 

( i ) TM<ni>m^m.lzmtRZtit:WimX'W®Zii.fcC 1 ~c, o riWf/k 
■*F*y. 

• ««aKry-^-ciisi$*ifc^ h*y. 

• yr/t-s^sn^y-Ci ~c 2 7^/1/7$ y» 
•^*«^r i ;-;i-T'am$ii3t^y-^/t{iy'-c 1 ~c 2 7;Mr/iyrs a 

• * y u -/i/T s y . 

• ^^-cs^^nTt^y-^^ru-^Tsy. 

• ^iixnzixtzmmiO'v-iixjvK-ivT^ ; . 

■ Tii<vhcofrh®&izmmzhtzm&mx^mixtzmm&7>j -;k 



(2 52) 



41132004-31551 1 (P2004-315511A) 



• ■ &tmm£T 'J -iUT-MMZtltz C , ~C 4 7/l*)l, 

■ ■ h HQjfvra^^C! ~c 4 7)i*)\>, 

■ ■ C, ~C 2 T/l-ri^ik 

• • Aoyy-ftCi ~c 2 7/1-33- k 

[0145] 

( i i ) Tie<7)t^*^?!tii{cStR$^am*t'ffli§^c 2 ~c 8 r/k^-/k 
•ist5!M7y-/k 

( i i i ) ^^TU-;UT-Sm$fL^C 2 ~C 4 7/t^/k 
( i v ) ^SiS5tr y-zM^T^Sftfti^o^-^k 
( v) ij)Vif^9 'J/k 
(v i ) MfRISjCT'J-^. 

TmhcofrhfaiLizmmz titzmmmx-mm^titzmmm^T y -;k 

• t Fodr>-. 

■ v77, 

■ 7* A 

■ -C 9 7/1-^/k 
■AO^ftC,-C 9 7;W. 

• c, — c 9 7/i'3 : *A 

■ Ttwi><?>frM$&izmmtitM®mx*WMZtitzCi ~c 9 7>i-:j*a 

■ 70^- /M"^ A 

• y-C t ~C 2 T^PTSy, 

■ s'7ACffift$:h.fci'*-C 1 ~C 2 T/M^-TS A 

• y^-/H-?k 

• An^'>(fcy?-/l^-;k 

( v i i ) \foy? 'J/k 

■ AD^-'y. 

• C, ~C 4 7/1-^/k 

• t HD=3f isX-mWiZtifzC i ~C 4 7/Mf7k 

• ^»^ry-^t«a?^c, ~~c 4 7/Mf/k 

• C, ~C 2 7/l-3: J fi/#>l<-*-/k 

• y h^^^^^-^t-am^nfc^s^ry-^^. 

• Tii(ohnfrkm.mtRWzmmx^mtitzmm&T y -/k 

• • AoyXfc/^k 
[01463 

R 2 ti, y^/i-7sy££teAx^/i-7$y-e&9, 

Ui^Va, Villa, £ fcfci I X a*>£>jlf*R$ft. 

,rc:T\ R 4 te±VR 5 tt. HifcHCj ~c 3 74^/i^&£fc:iMiR$ix, 

Yli- (CH 2 ) m X'$> y ). mteO£tzl,ZlX'$><0. 



(253) 



=1*1132004-31551 1 (P2004-31551 1A) 



^Mfs^'J/Hi, 9H-7/M"l'-/k 7-fc77?-;k itz\iTyYy^X-fVX'h 

'Vrui^y/Mi, 1,2, 3-^-7 S-^yy/k 1,2. 1. 2 

-y*hHD-3-3j-^V-t:5y'J;k 1, S-v^V^-Zk 1H-- fVHU/K 1 
H-t'o'J/k 2, 2' , 5' , 2" -?-W7i-iK 2,2' -tf*7x-/k, 
2, 3-y*tKn-\yy [1, 4]i/:**v-;k 3, 4 - yb Ko-2 H-OV [ 
1. 4]*'W ? -;k 4-*#V-^yyK9ryp. 9H-;?;t-A'yy;k 9H-drtf 
>-r-/k S^V'J/k <y/ [1.3] 5***V!JJk V [ b ] f-x- ;u 

. <yV7»j;k <yy^rvy;k 7U;k 4 5*Y!M\ ^vsreih/yjk 

5-;k t7Vn [5, 1-b] ^TV*t»;k t^VU/k tfUv/k b*U Sv/k *7 
'J;k ^y^U/k f-TVU^k f-TVU/k f-X-Zk 2 H-'Cyyt^-^. 4 

h-o-v [1,3] y-/k r-fc-f-^-zk s [ 2 , i - b ] f-ryy a- 

. W*!J-;K *fc{±2, 3-^*t h'o-^^y/l'T'&O, 
Anyyii, 7/M-a. 7on, 7ot, *fcli3-FT*S. sUofc^flrcas. 
[0147] 

Q«45S I I T'J> 0 , 
R, tt. 

( i ) TK^fc^fetticaHKSiitema-cBa^ftfcC! ~c v 7;w*;k 

• mm&r y -;kcaH»§ ^- y *)vr $ a 

• * f-zl/CUJIS / - KSRHKT 'J -zl^7 $ 7 . 
■l»asS*7'J-;k 

■ Tieot^*^ttAtcSJR$it^S8l«T'S8l§ix^^^7 D -;k 

• • -ho, 

■ • c i ~ c 4 7/Mf;k 

• •**^7y-A'T*»$ftfcc 1 ~c 4 7;w^;k 

■ • t Ho^y-CffiftSflfcC! -C 4 7/MrZk 

• -yh*A 

• ^*ifjtTy-;i/T'-aji$ti7t^7 : -o^^ y;k 

( i i ) TiE^t)0*>f>ttitcSS?$#L^M^af S^$ii7tC 2 ~c 7 7zl^-;k 

• ^*fs^7 | j-^T-mm$n/c^ h^-v. 

■Da5aW7'J-/k 

• y h^i/xm&Zixtzmm&Tv-iv. 

[0148] 

( i i i ) 1^*7 y-ZkCI»$ftfc7*f--/k 

( i v ) ^«^7'J-;M^-;ux*am§n^x^D^i/;k 
(v) *;^y^'J;k 
(v i ) 08IHB3K7 »J-zk 

Tmhcofr^Mzwmtitzw.m&x'W.mtitifcmmaT y -;k 
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■ t FDdfV. 

• 7$ a 

• C, ~C 2 7/Mr/k 

■ c, — c 3 T;P3^f^, 

•TE^to^fea4»caHRS<ifc««ai-r!ia$*i.fcc t ~c 3 7;^* a 

■ y-C, ~C 2 T/Mf/UTS A 

• s/7ACil«$ixfc$< f -c , ~c 2 7;mm/7$ a 

• A*/H-;J\ 

(v i i ) \foy?'J;k 

• c, — c 3 7/i^/k 

■ h Ho^xT-S^§#t^c , ~c 3 7;i^/k 

•*3HfKT'J-A'-Cl«SnfcC 1 ~C 3 7/Mr/k 

■ T&nh<7)i)^m.izmmtv£m&mwkztitimm$7 v -/k 

■ -Aoy'y, 
[0149] 

R 2 HL A^;P7S7^it{±> ; A^^75yC'J)0. 
Lli. 5txx-xxi I a>4>3SJR£*u 

Ytt, - (CH 2 ) m X'M. mli, 0*3tttlfS>0, 

\fny?l);HJ, 1 H-4 yh"'J/k lH-b-D'J;K 2, 3-y'hKD-^V[ 
1,4] ^'tfdfv^k 9H-*/W\Y'J;k 1 . 3] S^t^VJik 7'J/k 

-bjf-ryyrt', tri/s^k ^uyyj/k 2, Ko-^yy^'jyk tmt 
<yy [ b ] fi-Kt 0 . 

[0150] 
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[-fC99] 
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utm) 
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[<ffcl05] 
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Hfcl06] 
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HL107] 
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HL109] 




H 



(266) ^^2004-315511 (P2004-315511A) 

[ftllO] 
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HL112] 
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HL113J 
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Htm) 
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Hfcll5] 




[0151] 

R, it, 
( i ) C, ~Cj 6 

• • C, ~C 3 7)V*li>. 
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■ • ssuyyfcC ! -C 3 7;Mr/k 
( i i ) C 2 -C 3 7/l^-/k 

iBWwry--^-cmis<ifcC2 -c 3 rn^-'k 

[0152] 

( i i i ) mm&Tv~)v. 

• s/7A 

- -ho. 

■ C t — C 5 7/l^/k 

■ -**V. 

• C 2 ^C 3 7/Hr— Jk 

■ C 1 — C 4 TlV^is. 

• TIB^t^^^tStR^iXfcBmSt^^^C! -C 4 

• • 'vf-n^? y/k 

• ■ ;\uyWb^Tn$^y/k 

- Anyy. 

■ • -ho. 

• • Ci —C 3 7/WfJk 

• • Aoywtc t ~c 3 7;i^/k N 

• C t — C 3 7^3*^*^*-^. 

■ ty-tfctty-C! -c 4 7;i^k7$ A 

■ C ! — C 3 7)V*)V%)V#-)VT 5 y . 
■JW»7y-/1^7V\ 

• ty-ifcttsz-C! -c 3 r/Wf^rs ;vsmtifzmn^7V-)WJTV\ 

• c t — c 3 7/kaf/i^ki^k 

[0153] 

( i v ) \fPy^ 'J^k 

- C, — C 3 7)V*)V, 

■ TBcohm^^zmmztitzmmmz^mztitzCi -c 3 7;kt/k 
• 

. . \fny^ y/k 

- • Tii(ohm^m.^mmtitzmmmxw^wz^^^ y/k 

• • • Anyy, 

. • • c t -c 3 7;k*;k 
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■ C, ~C 3 7/U3*K 

• C, ~C 3 7>\/*)Vi}>V#-)V7$.; . 

■ C, ~C 3 7>V3*is1})VX-lV^ 

• Tiznhnfrw^zmmtitzmWimT'mPiZtitz^Ta^? y;k 

• • C, ~C 3 T/Mr/k 

• 'ADyvfC, ~C 3 7A"*A'*SU 

R 2 ti, — NHNH 2 . -NHNHBoc, -N (R 2 a ) ( R 2 b ) - tA^UA 

^df, R 2 a \t. HifziiCr ~C 3 7/l^/l/T'£>'K 
[0154] 

R 2 b ti N Cj ~c 4 7/Hf/k TifitfO t SkftcaifR $ iuta^st-a^ Ztiti 
c, ~c 4 7;i/*/k 

• C, ~C 3 T/l^Jfi^ 

• 7$ a 

• -NHBoc, 

■ C 3 ~C 6 y?nm/K 

• TIB^t^feSli4fc^SitfcmaT1»$fifei^K7 'J -/k 

• C, ~C 3 7/l'3=¥A 

• • -S0 2 NH 2 „ 

c 3 -c 6 y^DTM;k jaascry-^ Tie<ot>^*»^ttitSi»?stiJtam* 
-cks s^k«»*7 y -/k 

•Cj-CaT/W. 

• c t ~c 3 7/1-3*:^ 

ilt. Bocli $)W<$.>Mte r t-y'f-lVX.Xy-lVX'h'O . R 3 14. C, ~C 
3 T;^^*3tttT8BOfc^^i9»it^$<xfc«^-cmi$<tfcC, -C 3 7yMf 
>k 

•K**5*7'J-;k 

• y v-fb^^^r y -yk 

Hi. ^v-x i xfrfcWRSfu 

ZZX\ R 4 li. HifcttCj ~C 3 TA^^TftO. 
[0155] 

Y{±. -S (O) 2 -T* 1 ). 

Xfrtfi/fOMi. 7, 7-^^-2-^V-t'^^n [2. 2. 1 ] 'sT'f-^ 



(274) 



WfBB2004-315511 (P2004-315511A) 



'\7-u^7 , )/Ui. 1. 2, 3. 4— fb7t y^/y;k 1. 2, 3-f-T 

^TVU^k i H-troy;K [2, i . 3 ] tf^i/'rvy;!/. <yy [b] f- 

[0156] 

Hfcii6] 




H 



H F 

[0157] 

R, (2, H, -COj* Bu, ifctt-C0 2 Bn ( B ntt"C>'»'A<£-C&& ) *^jM 
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R 2 tt. X^HTS.JtttiitX^mJZ'fo'O. 
Ltt. ^XX-XXI ifrt>miRZti. 

[0158] 

iZfflthK HCJ: OIHflSii, ItKMCHg-gtt, SrtlXttMCHRiaWtSK i J: 
[0159] 

;k Xf-/k n-7'ot.Vk 77°ntVk n-7>/k s~7*f-;k t-7*?-;k n- 

[0160] 
[0161] 

ttixm. G?>WV#&£3t®# (GPCR) tt, «*fflg^f^±^^5Xf 

ft 1 ?, ^^t, £<o*«i6siiiMtfctfffiSfBBLT. zwvsskztwrti. gpcr(± 

-tftftti. 8fe^T?-KT*4.X5-v***A' : EV (mch) tt. ^rVG^ 

^^R4±f^S^*SLC-l£7)|*IttU^>Hfc|5lg^^T^|> 0 0U.tf» Shimomura 
etal., Biochem. Biophys. Res. Commun. 261^. 622-26H( 199930 #88. ffl9LlZ£r). 

b IX ftm-t & Zbifi^ilX^h. 
[0162] 

HWUWIlMCH (T$y»19ffl)«. 77h, ^*:feitfth<0lB?^D«#3 
ft. 1 0 0%OTS/S?fflPtt£^LTv^fr\ ^^aWftHHifciOIBetliir^. 
MCHtt, JS*, 7j<JRS. x*/Mf-ftUL «B/a»K!BL £tt&J:tflSttRfig&&tf 
t«m«.^lrtf«^ : 5rrn-bX{cM«-ri.tl8feS^TV^, WRKKLTtt, l. Bak 

er, Int. Rev. Cytol.l26^:l-47S(1991) ;2. Baker, TEM 5^: 120-126H(19943O ;3. Na 
hon, Critical Rev. in Neurobiol 221^:221-262i:(1994^) ;4. Kniggeetal., Peptid 
es 18(7)#:1095-1097H(1996#)#B3 o S**fc{i*aHarC^MC HO&fJtt, Qu et 
al., Nature, 380^:243-247^(19%^) t J: O^ftSftTWt s MCHil ob/+V) 

xizimix ob/ob^xww^^*x'm\izm%zix. «£tt$&fc« g&aia 

K. LtZV*7Xb iE%%WX<nmiiX'MC H m RN A .1 fc tflHHSil-C U 
6. Rossi et al., Endocrinology 13831: 351-355H (1997^) lz£->X Wt&Ztl 

X^&XolZ. MCHtt. iftfcflliiffifc&A-rSi:, IES&^yh^$A£»tl>. 

MCHtt, a-MSH^)1¥»CWSf^ffl(C«ffiWKiS8i>rSi:«ftS*tT^S 
:MiIler et al.. Peptides 14%:1-10H(1993#-); Gonzalez et al, Peptides 17^:171- 
1775(19%^) ifcJ^'Sanchez et al., Peptides 18g:3933-396K(1997£)#B3. jjalX 
. XYVXifi, POMCmRNAK;^Sftl>-K', MCHffggffc7*U7 , nMCH ( 
ppMCH) mRNAl/\;^IT?*SCiWIUl^; Presseetal., Endocri 
nology 131g:1241-1250K(1992£)„ LfctfoT, MCHtt. X hUXlZfft&RSi. £ 
fetSttfcilfttJaBlCa^fl*rt*g^rf-K4:l,T&4t>3 6; Baker. Int. Rev. Cytol 
. 126^:l-47i:(1991^); Knigge etal., Peptides 17^:1063-1073H(1996^). 
[0163] 

MCH^r^HO»StjJ:V*1WStttt, MCH£«KiStttf>lWBW^ ftL&KWUMm 
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Hfflj(CBMh-t4gMIWC3eR$ix6 rGrillon et al.. Neuropeptides 31^:131-1361(1 

wim-Mmzz-ox. mz&mmmxh&x^yyAtixvBii. ftmmrm 

<7)MCHt#nt,z£<Wzlm&&Z*tZktfW})LT^&; Sakurai etal.. Cell 92 
^: 573-5851 (1998). Z 0)Mffl$tC&)M C H m R N A V<J\A& . 5-yhT'fcL XHf<7)^ 
(r)2A^mk^th ;Herve and Fellmann. Neurpeptides 3m : 237-2421; ( 1997*) ; --f 

JD*\ MCH^mRNAW^KO^L^ttSPt^Cti^SiX^; ; Bahjaoui-Bouhaddi eta 
1., Neuropeptides 24^:251-2581(1994*). 5 -y bQfS&iMWCthMC (Ro 
ssi et al.. Endocrinology 138^:351-3551. (1.997*)) fc— SUtMCHmRN AU 
Oltf. mffiUzob/ob^VXC0mRCf : fflX'l±7-yy\/3r?.U-'>3>'Ztl (Qu et 
al., Nature 380^:243-2471(1996*) ) . S:felfeJ:tAlMt^fln^KT£^-f V7^->- 
Jt0iK7 y hcO^TSSTJiiRT-rS (Sahu, Endocrinology 139^:795-7981(1998*)) 
fcv>3«*i:U**L$rv\ MCHti jSMIfci^'HPA < SffH^Sft/IWiR 

Zht LXftftLX^ht&frtih; Ludwig etal.. Am. J. Physiol. Endocrinol. Met 
ab. 274#:E627-E6331, (1998*). RB*fc, iJlfctfJ^-^H* I^K-A^yxfc 

[0164] 

■W)fca6fcai* JBSiWStgS&li. I \ xfflges. MMRMF. UliillM 

OS) !&t*<Offi<7)0tf. J5E#itt&K. *8ttBfl2ffi. *7n-4S6^ SJfiLS 
[0165] 

striato-and pallidofugal ) ^SSSr-^tf. ;Bittencourt et al., J. Comp. Neurol. 319 

^:2i8-245K(i992*h zn^m^mmx. MCH«p(i, wfcrmm&ftQ&m® 

[0166] 

t\>&fctmm®3i!,Ziir>X. WllfrhMCHffi{i&£ftl2 (12q23~24) t 
, *>0S!MhMCHJi«Jfirfe#:5 ( 5 q 1 2-1 3 ) £.f&>t>tLX^&. (Pedeutour et 
al . . 1994*) „ & 1 2 q 2 3 ~2 4 (i. II mm&M&>m&m*§ffi. ( S C A 2 
) W?-v My^flX^hBt—^Ct l>;Auburger et al., Cytogenet. Cell. Genet. 61 
: 252-2561; (1992*); Twells etal., Cytogenet. Cell. Genet. 61^:262-2651(19 

92*). z<vm$te. »®EttP«*»4.*9. *v-7&>bmmtf£iti&. s^k. 

^'jx-^tra't ^1 2q 23-24 t-? yey^SflTV>S ; Craddock e 
t al.. Hum. Mol. Genet. :1941-19431, (1993*). ^V^-^itl^y^J^ h 

<OBIT<OMC H#ig^cO^«gfc £VW£Mffl?mr<?-yfrt>M.& b . MC HJigfli. 
SCA2ifctt^UxH«clJW-*a^«liifc3: l 5 34. »HSEH£i:lc. K^lt£Wi? 
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mcowMx-h h zcoMtttt. m&mm^mimmLx. &£*5q 1 2-1 3C8im 

hilX^l ; Melki et al.. Nature (London) 344% 767-7681 ( 1990^) ; Westbrook et 
al., Cytogenet. Cell. Genet. 61^:225-2311(1992^). ft\CD%<DMMlZj: 9 

. ±&«#*^«ffi<>>Sfefeffc5q 1 1 . 2-13. 3<\CDWmXtf3mZtlX^$> ; Sh 
errington et al . , Nature (London) 336^:164-1671(198830; Bassett et al . , Lance 
t 1^:799-8011(1988^); Gilliam et al., Genomics 5^:940-9441(1989^). milco 

Bfstcio. mchav m&zmms&xvmmmiz&^xmte^t&x'bb ozt 
mmztix^h. 

[0167] 

mc wmmt^m^comcoxhm.mmtiK m^tmxmkZixtzmcH^mzx *) 

ifsZtlX^Z. MUZ. MCHIl XX&XXfJACOyy h^tt^£Pti5 L 3 L 

3*U ;<7)it(i, MCH*>', &MM<vm£i5£V/£tztem®m®MMcr)Mttzm5-l 
X\^hXhbo C\t^LX^h ; Hervieu et al.. Biology of Reduction 54^:1161-1 

mi, (1996^). nmwmym (mpoa) &tz\±mmm (vmn) izm&xz 

ixtzMCmi. XX<7)yv \-<n'&ttW)$:MW.L1z ; Gonzalez et al., Peptides 17^:171 
-1771(1996)^. JiAbyiSX-flsimWZtltl. Wm^y-v hXU. MCHIi, l^f* 
BtfttVl'^y ( LH) mftZmWlL. tAMCHtnMmt. LHjStttS£PlSL£ ; Gonzalez 
etal., Neuroendocrinology 66^:254-2621(1997^). MCH fflMfc^ffiftZ^t 

&*mRmsifrt>. mmmLn±.mzmtmB^&tm^tix^ -.MacKenzie 

etal., Neuroendocrinology 39^:289-2951 (1984^). MCHii, ACTH&Xl/X* 

is h ^y£^t?TMft*;i^ yco^tinz^^mitz t tm&ZtiX^h . mch» 

x^fr^cofemxmi-z>zti>x'$&frhLtifr\ PTZMtf;wi ^ 
m%comizMcnzm-K-t&t. yy ht$xts*ji>*v h<mnx\ mm<zttf 
xz. zcDztu. PTzinftmmzmbmmmmzMCHtt-j.-nytfms-tx 

\^X'hb0C\bi^LX^h ;Knigge and Wagner, Peptides 18^:1095-10971(1997 

MCHji. imm&mmwmizmwzRmzttfmmztix^z.. y^hxa 

. MCHfemizX*). S«)&9[Iljejt£?§^ffi** J ffi3l$iX;McBride et al., Peptides 15 
^:757-759!(1994£) ; ZMzX*). MCHgg«i7y^-^Ml stt&ftm.tiXV/ 

, MCHmm^zxtmmmm <pag> co®%m£$.mz3$rztL$>. mmz. 

MCHti. TkftW&cryWBlzmH-LX^hX'foho. MV&cofo ■& t 'y y'tM chj I cv 

-ft^tS ;Parkes, J. Neuroendocri nol . 8^:57-631(1996^). McnifoWmimWilZ 

MCHtfmLi-&ztzm£Lx^m%wm-s'tmz. z<mmi. mchii m 
fus^tfc^t . m&***x?-i'x<7)'pummzmbz>nw<c*<y' j ?- vx-hi z t * 

[0168] 

ifvmt ix&m-z&zktimmztLfz. MCHRiry^i-xMi a^«iffi5t^ 

[0169] 

WJJJi, HHLWfcMCH lSSft^Stt&ffiT$-ttl.>li:(cJ; t )^*^ft$*il.S 
%m®imt?htzfr<ryXm*®&LXt5*) , i^feJi. WflJWHjMCHisSftr 
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ts. mmmmx-a. mum. xtn^ vttzizTm*>i*>mm. it*7'jx» 
mm. T-$mm. v^v? (genta) mwmnm. rnxmrn. mmmmmm. s 

AE. SPi^ €X,§.. ttH&IS^ (*I#$P£W. $>iftelit^ *# 

sp^^ts, tetter a^^fcctt/fstPfs. mmw,mmm. 

mm. mm^mm. v-^zymmm. m&mmm. mmrnm. xmnm.wmm 

[0170 J 

*f6«<»5ffl(RflHia», IMSffiBBtTO^S Witf. Remington's Pharma 

ceutical Sciences (Mack Pub. Co., Easton, PA, 1980^) tClB^$ tlX V> £ J: 3 & % S 

-c i < »£*rc ^nmn^-mx-hmfriz t & . 

[0171] 
[0172] 

«fflJSft+<o««-*Si*LTV^. r^ijffl^^j fcv^fflllii. l8o«ttifc»fcJ:tf 

«tt^T'(i^v^<tt,iaco)S* (Witt. £*ifetiR^*i4^*«. asww, mm 
ttdmmm&m**-*^) z^i-mmzmMt, torn, zvaumt. m?i 
m (mm. zitizm^w. tM t\ m^m^M^mht^mm^mt 

[0173] 

Ztit>£mt>i\iW. b fc 1 8«*«B^b^*i3 Atf/^fcli-t^SS^S 

, 'jrZKbhimommtiimBm (mm. mmmttttmrn) twztt-t 
mmmmz-stsmim&mt. MCH%%foT>?3'~xhtfmffiztLx^mft& 
mimx'&mt i z b & . ^sr < 1 1 1 ao*nw>fk^ft* . Eft* fcti&ft 

wtistKrjs#£ s mmwmnrim. *mm®msm&nx. tzb tfx-t z <r> 
r>xi>. mum . «sttfc£* k MMMtttmtizmmto b * . * 
mzimth zbizm. 9&imzwmt& z t vx-z & . 

[0174] 

towmmmxvmmfcb'mtmzmismt . mimmiztut&zbi>x'zz>. n 
mmmt. *%wnit^zmmmmmtz®Mi. mmzyow-imi. 

mx\ WRb*4 7frtt:itTy7MZleMls Zil&$i±tZZblz£<0fflmt&Zb 

tf-csi. ztiwi. mmmm^htzfrnwm°£<^ixx^h%<nmm-}i&v> 
*>*>?>®.mzm%\\ 

[0175] 
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iELTfc< . mmz. wMtoMNmftwctoB&v&mt. mm (mm. in&xv 

®t>frX'%^®<7>mg (MIX. Vis* W-ttZMtifflb) fMCHg«*T 
[0176] 

£*)Wm-hZkffZ'%h ; jl& x-r;k BKxf-jK x?y-/k 4 VTcvV- 

iv. istt^yitdiTth-hVfrzmwfc&mmwtL^. muz. its® ( I 

fltefctt, &flftj& «B£L K&ttL UfBttL JMfcfcSHHMrif) 

-WUxxa^sfcylML ^xy^tg, SBBKBfctf) #&t$*. 
[0177] 

*»W3fls^a t #*wntt#s ift^ttf*, asms*. iaiswB**£&*a, £ 

[0178] 

nbotfrti^umn. ztit>izmt>%^tf. A*-&i~~3iiztdmztix^2>ijmz-£ 

[0179] 

%\m<?>EM*i-V*V>co&mcD$>ffl#. (E) Ji» z*-A.UZ7FZixX^&£ol,zmM 
tlZbifiV^l, TtiSK^lH, 3H-4f^V'Uy-2, A-VJ[V (A) Sr. 

wc. ifcJifflirvft:. Aoy^flancio. 2, 4-^VND-df^-V , J>' (B) c^* 
***/Wv)y (poc i 3 ) . ttisMitvy (POBr 3 ) afcusttft'jy (pc 

l 5 ) ^»:ti. 3^T5>- (»4U<tt, N, N-y^yTnf;Hf/P 

KJSfigfcL $t>l 0 0°C*^2 0 0''C. »il,<ttttl4 0iCA»<5>180X^)«H 
T** . 2,4- ^VNQ-df -fV U y ( B ) (7)4 -m^ajryt:. ^ffitt^J*T«* 
Srffltvt. 4fclifflV^tiaistU2«r5>' (HNR 2 . R 2 b . 5*tt>. Ft 2 a fci 
tfR 2 b {im)IEt!B|«t^Six-i.) TMRWfcaBW-* fc . *fl&t4 4 -a»7 5 ^ ft 

i;) *fcti3«TSy (#*L-<tt. N. N-y-f yrnttHWSy. MJxf-A- 
}\sa-)l>mffl W£L<lt. *?;-)V, x^y-;k 2-royV-^4fcl4^y- 

x>-2-^y^f) *%4n§. KjB&ftf*. ^0'C*^2 0 0°C. »4L<<ii^l 0 
"CA^l 5 0'C^Kfflt'*)l>. 
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[0180] 

&tvc\ ztiz, ^mmfto*. js*£fflwc. twtm^-riz. *y«a$fvo*4 
=j7s.y <r 4 hn-a-nr 5 p. a*. r 4 hn-a-nrs pitmitmm^m 
s*u RttiXVRstemitmmizfemztL. ph. mmx-hi) xm.mht. 2 

. *1M:7 by 4fctt3«rsy <ff*L<tt. n. N-^Mvyot/px^- 

A7SX hUx^7Sy4fcttN-^f-A*A*yv«r^) 36%*n*. TJSttJSSO 
fctt. flBR7;^;W7;l'3-;i^BM (»4L<tt. y?y-;k x?y-/K 2-7p/n* 
y-ypifctt^^y-^if) afcUTSKifflW (jff*L<tt, n. N-^y^*;PA 
75K±fcttl-.X*-Jl'-enys/y-2-*>'$rif) *%£ft£. Kffittftli. &50 
•C*^2 0 0'C, tf4lXtt»8 0K»»fcl 5 0r<0«fflT&*. -?-f?n 
«*ttTtl6llrtSifci'C#*. «EV>dieWCJitWW«ftfiaHK4. Greene a 
nd Wuts, Protective Groups in Organic Synthesis, second edition, John Wiley 8 So 
ns. New York, 1991*(CiBtt3*VOvC . ^sSMit. ^XWRLXmSthZtftX'^ 

[0181] 
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mm 



O X NRj a R 2b 

U N ^ 0 * UvS< ~ UL n a. 



X 



R^N'^NRjP 



NR 2 »R 2 b NR 2a R 2b 

_ [TY^ N ***** . rpV^N 

" ^^N*V%R 5 P " ^N' A N' A "NHR 5 

R 4 R4 

RiHN-A-NRaP is; 

,NR 5 P /\>^\/ NR 5 P ^\.v^\/ NR 5 P 



R 4 HN^^ — , R.HN*'^'^ , R 4 HN^^ 

R^N^^V^] R 4 HN-^Y^| R 4 HN^S^1 

R 4 HN^N / N R 4 HN-^S / N R^HN-^V^l 

^^NR 5 P , ^-^NRsP , ^^'''NRjP 

|-^Y^NR 3 P r^Y^ NR 5 R f'V^NR.P 

R.HN'"^'^ , R 4 HN^^ , R 4 HN*^~^ 

^^NR 5 P ^\>NR 5 P ^^ A \NR 5 P 

R^N , R 4 HN^ S -^ , R 4 HN*^-^ 

R 4 HN-Nr^ R 4 HN-Y^1 fY^ NR sP fY"^ 

^_NR 3 P > kA NR& p , R 4 HN ^ , R 4 HN^ 

l^i^NRsP ( L^NP ( kA NRs p 



[0182] 

*miz£h%Mos&*i-Yvy (f-h) ^<oftjico*Sft (e> ossmt, 

-A2fcj*3*Vt^l>, 
[0183] 

T5> (E) ft, ^s§fflKH+"t«Myw^i/p (r, so 2 c 1 ) fcit/tsatgoe 
£tfl>fc. *«BHraWS»^*yTSK (F) a*f#4>*i.i>. JfiSttt, 7;^U AKK 

ins (#*t<tt. *Bw-h>j^A*fc«Riwi;^*fc*) . r/^y&iiiJ»*s« 

n , N-s/Myraeynf/i'TSy. hyx^T$y4fcJ4N-^^E/i/*yy=5r 
t*> ifcjdafSflirsy (*?4L<(4. truyvifctt-r 5 ir) a%4*ii>. 

yifcli;nn*^t') . x-x;H4^J (JffiKli, r t-5t 1*075^4^14 
S^*^) . 7iva-ivm\ (Jff4L<li2-7 , o/v-/l/&£) ifcUSfSBsifflW ( 



9 
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[0184] 

TSy (E) fc^sSttSJW+'C, ESfcJflVYt. ifciifflWffc, ^tfvlt (R, C 
0 2 H) )5j;tfM*m£mbRI&ZitZ>t. *%,W<ffiM(OT$. Y (G) ##£>ft£. K 

¥v?u'^ i sW)Vifs i J4 %Y (DCC) , l-Xf-^-3- (3- 
^^TS/rot/P) ^#y>f SKSKB (EDC -HC1), 7 , Q^-h , JX-b° 
D'JvV-*X^^A^1f (PyBroP) , O- (7 -T^sY 

— -1. 1, 3, 3-Tb5^f-^n^i»,A.df-9-7^oU 
(HATU) iJtfil -\/^U^V)V-3-^)Vif^)X^V-ij)Vifsl/A S 
FjWteflS. JS*fcJi, 3mrS>- (Jff*L<i±. N, N-yMVrnWxf/irS 

«0fl(»*t<ttrh5bHa75y*fctt>'*^-9->') . -h'J^«0PJ (#*L<{±. 
7*F-Fy/yfti') *fc{i75K*SI (ff*L<tt. N. N-y7fM^7SF^ 
if)#£**iS. ffcgfc*&fctt. 1-hh'adf^yVhUry'-^ (HOBT) , H 
OBT-6-^;i-^df^5 F^fvl^Kli^^yifcJil-t 

F V TV'— IV ( H O AT ) * % RJEfflfc LX&Mt&ZbhX'Zh. KJHUEU. 15- 2 

ot»»*> 5 era if* L<ii*tiOX:*^4 0*c^ii5Hf*S. 

[0185] 

fcKli. *fc«H<aK«tf>75 F (G) li, it&ftM (R t coc l ) fcitflfiS** 
#iL<n, *i^7MJ^*fcfcMci8fl#y?A$:ir) , 3^rsy <ff*L<«. 

N, N-s^yToe/lx.f-;l/7S>\ FUx-f/l/TSyt^iN-^f-^^yy^r 
fc*) ifcliSfSfcTS:' (#'*L<li. ey^>\ 4$*Y-;k *y- (4-tX/Pf 

. rF5t KD77^fctty^tV) , T5 F'JgflJ (#2 L<«u N, N-^f-;U 
*;WATSF=5ri:*) *fc«3f«Bi»ffl (#*L<tt. h^xyjfcfciiey ^'y&fc") 
iiih. mbmii. ^-20^50^ #*L<a#0t:a»&4 0K;*>«Brr&& 

[0186] 

mmmmcoTiv (g) jresttSffl+TaBcai t kje s •£ i> t , 
corsy (h) #&£>in>. a7SWfc»4. t^'J^jst^sx^a**^ (#*l< 

l<{±. TteRfc^w yy^i/r/i^s-^A) . ^5/, : JT)V*)VXj> m±L<\± 
. x-'fyrs/M^v) . r^y^JRhyr;^;^^**^^ (ffiutt. * 

SftFyx^/i^^yf-^A) 5RStt«E«ttt. x-r;M4^J (if* L 

^Tif> *%£*ll>. RJEittKfcL ft- 7 8X:*»&2 0 0°C. L<t±ft5 (TC^£> 1 2 
[0187] 

a<H. #ffci«tcJ:**r»«07£>' (H) tt, ^SffiW^T'. RSrfflwc. ifctt 
fflvvft, T^rbH (Rj CHO) &J:tfWFJ£&fflLT3^7$y4l^KJ:y 
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h^^^miti- h 0 A tWi^TS fremiti- h V VAtflsttih . T^teMM 

ii%<emm (mt<a. viv^y^) #*tti&. mat. mmm (»*u<«. 

'OM2CTC, ff*L<{i«0X;*>4>10 0t:o«i , C**. £*>RJ6«\ ^^nig 
[0188] 

A2 

Utll8] 



NR2aR2b 
N N N NHR 5 

R4 

(E) 



R^C^CI 
*;u*>75K1t 



R1CO2H orRiCOCI 
75 Kit 





NR 2a R2b 
N 

N N 
(P) 



R,CHO 
iS5cW7£y<t 



NR 2a R 2 b 

N M N 

R 4 R 3 




NR 2a R 2 b 



N 

N 
R 4 
(H) 



N 

Rs 



[0189] 

y * u^f-y^tfyl^T $ y £ . t - 7*iviiivrt 

f-^AiiTctc i o . rsyfcSCifc, <r<97Syh. x*-AiT^ie3f<tfc^/u y 
tfg(c) t^7/'jy^«i:, 2, 4-^g$7a/*iVyy##^u>, b 
ocas^KaWtrWciOffdi:. * ( I ) nte&Wfiftbtit. 
[0190] 
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HOjCy^ (Boc)j0 H0 2 C^~ 1)CIC0 2 Et ^ ho x^y^, 

k^-V^NH, I^J.^NHBOC 2) NaBH 4 l^J. 



NR 2a R2b 

1)TsCI _ 1 

3)LiAlH 4 L^^J.^NHBoc ^^N^N^V^N 

H U- 



y// NHBoc 



,^NHBoc 



*- Cxi 



(I) 

[0191] 

««WO0 1/7 27 10-tfclEaS<tT^&. fcMl.TH*!'*- 
-v^o^df^/M^W) -A;w^ylt-yf;L-xxf^ (J) Sr. x*-A3tf>:£ 
j£fc«v \ iU K ) cMk-gVMz-th Z t tfT* h . 
[0192] 

Htl20] 

1) 7*«/-fSK. DEAD, PPh s 
^Y»COjH l)SOCI 2 .MeOH (^Y^OH 2)NH 2 NH 2 -H 2 0 



HOjC*'^^ 2)LiAIH 4 "°^^y^ 3)(B0C) 2 O 




(J) 

i » , (Py^ n 

(K) 

[0193] 

[4- ( 2-7S/-xf-;iO -i^o-M-s^] -^;^<5y|St-7'^-;i/xxT^ 

(C) fcS:*-yr'jy^$-tM,i:. 2, 4-i^7$y*^v*u y*>mni>. ZSO 
IKfiMHS-. *«Jl7cfc J: Off o fc . 3t ( L ) (MtSmmhtih . 
[0194] 
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Hfcl21] 



NR 2a R 2 b NR 2a R 2b 



(L) 

[0195] 

[0196] 
HL122] 



H °2 C *Y^\ 1)(Boc) 2 0 ZHN ^/\ H 2 , Pd-C H 2 N *y^\ 

k^V/^NHa 2)DPPA;BnOH * k^A^NHBoc I^J, 

(M) 



v ^NHB0C 



NR 2a R 2b NR 2a R 2 t> 
(C) ^V^H r^^NHBoc 8 ^r^M ^NH, 




H H 

(N) 



[0197] 

lZ^tlX^h±Olzmm*t&ZttfT%&. ft (M) (Bft^fttt. X^r-A5C0*^ 

m\ ^ (o) o^tt^i-^cit^'c^^. 

[0198] 
HW23] 




[0199] 
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* (Q) toit&Mi. A*-l>8l,Z^tlX^Z£ot,zmm-tlZttfX'$Z>. WOO 
l/7 27 1 0#fciB83*VO*S [4- «> : J)\,it*i/J))V#-)VT$.S-X J 1-)l') 

i\ a (Q) ^^ttt-rsik*^^*. 

[0200] 

utm) 



„- „ 1) SOCI 2 , MeOH 1) 7**<f*K. DEAD. PPhj 

^y»C0 2 H 2)(Boe)2 o f^N^OH 2)NH 2 NH 2 H 2 0 



H 2 N 



NR 2a R2b 

1 ' H 2 N^^ ****** U/ N /J 



<p> 



NR 2 a" 2 b 




H 

<Q) 



[0201] 

i>l<ii. * (Q) <oft£tt£. ^-AgcSStLTV^AdCiaW-ftifcW* 

y»xxf^fcLT«H-f&. u^^B (R) *147^-7t:J:^ fi^R 
75 MS B o cm^tUOKWttzX Ofird fc . 75 V* 5 

ft WiS. ^075^ X*-A 1 1 iilttn^^ix^^^y^j vims ( C ) kZ*v 
rvyfzit&t. 2, 4-^^7sy^/»jy^#^>iis. ^07$ f^StELt 

[0202] 
HIS125] 

^Y^0 2 h {B0ChQ ^>C0 2 H 1)CICQ 2 Et^ />Y CONH2 

H 2 N^ " BocHN^ 2)NH ^° H ' BocHN^ 

<R> (S) 



H 2 N 



^>conh 2 (o (Py^ n rT' 



,CONH 2 QHj 



NR 2a R 2b 



H 

(Q) 



[0203] 

it (T) Ofltefttt. X*- A8fcfBa$<XTV^S (P) *MfcS**»6. Xdf-Al 
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crat*. (t) ^^w--r^>-fc^T#^o 

[0204] 
Hfcl26] 



NR 28 R 2b 



(P) 



no. 



NHBoc 




NR 2a R 2b 



N 



(T) 



[0205] 

IS, ^^~A9^f2te$iiTV^TaK (S) StJItcLT. T$>l<Zt&. Z<DT$> 
(i, x^-i,30^rffi^v\ ^ (T) <Dit^Mz^h^ti?X^h. 
[0206] 

HU27] 



BOCHN 



XT' 



CONH 2 



BH 3 



BocHN 



XX 



NH 2 (C) 




(S) 



NR 2 a R 2b 



a. 



NHBoc 




NR 2 .R 2b 



NH 2 



[0207] 

^ (v) coit^mit. A*-j±i2{z^hx^&£dizmmi-z>zttfX'%&. 

^Ob^yx-S/^n^^y- 1 , 4- y'7S y^^y^ll^. Synthetic connnunicatio 
ns. 20^. 2559-2564^(199(^1::^ * (V 

) ^k-&*^ag««. ^-^3^sscffv^ fx 3 ft. 

[0208] 
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[£128] 



* NHj (Boe) 2 0 



,vNHB0C (C) 




, vV NHBoc 



NR 2a R2t, 



St 



M 

(V) 



[0209] 

[0210] 
X=Jf-Al 3 
[£129] 



H0 2 C 



(C| 



XT' 



,C0 2 H 



DPPA 



rr 



NHZ 



;BnOH ZHN^^ 



1) H 2l Pd-C 

2) <Boc) 2 0 ' 



H 2 N 



NHBoc 



(W) 



NR 2a R2b NRjaR^b 



N 
H 

(X) 

[0211] 

/^^A^yagxx^Hc^^^o zmnmm*. ^HKCAOffa a (w> <o 

[02123 
HL130] 



BocHN 



XT" 



(R) 



DPPA 
;BnOH 



BocHN 



H 2( Pd-C 



BocHN 



(W) 



[0213] 

) . 

[0214] 
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HL131] 



HjN 



NHBoc l C > 





NR 24 R 2b 



NH2 



(Y) 



NR 2a R 2b 



NHBoc 



[0215] 

W>4-T$.;X1-)V-7 x-^rSy^/ftaSr, f£&/U*<7) (Boc ) 2 0£$ffl 
LTfrdi, - 1 - T'f-MW'tS yixxf^ ( Z ) tfft6*L&. ^^T$y*. 

**-A3<03rffifc«»f\ 5£ (A' ) £0^^!lt-ri.^t* s -C'#S. 
[0216] 
X*- Al 6 
Hfcl32] 



NH 2 (Boc) 2 0 



H 2 N 




NR 2d R 2b 



N 



NHBoc 



[0217] 

iU B' ) ^^Brtl. X^-A 1 6t|^S<lT^&S (Z ) tftffc^ftrt^ X*- 
A 1 7 {CiRSftT V^S ± 3 k:t»f & <I h o S (Z) ^ft^Hrti. ^-A5^) 

[0218] 

HL133] 



(C) 



H 2 N^ " ZHN^ ZHN^ 

<Z) 

aNRjeRa NR 2o R 2b 

[0219] 
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btfTZZ {X*- Al 8) . 
[0220] 
X*-&1 8 
[1"L134] 




[0221] 

BR<t)4 - ( r s j * +iv) f< 'j i/yo i s y&tf&Fxm 2 aar $ y oiMiRWfttl 

Sr. Synthetic communications, 22^, 2357-2360H(1992^HcfEil3ilT^S:fr£fc:J: 

' ) «ft-6*WEi*. 
[0222] 
X=*- A 1 9 
Htl35] 



HN^ 2)KHS0 4 aq 



NRz a R2b 




(El 

[0223] 

( F' ) *>ft£*l±, 9Kft3»S<fCV^* (D' ) 0>fll&ftA»^ X^r 

-A2 0(C^$^TV^§J:5fcilllMtl»C:i:* { 'r'#S. * (D' ) (^fc^fliSr. 

5«*i£fc«v\ <f' ) cnitsmz-fhzttfX'Zh. 

[0224] 
Adf-A2 0 
Hfcl36] 



NR 2B Rzb 



(D-) 

NR2«R2b 



H 2 , Pd-C 



NH 2 



[0225] 
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-A2 1 ) o 
[0226] 
X*-J*2 1 



(C) 



tort*)** 



NR 28 R2i> 




Hj, Pd(OH)2 




[0227] 

IRcO 1 ^ - 1:^ »J 5/ > - 4 - 4 ;UT 5 y <7) r $ y £ , t - zf+)Vti )V) < $ yix 
. ;wsy^, ^-A3^:ffit\ ^ (H' ) (oft^Stti^km*. 

[0228] 
Hfcl38] 



1) (B0C) 2 O 



2)H, t Pd(OH) 2 



aNHBoc 




NR 2a R 2 b 



a 



NRjaRa, 



NHBOC 



CCx 



a 



NH 3 



[0229] 

TSi U3—A2 3) . 
[0230] 
X*-A2 3 
[<ftl39] 



-or 



NHBOC 



(C) 




NR 2a R2b 



N 



NHBoc 




NRj a R 21> 



N 



If) 



[0231] 

t»L<ti, *»fflfcJ:&*r«<a*;M?v75F ( F ) s «B0>75F (G) iUtfftfl 
<7)T5V (H) Sr. **-A2 4fc^£iVO^J:3fc. X^-AlT-^Sflfc*-^/ 
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y*fcUN-^f-^E^*u>*ir) abatis. ^sffifflWfcii. mcDwvrivo 
->vmm (ft£L<te. *9 /-/K x?/-/k 2-roAV-/^^(i^y-;^ 
if) *fcttTSK«M(*F4L<tt, N, N -^*^*;kk7 5 fy- 
lfot) v>- 2 -Jt-y&fc*) KJSiftKJi. *&5 0ica»£2 00'C. Ji?SL< 

[0232] 
Hbl40] 




[0233] 

so 2 c i ) fcsj&s-fcsi:. x^*yrs Ytf%htih. ze>t;ii>tfy®£. m-smm 

[0234] 
X*- A2 5 
Hbl41] 



HOjC^^ R,SO,CI HOjC^^ IJCICO^t H 2 NOC.^~. 



0 0 o O 



BH 3 



(C) 



A 

o o 




NR 2a R 2b 



H u 



H 



A 

o o 



[0235] 



(293) 



f3IB2004-315511 (P2004-315511A) 



^ (L* ) 0>fc£ftS: . Xdf-Al 2(^BIISnTV^9K (U) VHl&tofrbs X*- 

;KR, S0 2 C 1 ) tSJES^St, XJMtyTSKtft&il*. BocI«I?: 

HH» (C) kt/r-yru^S**k. *«WCJ:6*ffl<o^;P*yT5 K ( L' ) # 

[0236] 
X*- A 2 6 
[-IL142] 



H 



(U) 



H 



[0237] 

S (M* ) coft'&Wi. ^^-A2 6t:lEas*irv^*ftt:ffiv\ ffiffclsmtLTX 

^-A27) . 
[0238] 

HL143] 



k/V^NH 2 *A,*>75Kfc k^\^%- R 
NR 2 ,R 2 b 



0 0 O O 




-A. 
0 o 



IM') 



[039] 

*(n* ) (nit^Mt. z*-^2 6izimztix^zirmizm\ a&vmt ix 

TS* U*-A2 8) . 
[0240] 
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[fcl44] 



BocHN 



J> 



R 1 S0 2 CI 



0 v fi 



8ocHN 



H 2 N 



JO 



o o 



(C) 




NR 2 «R 2 i 



A..Ay' 



oo 
n' 8 'r, 



N 
H 

[0241] 

(Z) <Oft^ft*»<5>iW!'t6Cii:3j^SS. 7-'J> (Z) Sr^^^vK (R, 
C0 2 H) kR{5§tf§k. TSHjWI4»*i*. B o cSoJMftil^lStJ: 9fH fc, T 
sy*^ii2». ;<9T$yfc, X*-&lco£ol,z£f&.Ziifz*1-YVyWm (C) t 
t^-yruy^S-frik. *JffiBt: < J:&«rfflw^*yr5K <0' ) **»S>iU. 
[0242] 
X*-A2 9 
HL145] 



BOCHN 



XL 



R1CO2H BocHN ^Y"^ O 



NH 3 



(C) 




NR 2a R2b 



N 

A 



N A N / Y^ O 



(o-> 

[0243] 

* (P* ) x^-^3 0^^$i^Tv^|,J;a{^ilM1-|.>rt* ^ T•^l.„ x 

A 1 3X-&fSi,ZtltlT$. > (W) 7*ftH (Rj CHO) tcj: 9il7cWTS 7 
ft-tS. Boc^oKfitilSrKKJiOffai:. 7Jy«^. icOTSyk. x*- 
Al«)J:dfc-&jRS*ifc^y'J>"IM8 (C) t£* vTV>?2*t&t. *WMz±& 
triors y <p' ) amftS. 

[0244] 

[-11:146] 



BocHN 



^Y»NH 2 R,CHO 
A^ 



BocHN 



H 

N. ^R, 



63 



X7 



H 

.R, 



(W) 



NR 2a R2b H 



(295) 



=8112004-315511 (P2004-315511A) 



[02453 

**-A3 ltt. 5UOQ#5SI I I fclTf**?Mfc>fl:£ft (Q' ) toVUl&plX 
X*-J*25X'&&Ztlfztt&® (J' ) Sr. ( l-t-7h*isAA'tf=JbT$. 

(Q' )*«»4><iS. 
[0246] 
•X*-A3 1 

utim 

NS0 2 CF 3 NBOC 
HjN-^Y^l H BocHN NHBoc BocHN N '^Y^^l „ 



O O 0 0 



(J) 



NH 



s; 



0 O 

ten 

[0247] 

He I/O*. 
[0248] 

1 H N M R : 7°uh > W&%^m^9 h )V 

acoh: mm 

APCI : *jRBE<b*>f3ryft 
( B o c ) 2 O : Z&B^*- t -?^)V 
BuLi : y+JVV^J* 
BuOH: 

CaC 1 2 : WChiVl/*?J* 
CDCi 3 : M*kSft?on*;P.A 
CF 3 C0 2 H : h!/:7;k*npK 
CH 2 C l 2 : y^on^^y 
CHC 1 3 : ^nn^;l/A 
CI : il^mXVit 

c u c i : mm ( I ) 

D 2 0: fi/K 

DM AP : A-i/Xj-)VT$;Wis> 
DMF: N, N-y7fM;^TaF 
D M S O : is* ^)VX)l** i/ Y 

EDC : 1- - 3 -X^/l^l^vM 5 KJ&Btt 

ESI : JiV9YuxrV-A^V\t 
E t 2 O : yXf;l/X-f^ 
E t O A c : gfflgxf^xx 
EtOH: x?y-/!/ 
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FAB: SaiS^ffS 
H 2 S0 4 : ftR 

HATU : O- (7-7^Xyy>UTV-;I/-l-^^) -N, N, N' , N' - 

HCHO : *;PA7;l-ft H 
HC 1 : t^L*S 

HOAt : 1-t Fn*is-7-T^K>VhVTY-)U 
HOB t : l-tKn^^yy^yry--^ 

HPLC: iS«f*?Q^h^:7>f- 

K 2 C0 3 : ^K^U^A 

KHS0 4 : m^S^U^A 

Me 2 NH : it*^)U7$> 

Me NH 2 : *j-)V7$V 

M e OH : X9J-)V 

MgS0 4 : KiT^^^A 

Na 2 C0 3 : gm^hWJ* 

Na 2 S0 4 • 10H 2 O: Wfcf V V ^A+7jcf0* 

NaBH (OAc) 3 : h U7-b h^*^7j<M:^ h 'J ^A 

N a BH 3 CN : 5^77 *^7j<SHfc^ h 'J 

N a BH 4 : *^7j<SWt^h U ^A 

NaHC0 3 : KBt7K«^NU»>A 

N a N 3 : T'Jit^h V ^A 

N a N0 2 : filShhHJ^A 

Pd (OH) 2 : 7KK-(1:a^^a 

Pd/C : ^y^J^mM 

POC 1 3 : m\L***V)V 

PVP: (4-h'~;l/h°U^>) 

Py BroP : 7*n^- h >JX- t'D'J y7*X*-T)A^f 7;Wn^X7x- 

t> 

SOC 1 2 : Jttfltf-tf-Jl' 

t-BuOH: t-79J~1\s 

TFA: hU7;!/^ug^K 

THF: ff7tHP77y 

WS C : 7jc?gtt*;l/^^M ^ H 

ZC 1 : <y>>V!/^x^i<^^aiJ F 



s : 


1SJH 


d : 


2Slf 


t : 


3 SIM 


q : 


4S« 


dd 


2S 


dt 


2B 



ddd : 2S2M2aJB 
b r s : £H 1 S*B 
m : ^SII 

J: ss^s 
Hz : ^/i^y 

: tJc^O. 050%TFA, 
mmB : 7*b-h>)>l<tpC00. 035%TFA, 
54bWC. B5-10 0%.CT3. 5ml/i\ 
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[0249] 
[fbl48] 




6"o 



hyyx-4-fa^-N- {A- [ {4.-VWV7\J-*1rWy-2 — iA>T 
[0250] 

XtvTA: 2, 4-j^QD-^V'jy<0£l£ 

lH-df-tyyy-2, 4-y*y(150g < 9 2 5mmo 1 ) OPOC 1 3 (54 
9mL. 5. 89mo 1 ) !g$S?g£. ^^-71-^-75^ ( 123mL. 96 2 

mmo i ) ijpiJt. z<nm&m*. nmzimmmL. a«tfc. ®mz**£& 

8f, CHC 1 3 T«aSUfc (30) . £fc-£fc*WI*, MgS0 4 _hT'32*i$ 

•it. riSt, 8U8U yy vls^u-vYVyy 4- (xUrtS^k Mt^50% 
CHC 1 3 HCHC l 3 4>^10%EtOAc) tAOaW-Tii:. 2, 4-y?DD 
-**'/y >(159g. 8 6%) **«5fffe<OH*fc LTHWlfc. 
CI MS m/e 199, M + ; >H NMR (300 MHz, CDC1 3 ) d 8.27 (dt. J = 8.3, 1.1 Hz, 1 H). 7 
.95-8.04 (m, 2 H), 7.71-7.81 (m, 1 H). 
[0251] 

^■f yrB: (2-^DD-^t/'jy-4-> f/U) -y^f^-TS^S 
2, 4-^DD-WJV ( 1 02g, 530mmo 1 ) COTHF ( 1. 2L) 
4^Cfc#aiU 5 0%Me 2 NH7j<?§S ( 1 39mL, 1. 3 3mo 1 ) ZMltl 

. Sires oflflHWfLfc. fi&»NaHco 3 *^?reT/i^'j 

tt(pH = 9) KU CHC 1 3 "Cttttit/t ( 30) . ^*rfrfc*«Mi*. Mg 

S0 4 ±Tflai$*. r^t. IMU:. 5!sStt£. M^-y*O5 0%Et 2 O (2 5 
OmL) KSii**. ^ffl-C3 0^IBffl|ffLfc. iFififc <t Offlf^Sr**^. 'VSMfV+OS 
0%Et 2 OTift^U 8 0 o CT'te*I$^fc. (2-?Dn-WJy- 4-4/P) 
-i/'^f-^-T^y ( 1 0 4 g, 9 4%) ififfli&CMfob LXfthtUZ. 
ESI MS m/e 207, M* ; ! H NMR (300 MHz, CDC1 3 )S 8.00 (d, J = 8.4 Hz, 1 H), 7.73- 
7.78 On, 2 H), 7.68 (ddd. J = 8.4. 6.9, 1.4 Hz, 1 H), 3.41 (s. 6 H). 
[0252] 

h7>A-4-TzSX s h)l'-i/7a'\*VyJl)l'X>& ( 1 50g. 9 54mmo 1 
)m. 3 2Mfrffik-fh , JVJ*7mm (750mL) mttZ, t-BuOH(1680 
mL) fcitf(Boc) 2 0(215g, 9 8 5mmo 1 ) SrflDifc. BUGBk&bt:* £ 
fflT18i«fiB9fFLfc. £*>Kfc8£*K. H 2 O (2. 8L) £Jn;i. 5X:c»aiLfc 
. Alt* «^DKHS0 4 *^?RT1H4 (pH=3) fcU EtOActiHSLfc (30 

) o Gbttumm*. mm auco 3 yummts^r/y'y^ yx-mrfL. Mgso 4 ± 
xsmz-tt. rat. *nu ^ET^nm^it. vyyx-A - (t-/h^ 
/i/^prsy-^f-^) (i65g. 6 7%) **efeoa 

ESI MS m/e 280, M + Na* ; 'H NMR (300 MHz, CDC1 3 )5 4.60 (brs, 1 H), 2.98 (t, J 
= 6.3 Hz, 2 H), 2.19-2.33 (m, 1 H), 1.99-2.11 (m, 2 H). 1.77-1.90 (m, 2 H), 1.44 
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(s, 9 H). 1.34-1.52 (n, 3 H), 0.86-1.05 (n, 2 H). 
[02533 

Xf77D : h^VX- (4-t Hodf-^f'/l'-S/^O^v'/Mf-^) 

5 y» t - rf/i-xxf/^f 

( 1 5 5g. 6 0 3mmo 1 ) <9CH 2 C 1 2 (1. 3 5 L) B8KRSr-6 5XJfcM» 
fflU h'Jxf-yl/TSy ( 1 26mL, 9 04mmo 1 ) tJj:tf ^oo^fiRxf-yM 5 8 
mL. 75 lmmo 1 ) C0CH 2 C 1 2 (200mL) m&*-6 0K$lTTMx.tz. R 
JMtefllSrOXrcs 04HBHWP Lfc. tt*KHS0 4 *JSarCKtt ( pH = 3 

) tcU *;1£CHC 1 3 "dAffitfe ( 30) . £*rt£fcfflW£, &WNa 2 C0 3 * 

MMJii*/^ xrawu Mgso 4 _t-c«s3ii\ rau wmtzt. 

-f fWftbtltZ. .LOJMyKOTHF (1. 5L)Jg?g£\ -6 5"Ct^aL, NaBH 
4 (26. 6g, 7 0 3mm o 1 ) iUVMeOH (45mL) ZMlt:. *I£ft£-4 
OXX' 2 5 4HSBSfP L . 4 °CT 3 Lfc . , tSft K H S O 4 #»»rc»tt 

(pH = 3) fcU EtOActttiiJU: (30) . ^*rt*-fc*18JBSr. ®«N 

a 2 C0 3 *»««J:t^^5-f^TaK>L, MgS0 4 it«?t, iFjiU ML. 
757ya7U7h/77<- (v-'J^yyP. CHC 1 3 «f 0 1 7%MeOH) tCi *)*& 

SJ-tSt, h7^- (4-t Ho^v-^f-ylz-v^D^df^y^f-yP) -yfryl^'SyK 
t-yf-yuxxryp (I23g, 84%) #Sfe<oB*fcl,Tf*fc*ifc. 
ESI MS m/e 266, M + Na + ; [ H NMR (300 MHz, CDC1 3 )5 4.59 (brs, 1 H), 3.46 (d, J 
= 6.4 Hz, 2 H), 2.98 (t, J = 6.3 Hz, 2 H), 1.75-1.94 (n, 4 H). 1.45 (s, 9 H), 1. 

24- 1.70 («, 3 H), 0.81-1.12 (m, 4 H). 
[0254] 

Xf 7 7*E : h^XX- (4-r^F^f-yP-^^o^df^yM^-yl/) ^yl^'S Vl? 
t-/^ywxxfy^^ 

h^yx- (4-t Kodf^f-ylz-i^^o^^yM-J-yl/) -^y^N'S vigt -T'f- 
yUXXryl- (123g. 505mmol ) WJy> (1L) |§iK£4X:fc:?#a]L, ig-ft 
p-hyWxyxyP*xyP (125g. 6 57mmo 1 ) Ot'ijy'y (200ml) 

loicjaTcunifc. ate**. m&Ti 5®mmm. EtoAc^j:^ 

H 2 0«B*»Lfca*C. *«yl£$J*Lfc. EtOAcTtttHL (30) . 

*fc#«WSrH2 O-C^L, MgS0 4 ±-C9aiS*, ?Fi&U iHJ^TSt, SSHfetf) 
tf'fyl'jWI&flfc. C^-fy^DMF (1. 6L)i§Il:, NaN 3 (98. 8g. 1 
. 5 2mo 1 ) SrJnifc. R«S^?:SffiT'l 4BTBHWPU «BBLfc. CHC 1 3 
J:ty ? tt»NaHC0 3 *JS«Et:**»Lfctt(c. *«U»HMIiLfc. CHC 1 3 T 

MIL (30) , ^fciirfcSfWf, £M g S 0 4 ±.-C&m*t, FBU WML. 75? i» 
a.9u-7Y-fyy 4- (is0#y>K *s*-*>*t>0>l 7%EtOAc) KJ: OfUKta t 

*T)l> ( 1 24 g» 9 1%) *«REfeO^-^yl/t LTfc&flfc. 

ESI MS m/e 291, M + Na* ; >H NMR (300 MHz, CDC1 3 )S 4.59 (brs, 1 H), 3.13 (d, J 
= 6.5 Hz, 2 H), 2.98 (t, J = 6.4 Hz, 2 H), 1.70-1.90 (n, 4 H), 1.44 (s. 9 H), 1. 

25- 1.65 On, 2 H), 0.87-1.07 (a, 4 H). 
[02553 

x-f'y7"F: (4-TS7^f-yi^-v-7n^v-yM^) -#y|^N*$y 

®t - 7'^xx-fyuo£j£ 

yKS-ftTyPS-^A'Jf-^A (2. 76g, 7 2. 6mmo 1 ) COTHF (2 25mL 

) Sffl»£oiCfc:fcSiu h7yx- (A-TVYt+JV-istu^i/frX+iV) -i) 

yl/yN'SyKt-y^-yl/XXryK 1 5. Og, 55. 9mmol )«THF (75mL) 

ass* liwhwtTjo*.*:. ^ia-c6^ia«#L3t. as*. n &2 so 

4 • 1 0H 2 OTffit$i*\ -b5>f HTWU iSILt. RSft*. 777^ 
;d?^57^- (v-U^yyP. CHC 1 3 +<7)50%MeOH) TSWR-fit. h5 
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yx- (4-7$ S*^'- is? n i^/M ) yg^t -7"^1/XXt/U 

(12. 3g, 9 1%) Wm&m4)Vt UtHilto 

ESI MS m/e 243, M + H + ; *H NMR (300 MHz, CDC1 3 ) S 4.60 (brs, 1 H), 2.97 (t, J = 
6.3 Hz, 2 H), 2.53 (d, J = 6.4 Hz, 2 H), 1.70-1.92 (m, 4 H) , 1.44 (s, 9 H), 1.0 

8-1.54 (in, 4 H), 0.81-1.02 (m. 4 H). 
[0256] 

Xf77G: Yyyx- {4-[ ( 4 -S/**;U7 $ 'J >~ 2-4/P75 

(2-?DD-wyy-4M;i/) - Wf;^75y ( 1 5. 2g. 73. 3m 

mo 1 ) &iiXShy>A- (4-757^ f-^-i^^ 1r)V ) -*J)W*zl>& 
t-7'f^xXf/M14. 8g, 6 1. 0mmol)M^2-7'OA7wM80 
mL) +<Ofi£tt*. J18BTK4BIBHIlfft, l&ftN aHC0 3 *»*fcfttr. 7j</l£C 

hc i ivm&Lfz (3®) . ^i>^*aasrMgso 4 ±"cse*8§*. rat. sai 

) CiOMSM-*^ h^yx- {4 - [ k4-V*^)VT$J-*^VV>-2-A)V 
7$S) -X^)V~\ -S/^o^xyM^} -*;w^ylt-7"f;Pxxf;M2 0 
. 4g, 8 1%) LT#6*ifc. 

ESI MS m/e 414, M + H + ; J H NMR (300 MHz, CDC1 3 ) 8 7.81 (d, J = 8.2 Hz, 1 H), 7. 
40-7.52 (m, 2 H) , 6.98-7.06 (m, 1 H), 4.93 (brs, 1 H), 4.59 (brs, 1 H) , 3.35 (t, 

J = 6.2 Hz, 2 H), 3.26 (s, 6 H), 2.97 (t, J = 6.2 Hz, 2H) , 1.72-1.95 (m, 4H) , 1 
.44 (s, 9H), 1.30-1.62 (m, 2H) , 0.84-1.12 (a, 4H). 

[0257] 

XtvTH: b7^-4-/0^-N- {4- [ ( 4 -*J*1r)V7 5 y-^V'J 

-Ky-VyxfrftyTS KSBKStftefK 

hy>X- {4- [ (4-it*^)V7$y-*1-V'Vy-2-4)V7$J ) 
*s9u*s&is)V*+)V) -*;W<S y8 1 -/f ;l/X^f ^ ( 3 . 84g. 9. 28mm 
o l ) COE t OA c (50mL) SSJKfc. EtOAc (38mL) 4^4 M<flffr[bkSg 

IC7)1I^CH 2 C l 2 (5 0mL)itB:, xMyrDt;|/Xf;P7S>(6. 4 6 
mL. 3 7. Immo I ) Srintfc. <I^^%£4T;£&iflU fHfc4 -7*u^- 2 - 
MJ7;M-P* h^y-^y-fe>U*-/K3. 31 g. 9. 75mmol)^CH 2 
C 1 2 (10mL)iMJ5tOTtM/^o RJCfi^BsS:4X:Tl. 
RiCSr. IKnNaHCOg**^^^^*^. ;K12:CHC 1 3 T«ajUfc (30) . 

shittzimmz, Mgso 4 ±-c«a«§*. rat. ml. 7?7^;a7b/? 

74- (NH-y'J*y/k ^ty^2 0%EtOAc ) izX^Wmtlt. hyy 
X-4-yo^r-N- {4- [ (4-y>f;l/7^-^t^Jy-2-^;l/7^y) 
.Xfvl/] -y^n^y/MfiH - 2 - h l> 77M-O.X h*i/-<y*£yX!)/*y7 5 
K(3. 4 5g. 6 0X)*i^^ffl*kLTftfeWt. 

ESI MS m/e 616, M + H + ; »H NMR (300 MHz, CDC1 3 ) 5 7.89 (d, J = 8.9 Hz, 1 H), 7. 
81 (d, J = 7.6 Hz, 1 H), 7.35-7.61 (m, 4 H) , 7.02 (t, J = 6.8 Hz, 1 H) , 4.96 (br 
s, 1 H), 3.35 (t, J = 6.1 Hz, 2 H), 3.26 (s, 6 H), 2.79 (d, J = 6.7 Hz, 2 H), 1. 
32-1.98 (in, 6 H) , 0.72-1.12 (m, 4 H). 
[0258] 

mm 2 
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UtU9] 




HCI O'O 



h^yx-4-7"o^-N- {4 [ (4-^f-;i^T5/-^^/Uy-2-^;i/T5 
J) -is?w\*is)V*^}V) - 2 - b 'J b^y-\y-fe'yx;^ 

[0259] 

Xf77'A : h^yx-4-yn^-N- {4 - [ ( 4 -V**)Vr ^ /-*^/L> 
mmmi<OXT>y7HX1%htlfzh7>A-4-7v : £-N-- {4- [ {4-i>*^)l 

ra/-^v*y y-2--f/^7S/) -^/u] -i/9u^is)V*^)\s) -2-hj 

7^n^h^rS/-^y-lfyx^yra F (3. 4 5g. 5. 61mmol)^EtO 
Ac ( 1 OOmL) jgffi£*J§±T}fr8]U E t O Ac ( 1. 66mL) +<D4 MO^ffc 

fflftfc. Et 2 o+tf)l 6%EtOHA^SM B H B §l «ETfc:Sia»S-fr& fc . h?>x 
-4-7'D^-N- {4- [ (4-^f-;UTSy-^r^/y>-2->f;l/r5/) ~* 
*)V\ -y^o^y/Mf/H - 2- F U 7)V*uX h^^-^y^£yX)^yT 5 F 
fifgfi(2. 76g. 7 5%) LTf*fc#lfc. 

ESI MS m/e 616, M + H + ; «H NMR (300 MHz, CDC1 3 ) S 13.50 (brs, 1H), 8.42 (t. J = 
6.0 Hz, 1 H), 7.86-7.94 (m, 2 H). 7.51-7.68 (m, 4H), 7.21-7.28 (ra, 1 H) , 4.83 ( 
d, J = 6.4 Hz, 1 H), 3.51 (s, 6 H), 3.35 (t, J = 6.0 Hz, 2H), 2.78 (t, J = 6.4 H 
z, 2H), 1.73-1.95 (m, 4H) , 1.35-1.65 (m, 2H), 0.81-1.12 (m, 4H). 
[0260] 




h7^-4-7"o^-N- {4- [ {4- i JX^}VT$J-* J fWy-2-4)VT 
[0261] 

xf-vTA: hyyx- [4- ( t -:/ Y*i/ib)V'»—)V7 5 J-**M -~is?n 

b7yx-4-7^^f;l/-y^oMf y*;^fyS ( 1 5. Og, 9 5. 4mm 
0DWHCI3 (150mL)iS»t, lM^*iM:^bU^A*JgiS ( 1 5 0m 
L) jSjitMBoc ) 2 O ( 2 1 . 9g. 1 0 0mm o 1 ) £a«LTfln£fc. 

SlSBHSBf U CHC 1 3 fc*fc<OR!fc:#KLfc. £&«KHS0 4 
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mm (ph=3) ■■ewHtu chc i 3 x^tattz om) . -shitt^m*. ? 
yjyTimt. Mgso 4 ±-c*^§*. r»L. wmt&t. &-&<7)®mmhtitz 

o ZtoMfaTy^y^y (75mL) Sfflffllfc. Ti^it l JyWt (Phosphorazidic acid) V 
7x-^X^Ml6. 2g. 58. 9mmo 1 ) fc£tfhUx^;l/7$y (5. 94 

g. 5 8. 7mmo i ) nutti. «STfc 3«nan»ptfc (a=:*u> 

^ftRlE) o ^*r*3^(6. 6 5g. 6 1. 5mmo 1 ) *Hni. RlBa^ft 
WMtLfc. *Ji*EtOAc-C»ajL (20) . ^WfcSli^lM^KHS0 4 * 

saL «aftNaHco 3 *^ss[fcj:vy5>f yc»»u Mgso 4 it^i$i 

U %KU 777^?D7^-f- (5/U*y;K ^t^3 3XEtOA 

[4- (t-7b^fyW^l/7$y-^f;K -i^U'v^/U] -^^A'sys^ 
y^xxf/l' (17. 4g, 50%) #afe*>Htti: LTftfeJufc. 
ESI MS m/e 385, M + Na + ; *H NMR (300 MHz, CDC1 3 )S 7.22-7.41 (a, 5 H), 5.09 (s, 

2 H), 4.20-4.68 (m, 2 H), 3.23-3.60 (m, 1 H), 2.96 (t, 2 H, J = 6.4 Hz), 1.62-2 
.18 (n, 4 H), 1.44 (s, 9 H), 1.30-1.60 On, 1 H), 0.90-1.23 (m, 4 H). 

[0262] 

xf7 7°B : b^yx- (4-T5y^f*;^-^p^^) -t?)W*$y&Ky 
[4- ( t-7>^x^;^t^;U7ay-^^) -v^o^v;!/] 

;l/A"^yl<yyVl/XXf^ (4. OOg. 11. Ommo 1 ) 6DE tOAc (40mL 
) mmmz. E t OA c ( l OmL) *^4M^bK*S:Jn^^. £fl)RjBfi£1W:. 
CHC 1 3 ( 1 OmL) ijni, fi£**aHT3 ttHtttt Lfc. Z<DBU&m&folZ % E 
tOAc (2 0mL) +C04MOtWb***Jni. £<Og£ft££ffl"ei . 5B#P 0 TO £ L 
, rat. EtOAc^ML, «EETfc:9a*S*4i:. h?yx- (4-T$SXm 
-y9u^i/)i>) -tfV^^yw^y'J^xy-Msm^ (2. 96g. 90%) #e 

ESI MS m/e 263, M (Mil!) + H + ; l H NMR (300 MHz, DMS0-d 6 )S 8.12 (brs, 3 H) , 7 
.25-7.40 On, 5 H), 7.21 (d, 1 H, J = 7.8 Hz), 5.00 (s, 2 H), 3.17-3.30 (id, 1 H), 

2.62 (d, 2 H, J = 7.0 Hz), 1.64-1.88 (n, 4 H) , 1.42-1.60 (m, 1 H), 0.90-1.21 (n 
, 4 H). 

[0263] 

Xf77°C : hyyx- {4- [ (4-^^;U75/-^^/tiy-2— OW7S 

(2-?OD-WJ>-4->f;l') -^f-;P-75> ( 1 . 50g, 7. 22m 
mo 1 ) i3j:l»^yX- (4-7^/^/U-y?0^;W!/) -^A'SViWy 
WXf/«S(2. 5 9g. 8. 67mmol)H^I)2-7W-iMl5m 
L) +oa^ttSraSTt8Bia«tfL. CHC 1 3 SitfMeOHfc*a*Lfc, <IcOig 
^»»NaHC03*»i([Ca?, *JB^CHC l 3 TttaiLfc (30) . £*>tffc 

*«i*Mgso 4 ±Tflais-t. rau sisu 7?7^mh/57-{- (n 

H-y»J#y;k Mty+^3 3%EtOAc ) £J:9fiflH~£^ h^VX- <4- 
[ (4-^^7S-/-^r^/»jy-2-^;W75y) -.X^] -y?oMy;W 
-*MS^yj;*«f/Kl. 2 0g. 3 8%)*^Sfe^)ia«cfcLT#^fe 

ESI MS m/e 434, M + H + ; 1 H NMR (300 MHz, CDC1 3 )S 7.76-7.82 (m, 1 H), 7.40-7.50 
(a. 2 H) , 7.25-7.40 (m, 5 H), 6.95-7.04 (n, 1 H), 5.08 (s, 2 H) , 4.82-5.05 (m, 
1 H) , 4.40-4.70 (m, 1 H), 3.40-3.60 (m, 1 H), 3.35 (t, 2 H, J = 6.3 Hz), 3.26 

(s, 6 H), 1.96-2.18 On, 2 H), 1.80-1.96 (m, 2 H), 1.45-1.61 (m, 1 H), 1.00-1.20 

On, 4 H) . 



(302) 



#^2004-315511 (P2004-315511A) 



[0264] 

Xf77°D : h7XX-4-7*n*-N- {4 - [ ( 4 -S^f^TS S-*1r*fV 

y-2--f;^7$y ) -yfvP] -^^p^^/u} - 2-h'j7/WD^h^y-<y 
h^yx- {4- [ (4-^^Tsy-*^/yy-2— f^rs/) -;*fvn 

-y^n^y/K -^;W^yi\yy/l/XXf/M5 0 0mg, 1. 15mmol) 
(7)MeOH (5mL)i«C, 5%Pd/C (50mg) SriH*.*:, dOfi^i^iB 
T\ **#ffl&Tfc2l$l^ 5 0XTC8IMBL 8fcfcS»T10. 5B*iajgffU *FSL 
, aSB^fc. *Sftco*>f;^*»^iifc. I^>f/^CH 2 C 1 2 ( 5mL) SfiBSKt 
, 5/>f yrot^xf;l/7Sy (420/*U 2. 4 1 mmo 1 ) £jD*.fc, ClOSl^j 
£41Cfc?&fflU ^4-7"o^-2-b , J7;^o^h^^-^y-fe>x;l/^-^ (4 
3 lmg. 1. 27mmol)^CH 2 Cl 2 ( 2 mL) MMi RJS 
nteto*4'C?l . SWHBMJfU:. fi»NaHC0 3 -*«^ff±S^ # 7* 

Jf£CHC 1 3 T'ttiijU: ( 30) . GtotttfffiMZ. MgS0 4 i«^ r3# 
U iSffiU 777y^o7h/77^ (NH-y'J*y;K ^tV+^)3 3%^ 
£>5 0%E tOAc ) TUSH'S fc. h^y^-4-yp^-N- {4- [ (4-S^f* 

^h^y-^>^yr$F (560mg, 8 IX) -aMWffi^fflWcfc UT» 

ESI MS m/e 602, M + H + ; »H NMR (300 MHz, CDC1 3 ) 5" 7.90 (d, 1 H, J = 8.9 Hz), 7. 
80 (dd, 1 H, J = 8.4, 0.9 Hz), 7.38-7.58 (m, 4 H), 7.01 (ddd, 1 H, J = 8.4, 6.7, 

1.6 Hz), 4.85-5.04 (n, 1 H) , 3.31 (t, 2 H, J = 6.3 Hz), 3.24 (s, 6 H) , 3.07-3.2 
0 (m, 1 H), 1.70-1.90 (m, 4 H) , 1.42-1.58 (m, 1 H) , 0.90-1.28 (in, 4 H). 

[0265] 




N 2 - [ 1 - ( 4-70^-2- hV J)V*UX h*i/-'<>'t£>A)Vft—)l>) -t°^ 
»Jx>'-4->f;U] -N 4 , N^-y7f;l/-WJy-2, 4-y7Sy 
[0266] 

XT'/TA: N 2 - ( 1 -Kyi/)V- fc°^U ^V- 4 — Ol/) ~N 4 , N 4 -it*^ 
4 -^'75 

ESI MS m/e 362, M + H + ; *H NMR (300 MHz, CDC1 3 ) d 7.80 (d, J = 7.6 Hz, 1 H), 7. 
20-7.52 (m, 7 H), 6.97-7.05 (m, 1 H) , 4.74-4.90 (n, 1 H) , 3.90-4.05 (m, 1 H), 
3.53 (s, 2 H), 3.26 (s, 6 H), 2.78-2.90 (m, 2 H), 2.02-2.24 (m, 4 H), 1.48-1.62 
(m, 2 H). 
[0267] 

Xf-yTB : N* - [ 1 - ( 4 -/n^~ 2 - HJ 7;Wo^ l^v-^y -if 

-bT^y J/>-4->f^] -N 4 , N 4 -y^f^-^t/liy- 2 , 4-^T 

N 2 _ ( i-.^y>»-^>J^V-4-^;i/) -N 4 , N 4 -^w-#tvyy 

-2, 4-y7^ (500mg, 1 . 3 8rnmo 1 ) COM e O H ( 5 rnL) jgftEfc:. 2 
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0%Pd (OH) 2 (lOOmg) £:j)n;t*:o <I<Ofi£ttS:£iBt\ #*gH5lTfc:i. 

5 0XTC8««S* StfcSiftT16. 5«pB»W*L, *7"f Wt? FTP^U 
mmitz. SSfe^CH 2 C 1 2 (5mL)IIC, ^MVTnhVUX^T^y (5 1 
OjuU 2. 93mmo 1 ) £Jni.fc. £^£»*41CfciW!U lfrffc4 -:/o*- 2 
-hU77l/^D^ h^^-^y-tfy^+^l/ (4 9 3mg x 1. 4 5mmol)<7)CH 
2 C I 2 (2mL)i§^5tOTtlB^o »Ba^ftS4X;*C2«HSHHtf Lfc. RIB 
ft?dNaHC0 3 *»«-Cf?ji:S-li:fc. *«CHC l 3 T*»i±jU: (30) . irh 
^fz^WMi. MgS0 4 ±Tl£*£$1*\ r^t. ffiHU 7?7^o7h/?7-f 
- (NH-^U*yyk ^tVtO3 3%Et0Ac) fcj: OftS!*** * N2 - [ l 

4)V\ -N4 , N4 -^f^-*f/ijy-2, 4-y7SV (339mg, 4 3%) 

ESI MS m/e 596, M + Na + ; ! H NMR (300 MHz, CDC1 3 )£ 7.87 (d, J = 8.2 Hz, 1 H), 7 
.81 (dd, J = 8.3, 1.0 Hz, 1 H), 7.36-7.61 (m, 4 H), 7.04 (ddd, J = 8.3, 6.8, 1.4 

Hz, 1 H), 4.77 (d, J = 7.8 Hz, 1 H), 3.97-4.14 (id, 1 H), 3.68-3.86 (m, 2 H), 3. 
25 (s, 6 H), 2.87-3.01 (m, 2 H), 2.10-2.23 (m, 2 H), 1.51-1.70 (m, 2 H). 

[0268] 

Hfcl52] 



h^yx-4-yu^r-N- [4- (4-^f-;wrsy-^r^/uy-2->f^r5 



h^^-^nMtV-l, 4-yT^y (15. 0g, 1 3 1 mm o 1 ) <7) 1 , 
4-yW> (8 5mL)»:, (Boc) 2 0(3. 61g, 16. 5mmol) 

2 o^jd*, r»fccfcoii!*u:, chc i 3 -c«ias ufc 00 

) o Gbitttmmz. Mgso 4 itnaft**. rat. aaa-rsk. vyyx- (4 

-TJy-y?nMy;|/) -^A'syit-/f;Px^ (3. 1 5 g. y'T^y 

fcttLTl 1%. (Boc) 2 0£*fLT89%) *«efe^ll*i:LTfti5>iife. 

ESI MS m/e 215, M + H + ; J H NMR (300 MHz, CDC1 3 ) ^ 4.43 (brs, 1 H), 3.36 (brs, 1 

H) , 2.57-2.70 (m, 1 H), 1.78-2.04 (m, 4 H), 1.44 (s, 9 H), 1.05-1.38 (m, 4 H). 

[0270] 

Xf7/B : Yy>X- [4- ( 4 -S^f^TS J-*1r V»J V- 2 ->f )VT 5 y> 

ESI MS m/e 408, M + Na + ; *H NMR (300 MHz, CDC1 3 ) ^ 7.80 (d , J = 8.2 Hz, 1 H), 
7.39-7.52 (m, 2 H) , 7.02 (ddd, 1 H, J = 8-3, 6.3, 1.9 Hz, 1 H), 4.68-4.78 (m, 1 
H), 4.43 (brs, 1 H), 3.89 (brs, 1 H), 3.46 (brs, 1 H) , 3.25 (s, 6 H) , 2.15-2.24 
(a, 2 H), 1.97-2.10 (m, 2 H), 1.45 (s, 9 H), 1.21-1.35 (m, 4 H) . 
[0271] 

Xrv 7°C : h y >X - 4 — /o^E - N - [4- ( 4 -V**}VT 5 -/-**V'J V 




F 



[0269] 
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h^yx- [4- (4-^^;uT5y-^-tyu^-2-> nurss) -s^oa>* 

is)l>] -*;W<SV8t-/f^f;M500mg, 1. 30mmol)(7)EtOA 
c (SmDafflSt, EtOAc ( 5m L) tp^MCO&itomitUlfc. £*>ffl£** 
SHfrrSi:. afe<Offl**^fc*ifc. iI^BlffccOC H 2 C 1 2 ( 7 
mL) >?>f V7o^Xf^7$> (90 5juL. 5. 2 0 mm o 1 ) ZMt 

XW-;K4 6 2mg, 1. 36mmo 1 ) <7)CH 2 C 1 2 ( 2 mL) 5 XJJjtT 

TDD*.*:, £<0RjeiI£ft£4Xrci. 5B*BBBWLfc. i^RiBfi^ttfc:. 
D*-2-MJ7;M-n^ hdf^-^y-fefy^U*^ (88mg, 0. 2 6mmol) 
tf)CH 2 Cl 2 (0. 5mL) jfJgSrJpx.. «^*4T;?llMa!»PLfc. <I^Rit^ 
^Jt, x>f vrnWxf ;P7$y ( 2 3 OjuL, 1. 3 2mmo 1 ) £Jn*.. 
£4*CT*1. 5«BHWfUfc. RJt>£. £frf0NaHCO 3 imWX'Wit^tz. imiC 
HC 1 3 TffiajU: (30) . ^fc^^WI&Mg S0 4 ±THai£i2\ rat. M 
U 777XJ.?D7N^77'f- (NH-S/Uj&y/k ^t^50%EtOAc 

) (cJ;0»M-ri)fc. h7yx-4-m-N- [4- u-i^fvi/rs/-*^/ 

*V75H (339mg, 4 4%) **SfeOEIfcfc 

ESI MS m/e 588, M + H + ; *H NMR (300 MHz, CDC1 3 ) 8 7.92 (d , J = 8.9 Hz, 1 H) , 7 

.80 (dd , J = 8.3, 0.7 Hz, 1 H), 7.37-7.59 (m, 4 H), 6.99-7.06 (m, 1 H), 4.64-4. 

75 (m, 1 H), 3.78-3.94 (m, 1 H), 3.17-3.30 (in, 7 H) , 2.09-2.20 (m, 2 H), 1.85-1. 
97 (m, 2 H), 1.12-1.47 (m, 4 H). 
[0272] 




b7>X-4-7Ut-N- [4- (4-^^;UT^y-^^/ , J>-2-^;UT^ 

/) -s/^n^^f^] -2-hU7;^n^h^^-<y-fe>^*vT5N' 
[0273] 

Xf7/A: h^yx- (4-T5y-x^n^xyM^I/) -#rt^5yKt - 

b7VX- [4- (t-yh^r^^-^rsy-^f-^) ->^t*Mfv;lO 
;l/A'$>^y^;l/XXT-^ (4. OOg. 11. Ommo 1 ) ^MeOH (4 OmL) 
BSSffifc. 5%Pd/C <4 0 0mg) fcjnifc. i^a^HlSrSiBT. **#ffi&Tfc: 

co^^ry ( 1 5 mL) !KBS£SfiT3 OflfSSffUfc. HftfcrafcJ: ^ 

)-*;W<Syit-/f;l/XXf/M2. 5 2g. 1 O 0%) ^fife^Hfti: LTftfc 
fife. 

ESI MS m/e 229, M + H + ; 1 H NMR (300 MHz, CDC1 3 )S 4.56-4.88 (m, 1 H), 3.00 (t, 
J = 6.5 Hz, 2 H), 2.54-2.65 (m, 1 H), 1.70-1.94 (m, 4 H), 1.44 (s, 9 H), 1.18-1. 
50 (m, 1 H), 0.92-1.15 (nt, 4 H). 
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[0274] 

AtvTB : hy>X- [4- ( 4 -VX+)V7$ S-*i~ x /V >- 2 -A )V7 5 J 

mm i <vat yy°G<Dmnimmix. mmtitmntz. 

ESI MS m/e 422, M + Na + ; *H NMR (300 MHz, CDC1 3 )S 7.81 (d. J = 7.9 Hz, 1 H) , 7 
.38-7.52 (m, 2 H) , 6.96-7.07 (m, 1 H), 4.55-4.84 (m, 2 H) , 3.75-3.97 (m, 1 H), 
3.26 (s, 6 H), 3.01 (t, J = 6.4 Hz, 2 H), 2.15-2.30 (m, 2 H), 1.75-1.88 (m, 2 H) 
, 1.45 (s, 9 H), 1.35-1.54 (hi. 1 H), 1.00-1.30 (m, 4 H). 
[0275] 

7f77 B C: [4- (4-y7W$/-WJy 

-2--f;UT$y) -y^nMy;Mf;W - 2 - Ml 7^*0* b^x-^y-fcfyx 

h^yx- [4- (4-^^/UT5y-^r^/ , J>'-2-^;!/r$y ) -^u^ 

y/Mf/H -^/W^yit-Wxxf/M 500mg, 1. 25mmol)<7)E 
tOAc (5mL)!gS^> EtOAc ( 5 mL) *<7)4 MCD&ifrm* twlfz. ZLCO 

Cl 2 (7mL)iil^:, yMVrob^XWSy (90 5^L, 5. 20mmo 

1 ) Zmttz* ^^g^ftS:4 0 C^aL. ^4-70^-2-^771^0;*^:/ 
-<y-lf>XM-;M4 4 6mg, 1. 3 lmmo 1 ) <7)CH 2 C 1 2 (2mL)?§?£ 

4-ya^-2~bU7^0^ h^rS/-<y^yx;l/*^;P (S5mg. 0. 25mm 

oi)ct)ch 2 ci 2 (o. 5rnL) mm^Mi. z<^^^4^cTmmuntti. 

^y7 <, utV^X^;!/T5>' (2 20//U 1. 2 6mmo 1 ) £fln 
I. i%irf%*4°CX*imW\MftUz. RJS£. l&WNaHC0 3 7K?S?STffiJ:$ii:^. * 

MZCHC\ 3 ?te&Uz (30) . ^^*««^MgS04±T^«$ii:. rat 

. «»U 777yjtmh/77>f- (NH-^'Jtf^/k A^y^<7)50%Et 
OAc ) kriDfiti^rS^ h^yX-4-T'o^-N- [4- (4-^^1/7*5 7- 
*1~yvy-2-4)l7^J ) -^^n^y;M^;H - 2 - Ml 7/M-u;* 
Ky*£yx)V*yT^Y (624mg. 8 3%) #$ftfc^EIftfc LX'&btitz* 
ESI MS ra/e 602, M + H f ; *H NMR (300 MHz, CDCl 3 ) S 7.89 (d, J = 8.9 Hz, 1 H), 7. 
80 (d, J = 8.5 Hz, 1 H), 7.39-7.60 (m, 4 H) , 7.04 (ddd, J = 8.2, 6.8, 1.6 Hz, 1 
H), 3.71-3.92 (id, 1 H) , 3.30 (s, 6 H), 2.85 (d, J = 6.5 Hz, 2 H) , 2.10-2.22 (m, 

2 H), 1.70-1.86 (m, 2 H) , 1.37-1.53 (m, 1 H), 0.98-1.32 (m, 4 H) . 
[0276] 




N2 - [i- ( 4 - ^-2 - h 'J 7Wn^ h^r y-^yt'yx;^-^) -h°^ 
^Vy-4~A}V^)V\ -N* , N4 -y7f;i/-^tv'>jy-2, 4-xTSy 
[0277] 

xf 7 7A : 4-T5y^^i/-t°^US/>- l-^^yiSt-7>;i/xxr/^ 
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C-\Z^)i?>-4-4))s-X^)V7z.> ( 1 5. Og. 13 1mmol)OWl/Xy 
( 1 6 5mL) mmz. KyXTJ^t K ( 1 3. 9g. 13 1 mmo 1 ) ZMl. Z.<T) 
S£^£SSTT\ r hyvTZm^T. N 2 #B^Tfc 3 4UM¥ L . 

*i8±T»aUfc. £*>RJt»te1WC* ( B o c ) 2 O ( 3 1 . 5 g. 144mmol) 
£1 5#jWT»JdW:. S£»£Sfflr2. 5 BEWff U 8HBLfc. 1M 

(20) . *iMt^bu^A-cr;u*yfl:L. chc i g-cttitiLfc (50) . 

#«l£MgS0 4 ±T1£$$-t*\ iFifiU «RLfc. 8fcR*S:^^y ( lOmL) * 

Kssstf. sb»£. ss-ci 04HB«ffLfc. rac^o. mtbzmb. «BErts6 

. 8g. 92%) #afi<Ol!ttfc LTfcfcflfc. 

ESI MS m/e 215, M + H + ; *H NMR (300 MHz, CDC1 3 ) ^ 3.85-4.22 (m, 2 H), 2.90 (d, 
J = 6.8 Hz, 2 H), 2.50-2.80 (m, 2 H), 1.70-2.02 (m, 3 H), 1.45 (s, 9 H), 1.10-1. 
28 (id, 2 H). 
[0278] 

77°B : 4 - [ (4-y7f^7a/-^t/ , J>'-2-^I/7^) 

1 -tr^oj s/y- l -#;Mfy»t -y^yi/xxr;^^ 

ESI MS m/e 386, M + H + ; *H NMR (300 MHz, CDC1 3 ) 8 7.81 (d, J = 8.4 Hz, 1 H), 7. 
41-7.53 (m, 2 H), 6.99-7.06 (m, 1 H), 5.16 (brs, 1 H), 4.00-4.20 (m, 2 H), 3.41 
(t, J = 6.1 Hz, 2 H), 3.26 (s, 6 H), 2.60-2.77 (m, 2 H), 1.67-1.84 (m, 3 H), 1.4 
5 (s, 9 H), 1.11-1.28 (d, 2 H) . 
[0279] 

Xf7/C : N2 - [1- (4-7u^-2-VV7)VJtuXh*i'-<>*£yX)V 
*~)V) -h 8 ^U^>-4-^;l/Xf-;l/] -N4 , -y^f^-*t/yy-2 f 4 

4- [ (4-^^rs/-^^y' , jy-2--f;i'Tay) -e^y^y 

-l-*;ktCy^t-7'^XX7 : -yK 5 0 0mg, 1. 3 Ommo 1 ) <DE t OAc ( 
5mL)fflSBffifc. EtOAc (5mL) 4^4 U<^m\^M^Mttz. Z&M&faiM 
fflTltfBHWU fflBI-Sk. &ft0BfflMTO&*ifc. ^@tt*>CH 2 c l 2 (5m 
USfflffitc. yrnK;|/Xf-;U75> (480//L, 2. 7 6mmo 1 ) SriPifc 
c «r<ofi£flj£. 4'CfcftaiU ^L4-yu^-2-hy7;l/^n^h^ri/-^y-t:y 
XW^M462mg, 1. 36mmo 1 ) OCH 2 C 1 2 ( 2 mL ) 5°COT 
■CUD**:. i<0R!Ba^ft*4 < C-C3l»BfflB ! PLfco KJE£. tfc»NaHC0 3 
tfibStffc. 1 3 TttiiSW: (30) . £fctffc*WK. MgS0 4 ±T 

jMU 777y^D7h^7^ (NH-y'J*^K ^"9* 
y^l4%H20%EtOAc) fcJOHfSW-*!:. N2 - [l- (4-7*0^-2 

, -^f;H*t/yy-2, 4-y7^(420mg, 5 5 % ) a*Hfe<?)@tt 

ESI MS m/e 588, M + H + ; *H NMR (300 MHz, CDC1 3 ) d 7.85 (d, J = 8.9 Hz, 1 H), 7. 
81 (dd, J = 8.7, 0.9 Hz, 1 H), 7.40-7.56 (in, 4 H). 7.04 (ddd, J = 8.2, 6.7, 1.6 
Hz, 1 H), 5.10-5.46 (brs, 1 H), 3.85 (d, J = 12.4 Hz, 2 H) , 3.40 (t, J = 6.4 Hz, 

2 H), 3.27 (s, 6 H), 2.56-2.67 (n. 2 H) . 1.64-1.91 (m, 3 H) , 1.23-1.43 (in, 2 H). 
[0280] 

suns 
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Htl55] 

4-7'a^-N- [l - I A-iSX+ArTS J 2-4 fr) -fcWJvy 
-4-^Mf;i] -2-M)7n^ro.*i^y- ^y-tryxM^yrs H 

[0281] 

xf y'A : 4- ('<y^;^^y^;i/,t:-;PT5y-^-f;i') -e^Uv'y- 1 - 

4-T$;*^ll-V^)~J-y-l-ti)VX-ym.t--?1-)VX.X7-)V {7 . OOg. 3 
2. 7mmo l ) COCHC I 3 ( 7 0 m L) WMZ . hUx^TSy(3. 64g, 3 
6. Ommo l ) ZMl?Z. £.tfz®W.Z 4°Ct,Z{$till , ZC l (6. 1 3 g , 35. 9 

mmo i ) 5ftfrtfznz_tz., z\<nu.m&i!Mz . m&x-i smmmn l 

. iaft)NaHco 3 Tkmmizmiti. j-mhbstchc 1 3 -cttast. (30) , m s so 4 

±Tlfc*I$-tJ\ FSU ftttU 77'yyi?n7b/77^- (v-'J^'/K 'v^y 
4>c03 3%*^5 0%EtOAc) (Cj; Oftl^S i: , 4- (^y^W^P^;!/ 

rsy-^f ;H -e^y 1 -^Mvit -yf;nxf^ ( 1 o . 7g. 94 
%) tf**&?>JM )Vb txnhtifz. 

ESI MS m/e 371, M + Na* ; 'H NMR (300 MHz, CDC1 3 )£ 7.26-7.37 (m, 5 H), 5.09 (s, 
2 H), 4.84-5.01 (m, 1 H), 3.95-4.22 (m, 2 H), 2.98-3.16 (m. 2 H), 2.66 (t, J = 

12.4 Hz, 2 H), 1.58-1.72 (m, 3 H). 1.45 (s, 9 H). 0.98-1.18 (m, 2 H). 
[0282] 

xf- yTB : yy-4 --iivx^iv-ijiv^ yl\yy;nxf /WSKig?) 
4- C<yy';i/7j-dfy*^*'-^T5y-^f-^) -t^'jy'y-i-^tfylgt- 

7*Wxxf^ (10. 2g. 29. 3mmo 1 ) cDEtOAc ( 1 OOmL) 
?S±T^fflL. EtOAc ( 1 OOmL) <f>cr>4M<7)tM>ikfcm$:1)nltz. ^<7);rg£il£M 
fflt-mt^fL. 8Wl,fc. SS^^^-9-y ( 3 0mL) tdRSS-fr. ?Ft-&ft£gffi 

t30MWLt. r^J^Htt***, ^f-9-y-cftfru ®fcrizt&&2itz> t 
. t^yy'y-4-^^^-*y^N'5yi!<y>'*;i-xx-f;^KiS (7. 24g. 8 
7%) #>fife^0ftfcLT#^ftjt,, 

ESI MS m/e 271, M (»S) + Na* ; 'H NMR (300 MHz, DMS0-d 6 ) S 9.10 (brs, 2 H), 
7.20-7.50 (m, 6 H), 5.02 (s, 2 H). 3.15-3.28 (m, 2 H), 2.68-3.02 (m, 4 H), 1.56- 
1.82 (m, 3 H), 1.20-1.52 (m, 2 H). 
[0283] 

Xt '/TC : [1- (A-~JM-)VT^J-*-rWy-2-A)V > ) -tf^'Ji/y- 

4 -4 /Mf/H -#;i-A$ yK^yyvi-xxx^^E 

ESI MS m/e 420, M + H* ; 'H NMR (300 MHz, CDC1 3 )S 7.78 (d, J = 8.2 Hz, 1 H), 7. 
21-7.49 (a. 7 H), 6.95-7.04 (m, 1 H), 5.06-5.17 (m, 2 H), 4.83-4.98 (m, 3 H), 3. 
24 (s, 6 H), 3.00-3.16 (m, 2 H), 2.77-2.91 (m, 2 H) , 1.58-1.97 (m, 3 H), 1.12-1. 
33 (m, 2 H) . 
[0284] 

Xf'/TD : 4-/ot-N- [1- (A- : J**fV7\J V-2-4A> 
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ESI MS m/e 588, M + H + ; l H NMR (300 MHz, CDC1 3 )S 7.87 (d, J = 8.7 Hz, 1 H), 7. 
78 (d, J = 8.2 Hz, 1 H), 7.44-7.59 (m, 4 H), 6.97-7.06 (id, 1 H) , 4.94-5.04 (m, 1 

H), 4.89 (d, J = 13.2 Hz, 2 H), 3.25 (s, 6 H), 2.75-2.88 (m, 4 H), 1.64-1.82 (m 
, 3 H), 1.05-1.28 (m, 2 H) . 

[0285] 



isA-4-yn±-N- [4- ( 4 - y7 f ;l/7 ^ - tV U y- 2 - «j ;l/7 $y ) 



y^-y^n^ty-l , (2 5. Og, 1 4 5mmo 1 ) 

^fy ( 1 2 5raL ) nKKt. 7yftU >«y7x^X^f;P ( 8 1 . 9g, 2 9 8m 
mo 1 ) fcjtf HJXf^rS>- (30. 1 g. 297mmol) itWttZ. dCOKJSfi 
^ft*JBSTfc2 . 5B*|SBMf Lfc (ft : *U^S&RiS) o <>V)\sT)Ua-fc ( 3 2 
. 2g, 2 9 8mm o 1 ) fcjn*. ate»«r*rFfc2 4B*fSS*¥ Lfc. RJfiH£to*« 
«U «S*SEtOActJilXH 2 OK^L^o *WB£#*U *l£EtOAc 
TttlBLfc (20) . ^^fe*BW*lMeOKHS0 4 *»«. f&»NaHC0 3 *J§ 

7h/77>f- (>-y#^K ^^y+o33%EtOAc ) tciOftS^t. 

XfiM52. Og. 9 4%) &m&<D*J)UbLTftt>tltz 9 

ESI MS m/e 405, M + Na + ; >H NMR (300 MHz, CDC1 3 ) a* 7.15-7.40 (m, 10 H), 5.07 (s 
, 4 H), 4.70-5.00 (id, 2 H) , 3.52-3.80 (n, 2 H), 1.60-1.80 (m, 4 H), 1.45-1.60 (id 
, 4 H). 



i^- ( 4 - <y y*;l/^^7 - y ^ y ) -^A'syS^y 
^X^tVU (9 1. 7g. 240mmo 1 ) cOMeOH (460mL) jgffifc. 5%P 
d/C(9. I7g) ZHnlt:. RJt8te»*2»T* *^#HMTt2. 5Bf§®ffL 

xTSVOMeOH (5 50mL) (Boc) 2 0 (6. 5 9g. 30. 2mm 

ol)^MeOH(80mL) iK4»ittttLfco RJGfi£tt££ffiTl . 5 
BBWffU «BU:. H 2 OT»*»Lfcfttc, CHC 1 3 TftSiLfc (30) 

. ^^c*«ilS:MgS04±T^$^. riiL. iSffitSL (4-75/ 
-y?n^y;l/) -*;^Qyit-7'f;l/X^f/K7. 7 8g. 15%. fflS)# 
m&n*4frbLXm>tit:. *JB£««U SSftSrMe OH£*§a>U MgS0 4 ± 

Trans*, rat. aawsi:. @jR$^vrsy (32. 9g> tm&oxjfrt 

LX'&btltz. W5L%tltzi?T$V (3 2. 9g. 2 8 8mm o 1 ) OTeOH (66 0 




F 
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mL) ®mz. (Boc) 2 0 (6. 29g. 28. 8mmol)<7)MeOH(80mL 

) ®m5tifmfrvxmnuz. KmM&mzm&xi ommmm. tmuz. h 2 o 
x-m-uzmz, *«stchc 1 3 xmmuz < 30) . &*>ittt®mmgso 4 ± 

X'ffiskZ-t. iPiiU mmt&b. U-TSZ-^y-o'v*^) -ti)W*$y 
it-/f;l,xxf;K8. 1 6g, 1 6%. fflS) tfttfecW'f lit LX%hfitz. * 

s [siiR^ix^^rsy (23. i g ) tfm&co*4>\st t ixn^titz. m^fit^r 

(2 3. lg. 202mmol)MeOH(462mL) CD®mt,Z. (Boc) 2 
0(4. 4 2 g. 2 0. 3mmo 1 ) OTeOH (5 6mL) 4 B^l^trtiMll L 

fc. RJ^^fe^^ST'3. 5BH3®f¥U ««SL£. H 2 OtC^Uc^H, *«$rC 
HC 1 3 T1*ajL£ ( 30) . £jbttfc*«a*Mg S0 4 ±T$6«$-1i\ **»U «8 
■tSt. i^X- (4-757-^^0^^) -^A'syit-/f;PXXf/l' (5 

. oig, mzmfMzftix i o%) a^^^n ivt ix&t>titz. *«£««u m 
T5>(i6. og) im&n^Aht LT4f&*ifc. WRZitfzVT^v ( 1 6. og 

N 14 0mmo 1 ) f)MeOH (3 20mL) MC, (Boc) 2 0 (3. 06g, 1 
4. Oramo 1 ) OTeOH (40mL) ?§^Sr4^raWr»L/S. R^Wt^Vni^M 
fflTl 3«HH«PU «BU:. H 2 Otc**»U:»(c, *Ji£CHC 1 3 TtttfiU: ( 

30) . &hittzwmz. Mgso 4 it«§^ rau iitsk, (4 

-TSy-x^o^df^) -^/WN'S^Kt-yf/PX^f^ (3. 53g, fcKf&Jgm 

u Mgso 4 ±T«ais*. rait, wmt&t* wmztuzVTs.y < 1 1. 1 g) 

ESI MS m/e 215, M + H* ; »H NMR (300 MHz, CDC1 3 ) 3 4.30-4.82 (m, 1 H), 3.50-3.80 
(m, 1 H), 2.78-2.95 (in, 1 H), 1.44 (s, 9H), 1.20-1.80 (m, 8 H). 
[0288] 

ZT/7C : y^-N2 - ( 4 -T 5 J -isfU^isfU) -N* , N4 -*J 
-WJy-2, 4-y'7S>'^ 

jWWloXfi'TB-CilWifc (2-^no-^V>jy-4— OH -^Vf-^- 
T5y(3. 00g, 14. 4mmo 1 ) HXVisX- (4-7S/-y?a^y^) 
-^I'A'S/'gt-yf/Px^fyl'O. 7 2g. 17. 4mmo 1 ) frhtt 2-Tu 
) V-/M 1 0 m L) #<Dg£tt£jISTK 5 . 5 BISHRtf L . «3dN a H C O 3 mm 

tar. 7k«£CHc 1 3 -cttajLfc ( 30) . ^tfctit^Mgso 4 ±-caa»3 

%EtOAc) fciOKMW-Si:. »JW**tr^- [4- (4-S^/l/T5y-*t 
yjy-2 — f;PTSy ) -i'?n'v*S//W] -*^A'syit-Wxxf^(5. 
4 4 g ) ff%&<7)*4 tit LXftt>tltz . flK^K (5. 44g)«EtOAc (10 
mL) SIC. EtOAc (50mL) <K>4 MOS-ft*** flD*.*:. RJSS^-ft^Sffi 

t2«ffL, imitz, mmmm a h c o 3 *»7^* n-fk u arei** 

7F31fc J: 0 d^X-N2 - (4-7;y-y?n\JfyM -N4 , 

f-^-^^yyy-2, 4-y'7$y(2. 26g. 5 5%) tf&&<rjWfctLX'®htl 
iz. ;«*1^CHC 1 3 -C»ajLfc ( 30) . ^tS«WJMgS0 4 ±TS6«$ 
4*\ jFiiU ?g*tl>fc. yX-N2 - (4-TS7->-^DA,dfv-;W) -N4 , N« - 
^f-^-df^y'Jy-2. 4-y*7SV (687mg. 1 7% ) tfSfecoStti: LTt« 

ESI MS m/e 285, M* ; J H NMR (300 MHz, DMSO-d 6 ) d 7.86 <d, J = 7.5 Hz, 1 H), 7.47 
(t. J = 8.3 Hz, 1 H). 7.29 (d, J = 8.3 Hz, 1 H), 7.01 (t, J = 7.6 Hz, 1 H), 6.5 

6 (d, J = 7.5 Hz, 1 H), 3.83-4.06 (n, 1 H), 3.38-3.52 (m, 1 H), 3.20 (s, 6 H), 1 

.22-1.82 (a, 8 H). 
[0289] 
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ZtvTD : [4- ( A-i/X^VTS. S-^/V V- 2 

2, 4-y'TSy (680mg. 2. 3 8mmo 1 ) OCH 2 C 1 2 ( 7m L 

, *M yrpt^xf-^rsy <620/iU 3. 56mmo 1 ) &anifc. i<oiB^ft 
U »ffc4 -/at- 2 - h 'J 7/l^oj* h^^-^O-t'^T.;^-^ ( 
849mg. 2. 50mmo 1 ) OCH 2 C 1 2 ( 3mL) *ft&8BnW:. Ri6ffl£* 
£*>3±T'6. SlflfflWPLfc. ISWNaHCOg *»«fTff±$-««;. 7j<«Sr 

„ CHC 1 3 T-tttflU: (30) . ^•*fc*tW*MgS0 4 ±TflSai§*, iPiiU 
ffiHU 777ya?n7b/77-f- (NH-v>J#y/k ^fy«f«3 3%EtO 
Ac) £<fc9«i5-f6i, ^X-4-7*nt-N- [4- U-S^f-^T 5 
UV-2-- f^T57 ) -i^^o^^U] -2-M)7^o^b=Jfv-<y-t*y^;l- 
tf^TSK (782mg. 56%) ^SffeOHfti: LT»6flfc. 
ESI MS m/e 588, M* ;'H NMR (300 MHz, CDC1 3 ) $ 7.92 (d, J = 8.9 Hz, 1 H), 7.81 (d 
d, J = 8.3, 1.2 Hz, 1 H), 7.41-7.58 (m, 4 H), 7.04 (ddd, J = 8.3, 6.6, 1.6 Hz, 1 
H), 4.00-4.12 (m, 1 H), 3.36-3.45 (m, 1 H), 3.31 (s, 6 H), 1.54-1.84 (m, 8 H). 
[0290] 

HL157] 



byyx-N- {4- [ {A-iS*j-)V7$;-*i-YVV-2-' f;Pr$7 ) 
[0291] 

XT-yy'A: hyyx-N- {4- [ ( 4-^^75 y-^/y 

ESI MS m/e 392, M + H* ; 'H NMR (300 MHz, CDCl 3 ) 5 7.81 (d, J = 7.8 Hz, 1 H), 7. 
38-7.53 On, 2 H), 7.02 (ddd, J = 8.3, 6.6, 1.6 Hz, 1 H), 5.07 (brs. 1 H), 4.61 ( 
brs, 1 H), 3.36 (t, J = 6.2 Hz, 2 H), 3.27 (s. 6 H), 2.94 (s, 3 H), 2.91-3.01 (n 
, 2 H), 1.76-1.98 On, 4 H), 1.37-1.64 (m, 2 H), 0.85-1.12 (m, 4 H). 
[0292] 

HL158] 



byyx-N- {4- [ (4 -5>*f-;U7S V- 2— ^;PT57) 





O 



(311) 
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)V] -i/^oMy;Mf;H —2 — b U^/M'EM b^zs—^yXTi H 
[02931 

^T77A: h^yx-N- {4- [ ( 4 -y'^WS 7 -^V'J V- 2 -- f /U 

Ute^JlOXr /rGtlf^ixJth^yx- (4 - [ (4-^f-;WTS/-^VU 
y-2--f;PT$y) -*+&] i/yw^^Vt^V) -^y^SvSt -7*f-;Pxx 
f/U (80 0mg. 1 . 9 3mmo 1 ) OEtOAc (1 OmL) JgjSJStC. EtOAc 

( 1 OmL) +04M<7)tS-fC*»lrSni.7t. dcOig^$:MiaT'6 04tfa$#L. iiH-f 
afe^lttrt^ftfc,, dOHftOCHs C 1 2 ( 1 OmL) i^MVr 
DhVWX^TSy (706^L. 4. 05mmo 1 ) £flD;L£. i^?i^2r4'C^ 
Sit. &ft2- ( M) 7;^ h y ) \y/^K 4 5 5 m g , 2. 03mmo 1 ) 
C0CH 2 C 1 2 ( 4mL) £<*>EJ6»#ft£4TC"C9 04HHJJI 

ffLfc. f&fcNaHC0 3 *»arc#jt$«fc. *«£CHC 1 3 TltttlUc ( 

3®) . £*>itKimmzMgso 4 ±.T&mzit. rau ^mt. 777^^0? 

h^yy-i- (NH-^'J^y;K Mt^«33%EtOAc) {Cj: OttS^Si; , 

h^vx-N- {4- [ ( 4 - ^ ^ur 5 y >J y- 2 -4 5 / ) 

] -y?oMyWf^| -2-MJ7JWO.* h^fx-OXTSH (772mg, 
8 0%) #$StfeOllftfc LTfcMlfc. 

ESI MS m/e 502, M + H + ; 'H NMR (300 MHz, CDCl 3 ) <5" 7.90 (dd, J = 7.4, 1.6, Hz, 1 
H), 7.81 (d, J = 8.1 Hz, 1 H), 7.33-7.55 (m, 4 H), 7.29 (d, J = 8.8, Hz, 1 H), 
6.96-7.08 (m, 1 H), 6.55 (brs. 1 H), 4.97 (brs, 1 H), 3.28-3.43 (m, 4 H), 3.26 ( 
s, 6 H), 1.76-2.10 (m. 4 H), 1.44-1.72 (m, 2 H), 0.90-1.21 (m, 4 H). 
[0294] 

mmm\ 2 

HL159] 




Yyyx-yjfy-\-X)V^>m. U- [ {4- i J*1-)VT$.J-* J ^/ > )y-2- 
[0295] 

xr-yTA: hyyx-zffy-i -xjv-frvm <4- [ u-s^f-^rsy-* 

■fV'Jy- 2 -4/1/7*$ 7) -X1~)V] -is7w^*is)VX*)V) -Tsl'cO^-ES; 

ESI MS m/e 434, M + H + ; 'H NMR (300 MHz. CDC1 3 ) <J 7.81 (d, J = 8.2 Hz. 1 H), 7. 
35-7.54 On. 2 H), 6.97-7.07 (m, 1 H), 4.41 (t, J = 6.1 Hz, 1 H), 3.36 (t, J = 6. 
1 Hz, 2 H). 3.27 (s, 6 H), 2.89-3.05 (m, 4 H), 1.71-1.97 (m. , 6 H), 1.37-1.65 (n 
, 4 H), 0.82-1.12 (a. 7 H). 
[0296] 

mm\ 3 



[£160] 
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5/) -^f-^] -y^MylWflH -2- h';7^o^ hdf^-^yXTS F 
[0297] 

Xf "/TA : 4-7'D^-2-Ml7^n^ h*v- O-XT^rt K<7)-&j£ 
4-Xn*-l-3-F-2-hl/77k*o;><h^-^y-fc:>" (1. OOg. 2. 7 
2mm o DOTHF ( 1 5mL) 7 8°C(^aL. +<7) 2 . 6 6M<7) 

BuLi (2. 05mL, 5. 4 4 mm o 1 ) ^ ; MaLti. RJ£?I^5r- 7 8°CT' 1 . 
5B#P B 1Jgi¥U N-*yU5;U^*';y (0. 57mL. 5. 63mmo 1 ) ZMZ-tl. 

mM-sviz - 7 8'cx- 1 5 #isl $ h iz-m&Ts o^mmtftt^ u.mz . o . 2 5 m 

«K7K?S?g ( 1 OmL) -C'f?ih^^ ^t/dl^^EtOAct'ttaiL/i ( 30) „ 

-f- (v-'J^y/U. ^ty^2%K5%EtOAc) OfiSt"* i: . 4-Xn 
- 2 — MJ 7fr*aX hdf */-KVXTArf}z H ( 5 6 Omg, 77%) tflfiffifeOQ 

CI MS ra/e 269, M + H + ; iH NMR (300 MHz, CDC1 3 ) d 10.33 (s, 1 H), 7.85 (d, J = 8 
.1 Hz, 1 H), 7.50-7.67 (m, 2 H). 
[0298] 

Xf-y7B : 4 -^Dt- 2- M) 7/M"n.>< x-$&#i80>£j£ 
1, 4-j*fr3-9-y (2 7mL) iUtfH 2 O (9mL) cfc04 -/at - 2 - M) 7 
Wn^h^fy-^yXr^ftF (550mg, 2. 04mmol) COMM* A'ClZfti 
fflltz. Z<D®mz, 7SFSi(29 6mg, 3. 0 5mmo 1 ) tiXVV >M-*m 
^y*)VJ±ZMtfto (1. 4g, 8. 98mmo 1 ) ^Jn^f^o ;W^*^4°C-C1 5 
tfHStfU:. ;<7)ME^Wt. ©S*ig-^hU7A (238mg, 2. 63mmo 1 

) oh 2 o ( i . 5mD mmnm. a°cx-\ 5ftmmftitz. zcoKmm^mz. n 

a 2 C0 3 (304mg > 2. 4 lmmo 1 ) ^Ml. 4°CT'l 5#§jjj$#L£. Zcr>M. 

■smtmuc i ( p h=i ) -cKttftu *1£chc 1 3 -e»asufc (30) . 

vD^yVk CHC 1 3 +<7)l%MeOH) i OffS^t > 4 -7*u*-2- h 'J 7 
/M-n* h*^-$jg.#K ( 4 7 l mg, 8 1%) tf&tenmfck LXMtVfc. 

ESI MS n/e 284, M* ; >H NMR (300 MHz, CDC1 3 )S 7.98 (d, J = 8.4 Hz, 1 H) , 7.53-7 
.62 (a. 2 H). 
[0299] 

Xf7 7*C : f?yX-4-m-N- {4- [ ( 4 -isX+flT 5 
V-2--i)l7iiJ) -y?DMyiMf;H -2-\-V7)V*uXV*is 

4-Xo*-2-M»7^3fD^hdfiy-^&#K (454mg. 1. 59mmol) 
OCH 2 C 1 2 (6mL) SgJRK, DMF(1. 5/xL. 0. 02mmol) fcitfSO 
C 1 2 ( 1 58>uL, 2. 1 7mmo 1 ) ZHaltc. diOil^SrMSTFt 

u - [ (4-^f-*rsy-^-*-yjy-2— f^rsy) -^f-^ 

] y?DMy/Mf;H -*^A'Sy8t-7*f/HXf^ (624mg> 1. 51m 
mo I ) CDEtOAc ( 1 OmL) Bffimz. EtOAc (8mL) 3?<r>A Mtf>t&fbfc3fc 
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(r>®&COCH 2 C 1 2 (6mL) !KKK£. V 7° D tVUX^-n-T 5 V (552juL. 
3. 1 7mmo 1 ) SrflOX*:. CI<0lg^$r4 0 Ct^aL, KttMfctteOC H 2 Cl 2 (6 
mL> *»£5t:JaTCai£fc. £<ORJ6»£!ft£4iCT2. 5B*IBHWf Lfc. RJE*. 
«DNaHC0 3 *S»fCfM:$-£fc. 7jcl2rCHC 1 3 T'tttBt^ (30). £;btffc 
Wil*M8S04±-Cflai§^ jPiBU MRU 777Xa;D7h/77^- (N 
H-^'JjW/K Mty+«3 3%EtOAc) DIHM"* t . h7>"X-4-7* 

ot-N- {4- [ (4-x^f-^Tsy-^-fyu v-2--f;ursy) - 

is9u<s.*is>V*^)V) -2-VV7>V*uXY*i/-KVXT$. Y (309mg. 3 5 
%) ^HfeOSftt LTf#S>*lfc. 

ESI MS m/e 580, M + H* : 1 H NMR (300 MHz, CDC1 3 ) 8 7.89 (d, J = 8.4 Hz, 1 H), 7. 
81 (d, J = 8.2 Hz, 1 H), 7.39-7.67 (n, 4 H), 7.02 (ddd, J = 8.2, 6.4, 1.9 Hz, 1 
H), 6.53 (brs, 1 H), 4.99 (brs, 1 H), 3.37 (t, J = 6.5 Hz, 2 H), 3.32 (t, J = 6. 
3 Hz, 2 H), 3.27 (s, 6 H), 1.76-2.02 (m, 4 H), 1.48-1.67 (m, 2 H) , 0.94-1.16 (m, 

4 H). 

[0300] 

mmiA 

Htl61] 



h7>X-N- {4- [ ( 4-^f7W7$y-^-fV l J>'- 2-4^7$/) 
;H -i/^o^* x;k*f7H —2—h D7/M"0,>i Y$;i'- f <.V*£vX)\>i£VT% F 
[0301] 

Xf 77A : (4- [ ( 4 -*J**)VT 5 / -*7V'J 2 — f /P 

7$/) -^-f/U] -is?w\*i/)l>X<f-M -2-bU7;^o^h#^-'<.>-b*yx 

UttWl^Xr-yrG-CIf ^ti^h^yx- {4- [ (4-^*f^7$ y-^/'J 

f/K50Omg, 1 . 2 1 no 1 ) <7)EtOAc (8mL) JgjSiRK. EtOAc ( 
7mL) +c04MWbK«SrJPi.^. itfHteftfcSar^ OftHJgff U iWtfSi: 
. BfeWlW^f*&;h.fc. <I<7)ll#:OC H 2 C 1 2 ( 7 m L) Sjg&K. t 'J ^(21 
5//L s 2. 66mmo 1 ) fcjnifc. £<Ofi£ft*4 , Cfc:#SJU &£2 - h V 7 >l>* 
D*b*v-<y-te'y;^*-/M3 3 lmg. 1. 2 7mmo 1 ) <9CH 2 C 1 2 (2 
m L ) mm 5 'CttTXDUl tz . £ <OKJBS£«l£ 4 °CT' 2 BftSffiff Lfc . RIE£\ f&ft 
NaHC0 3 *»»-Cff±S*t. *H£CHC 1 3 TfllfflU: (30) . 
l£MgS0 4 ±Tte**3-£. FSU ttMU vvvi/z.lwY'fy-? i- (NH- 
v'J^k Mt>'+O2 0%Et0Ac) fcJOftRtfci:. hy>X-N- {4- 

[ (4-^Vf-;i/7$y-*-ry"y v-2-4/i/rsy ) -*f-;t<] -i^o'v^M 
f-;H -2-h'J7;^n^ r-df ^-^yHfy^*>-75 F ( 2 3 lmg, 3 6%) * s 

ESI MS m/e 538, M + H* ; 'H NMR (300 MHz, CDC1 3 ) $ 8.03 (dd, J = 8.0, 1.6 Hz, 1 
H), 7.81 (d, J = 8.2 Hz, 1 H), 7.57-7.66 (m, 1 H), 7.36-7.52 (m. 4 H), 7.02 (ddd 
, J = 8.3, 6.5, 1.7 Hz, 1 H), 4.94 (brs, 1 H), 4.66 (brs, 1 H), 3.34 (t, J = 6.4 
Hz, 2 H), 3.26 (s, 6 H), 2.78 (t. J = 6.2 Hz, 2 H), 1.68-2.01 (m, 4 H), 1.29-1. 




6 b 



(314) 
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60 (m, 2 H), 0.79-1.07 (m, 4 H) . 
[0302] 

mm I 5 




[0303] 

Xf-yTA : b?yx-N2 - ( 4 -7 ^ is7u^i/)VXj-)V) -N 4 

, N 4 -S^f^-^/U >-2, 4-^7^yO^ 

b7^~ (4- [ {4-V*^)VT\J-*k J FVVy-2-4)VT^J ) 
-y»?u^is}\/*^)V) -^;l/A^y^t-y^;l/XXr;I/ ( 20. lg, 48. 6m 
moD^EtOAc (200mL) SSiS^. EtOAc (2 00mL) +^4M^S 

iaWNaHC0 3 *^ (pH=9) iHSSU 777y^nv 

(NH^'J^K CHC 1 3 ^33%MeOH) DfitSWS . h 
?yx-N2 - (4-T$y^^;u-^^ U'V* +)V ) -N4 , N 4 -x^^- 

4-y7S>(14. 7g. 9 7%) LT^^a^o 
ESI MS m/e 314, M + H + ; ! H NMR (300 MHz, CDCI 3 ) 8 7.81 (d, J = 8.2 Hz, 1 H), 7. 
42-7.52 (m, 2 H), 7.01 (ddd, J = 8.2, 6.2, 0.9 Hz, 1 H), 4.95 (brs, 1 H) , 3.36 ( 
t, J = 6.3 Hz, 2 H), 3.26 (s, 6 H), 2.52 (d, J = 6.4 Hz, 2 H), 1.75-1.% (m, 5 H 
), 1.48-1.66 (id, 1 H), 0.82-1.40 (m, 6 H). 
[0304] 

Xf77B : h^XX-N2 - {4 - [ (4-7o^-2- b'j7^n^ h^y- 
K>it>l>7iS) -^f-yH -y^PMy/Wf/H ~N 4 , N 4 -c^^-^y 
•JV-2, 4-^75>^f£ 

h^yx-N2 - (4-7^y^f;l/-y?nMy;Mf^) -N 4 , N 4 -^f- 
;P-^r^y' , J>'~2, 4-y7Sy (500mg, 1. 59mmol)cOCH 2 Cl 2 ( 
5mL) mmz, mmMl 3<7)XTyrKX^tltzA-^U^-2-h^)y)VitUy( h 
^y-<yX7^ftK(4 28mg, 1. 59mmo 1 ) , »i (9 5mg, 1. 5 9 
mmo 1 ) &J:tA*NaBH (OAc) 3 ( 5 05mg, 2. 38mmol) Zttiltl. Z 

?km. CHC 1 3 TtttHLfc (30) . ^ii:fcWDIilS:MgS0 4 ±r^$^ F 
»U 2RKU 777^u7h^7^- (NH-y'J*y';k ^f^>+tf)50% 
EtOAc ) <,z£r)mmt&t. h^yx-N2 - {4 - [ (4-7o^-2-HJ7/i/ 

^b^y-^y>75./) -*+)V] -y^n^y;Mf;H — N 4 , N 4 — x 
4-vr5y (783ms, 8 9%) *^Hfe^g|f*:i:LT# 

ESI MS m/e 566, M + H + ; *H NMR (300 MHz, CDC1 3 ) d 7.80 (d, J = 8.2 Hz, 1 H), 7. 
34-7.52 (m, 5 H), 7.01 (ddd, J = 8.3, 6.2, 2.0 Hz, 1 H), 5.00 (brs, 1 H) , 3.77 ( 
s, 2 H), 3.36 (t, J = 6.3 Hz, 2 H), 3.26 (s, 6 H), 2.43 (d, J = 6.7 Hz, 2 H), 1. 
76-1.95 (m,, 4 H), 1.34-1.65 (in, 2 H), 0.83-1.12 (m, 4 H). 
[0305] 
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mm 1 6 

[ftl63] 




F^pF 



Br 



d'6 



$y ) -**)l>] -i^u^f^/Py^/W -N-yf^-2-hU7;M-oy h3ri/- 



XT77A: h7yx-4-/n^-N- {4- [ ( 4 -S^^T 5 y-^V'J 
y-2^f^rsy ) -*^] -5/?n\*5/;Mt;H -N-y^yP- 2- h U7/P 

*li^Jl^r7rHTl#^^b^>X-4-7*n^-N- {4- [ (4-i^fvU 

r^y-^/y ) -yf-;u] -^n^5//wf;H -2-mj 

7;Wn^h^y-^y-b>^V7SF (38 0mg, 0. 6 1 mmo 1 ) <7)DM F 
(2mL)iI{:, ^-f^cO60%7K«^hU^A (24. 6mg. 0. 61mmo 

3-M^y(38. 3juL, 0. 6 Immo 1 ) ZMl. ^tT3B*ia«#Ufc. RJS 
2\ ft»NaHC0 3 *ifflltffj|:Hfc, *|*EtOAct»ajLfc (30) . &h 

(NH-5/U*y;k ^^y*<7)2 5%EtOAc, Sfcfc^uayjk CHC l 3 4* 
05%MeOH) fcJOSStt-fcfc. h5XX-4-7Q*-N- {4- [ (4-^yf- 
5 y -^r^v u y- 2 - /i/T 5 y ) -yf*;id -^n^s^yf^} -N-y 

*7W-2-MJ7/k*uy h^^-<yHr>^*yTSF (268mg, 6 9%) 

ESI MS m/e 630, M + H + ; *H NMR (300 MHz, CDC1 3 ) £ 7.88 (d, J = 9.2 Hz, 1 H), 7. 
81 (d, J = 8.4 Hz, 1 H), 7.41-7.57 (m, 4 H), 7.03 (ddd, J = 8.4, 6.3, 1.8 Hz, 1 
H), 3.37 (t, J = 6.2 Hz, 2 H). 3.27 (s, 6 H), 2.97 (d, J = 7.5 Hz, 2H), 2.81 (s, 

3H), 1.73-1.97 (m, 4H) , 1.46-1.66 (m, 2H), 0.83-1.12 (m, 4H). 

[0307] 

Iftl64] 



Yyyx-K? - (4 - < [ (4-7o^-2-HJ7/M-c?y y*is-Ky*j)V) - 
y^-TSy] -y^;U> -i/?DMi/;Wf;H — N 4 , N 4 -yy^-*^/ 
yy-2, 4-^T5y 



Xf77'A : h^yX-N2 - (4- { [ (4-:/P*:-2-Mj7;M-oy h*is 
-Kyis)V) -y^;l/-7Sy] -**;H -y?oMy;Wf;H — N 4 , N 4 



[0306] 




[0308] 



(316) 



=81^2004-31551 1 (P2004- 



HJ60U 5<7)XT vrnX'ftt>tltzYy>X-K* - <4- [ (4-7ot-2-b >J 

-y7f^tV'Jy-2, 4-y'7Sy (290mg, 0. 5 2mmo l ) «CH 2 
Cl 2 (3mL)M{:, 3 7%*;WAr^rtH7WM(4 2mg, 0. 5 2mmol 
l.ftKOlmg. 0. 52mmol) fcit/'NaBH (OAc) 3 (165mg, 0 
. 78mmo l ) £«)Rje3teft££a"? 1 9B*P B TO¥Uc. RJS£, ®*1N 

aHC0 3 **»refM:S-£fc. rtflfcCHC 1 3 X°M£Ltz ( 30) . WHS 
*MgS0 4 ±-CK*l3-£. r»L. itfSU 75yi^?n-?b/57>f- (NH-v 
>J#y>k 'vSMf>"*'tf>2 5%EtOAc ) ICiOffH-fSt. h7>^-N2 - (4- 

( [ (4-7"o^-2-h'J7^3i-o^h4fx- ^yy» -y^/u-rs/] 

) -i^n^=*v/k*^;W) -N4 , N4 -i/^f-;u— df-fyy y-2, 4-^75^ ( 

1 5 3 m g . 51%) mmt&mkt LTftfcflfc. 

ESI MS m/e 580, M + H* ; 1 H NMR (300 MHz, CDC1 3 ) S 7.81 (d, J = 7.6 Hz. 1 H), 7. 
34-7.53 (m. 5 H). 7.02 (ddd, J = 8.3, 6.2, 2.0 Hz, 1 H), 3.44 (s, 2 H), 3.36 (t, 

J = 6.3 Hz, 2 H), 3.27 (s, 6 H), 2.14 (s, 3H), 2.11-2.18 (m, 2 H), 1.81-1.% On 
,, 4H), 1.36-1.66 (m, 2 H), 0.73-1.13 (m, 4 H). 

[0309] 
HMIJ18 

[£165] 




h=3f^-h'7x^-4-X/U*yK {4- [ (4-iS 

[0310] 

Xt-vTA : VjyA-3-h0y)\'*V*h*i'-'t'7x-)l'-4-Z)V*y& { 
4- [ (4-^f-;I/T5/-^VU>'-2-'f;PT5y') -**>H -S^O*^ 

HiSWl^r-yrHT1#^>ix^h^yx-4-7D^-N- {4- [ {A-V^iV 
TiJ-*^/Vy-2-4)VT$.J) -z/tW^i/Wf-fo) - 2 - h 'J 

7/M-ny. y^is-KvtlyxtVfcyT^ K ( 1 2 2mg, 0. 1 98mmo 1 ) ^h;l 
iy (2. 7mL) M e OH (O. 9mL) » 2M<7)K 2 C0 3 *?i$ (0. 9 

mL) . 7x-;l^o>S (2 9. Omg, O. 2 3 7mmo 1 ) HXX/fhy^X ( h 
'j7i^ta7^)^7y'?A(2 3. Omg. 0. 0 2mmo 1 ) SrSnxft. -TO 
EJ6ffi#ft£ 1 3 0*C"C1 OBflSIJWHLfc. <r^£tt£*4H=ii#\ *JIS:CHC 1 3 

TisthUc oni) . Mg so 4 ±.x-&mit. s*au mu 75 

7yi;n-7f^77-(- ( NH-j/'J*^k ^:if -9-^4*73 2 5%EtOAc, 
i^J&^k CHC l 3 +c09%MeOH) fcj: OfSSS-f St , b 3 - b V 7;P 

5Td^ t'7i-/i/- 4-x;i-*yi {4- [ u-^f-zuTsy-^-truy 

-2-4/VTS7) -**)l>] -y^DMyWW! -TS H(77mg. 0. 12 
5mm o 1 ) #fifecOffl*fc LTfl4>*lfc. 

ESI MS m/e 614, M + H* ; 'H NMR (200 MHz, CDC1 3 )S 8.07 (d, J = 8.4 Hz. 1 H), 7. 
82 (d. J = 8.8 Hz, 1 H), 7.38-7.67 (m, 9 H), 7.03 (ddd, J = 8.4, 6.2, 2.2 Hz, 1 
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H), 5.11 (brs, 1 H), 4.71 (brs, 1 H), 3.35 (t, J = 6.2 Hz, 2 H), 3.27 (s, 6 H), 
2.73-2.90 (m, 2 H), 1.67-2.03 (m, 4 H), 1.30-1.64 (m. 2 H) , 0.75-1.16 (in, 4 H). 

[0311] 
SUM 19 

[€166] 



YyyA-ittfy- l-A)V*sym {A- [ ( 4 -i?*+)VT 5 V- 2 
[0312] 

AtvTA: yyyx-*7?y-\-X)V*>m. (4- [ (4-^^757- 

ESI MS n/e 490, M + H + ; *H NMR (300 MHz, CDC1 3 ) £ 7.81 (d, J = 7.8 Hz, 1 H), 7. 
38-7.54 (m, 2 H), 7.02 (ddd, J = 8.3, 6.6, 1.7 Hz, 1 H) , 5.01 (brs, 1 H) , 4.45 ( 
t, J = 6.2 Hz, 1 H), 3.36 (t, J = 6.2 Hz, 2 H) , 3.26 (s, 6 H), 2.86-3.04 (m, 4 H 
), 1.70-1.96 (id, 6 H), 1.12-1.65 (m, 11 H), 0.76-1.11 (m, 8 H). 
[0313] 

mm 20 
mm 



v?yx-Turty-2-X)\s*ym {a- [ {4-i?*+}VT$J-*+V»>-2 

--f 71/75 7) -*^)V~\ -is9u^*cis)V*^)V} -75 F 



Xf7/A: hyyx-rajiy-2-x^yM (4- [ (4-y>f-;P75/- 
*tV'*Jy-2-J HTzlS ) -x^jl] -y^aMy;Mf;H -75 Ftf>£j£ 

lOtffll 5<aXr vTAX*'&t>iltzhyyA-N2 - (4-7^^f/l'-y?nM 
yiMf/H -N4 , N4-j/^-WJy-2, 4 -y75V ( 2 2 7mg, 0 
. 7 2mmo 1 ) <7)CH 2 C 1 2 (4mL) SSBffit, ^yrottl/XfyPTSy ( 2 
6 3juL, 1. 5 lmmo 1 ) ZMttz. £Offi£»£4T:fc:&ffl U J&ffc2 -Toy\°y 
( 1 08mg. 0. 76mrnol)^CH 2 Cl 2 ( lmL) SXJJTF 
TUnifc. £*>RJ6fi£ttS:giBTl 2WfLt. RIB*. tt»NaHC0 3 **» 
T#jt3*fc. 7kl£CHC 1 3-CifcBLfc (30) . ^*yfrfc*WI^MgS04±"C 
SB»S-fr. r»U 81U 7ryy^n7h/77^- (NH-S/Uay/k 
>-4><7)6 6%EtOAc) \Zi*)fflNftht. h7^-7°DAy-2-^*y8{4 

- [ (A-¥*^)VT^y-* J tv* x )y-2-4)VT^y) 

**;H -75 F (135mg % 4 5%) fttftg&OBfrfc 




6"b 




do 
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ESI MS m/e 420, M + H + ; l H NMR (300 MHz, CDC1 3 )S 7.81 (d, J = 7.8 Hz, 1 H), 7. 
39-7.52 (m, 2 H), 7.02 (ddd, J = 8.3, 6.5, 1.7 Hz, 1 H), 5.02 (brs, 1 H), 4.22 ( 
t, J = 6.2 Hz, 1 H), 3.36 (t, J = 6.2 Hz. 2 H), 3.27 (s, 6 H), 3.09-3.21 (ra, 1 H 
), 2.97 (t, J = 6.5 Hz, 2 H),' 1.75-1.97 (m, 4 H), 1.39-1.64 (m, 2 H) , 1.37 (d, J 

= 6.8 Hz, 6 H), 0.85-1.12 (m, 4 H). 

[0315] 

mm i 

Hfcl68] 




N2 - [ i - (4-/n^-2-b , J7;i/^ -t°u 
[0316] 

Xf7/A: 1- (4-yn^-2~hU7;^o^h^r^-^y-ify^;^-;P) 

en'Jy>-3-^;P-*;i/A'$yit~/f^xxf^ ( 1 . OOg, 5. 37mm 
ol)cOCH 2 Cl 2 (lOmL) ffim^ VA V TotVl/Xf^T S > ( 1 - 9 6 m L 
. 5. 9 2mmo 1 ) £Jn£fc. £<Ofi£*«rOt:fc?£»U £ft4 -/n^£- 2 - h 'J 
7;M-o* (2. 01g> 5. 9 2mmo 1 ) WH 2 C 1 

2 ( i omD mmi oraTtthifc. £*>seii6»*4xrci 5#iasH¥u c 

HC 1 3 feJ:tXfiftNaHC03*»«C»*»lLfc. 2o<0ffl£#JIU *JI£CHC 1 
3 TtttBUc (20) . ^^»^MgS0 4 l«§t FiBU «BI — iS 

ETkfflkzit&k. ms&^wmmktLti. z^m^cuc 1 3 ( 5 omD 

fc. EtOAc (50mL) +^4 M^^b**S:JPi.3t. £<OS£ft£SfiTl B$iaJS 
ffU r»L, EtOAcT&^U «ETt:9a»S*Si:. 1- (4-7n*-2-b 
V7)V*uXY*i'-'<>y*£yx)V7b-}V) -b°nU^y-3--f;i/T5y^S ( l . 
83g, 8 0%) ^Sfec7)H^i:LT#4)ilfc* 

ESI MS m/e 388, M + GS$tS); *H NMR (300 MHz, DMS0-d 6 ) d 8.44 (brs, 3 H), 7.82-7. 
94 (o, 3 H), 3.76-3.84 (m, 1 H), 3.42-3.58 (n, 2 H) , 3.23-3.40 (ra, 2 H) , 2.10- 
2.23 (m, 1 H) , 1.88-2.02 (ra, 1 H). 
[0317] 

Xf'/TB : N2 - [ 1 - ( 4 -70*- 2 - MJ 7JM-U* Y*>>-Ky*£yA)V 

ESI MS m/e 560, M + H + ; *H NMR (300 MHz, CDC1 3 )S 7.82-7.89 (m. 2 H), 7.40-7.75 
(m, 4 H), 7.08 (ddd, J = 8.3, 6.8, 1.5 Hz, 1 H), 4.83 (brs, 1 H), 4.53-4.64 (m, 
1 H), 3.75 (dd, J = 10.3, 5.8 Hz, 1 H), 3.48-3.64 (m, 2 H), 3.44 (dd, J = 10.3, 
4.4 Hz, 1 H), 3.27 (s, 6 H) , 2.21-2.36 (m, 1 H), 1.86-2.00 (m, 1 H). 
[0318] 
HS60J2 2 
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[•ffcl69] 





yX-4-/nt-N- {4- [ (4-iS*+)VT^y-* J )-VVy-2-4)VT%y 
7SH 



Xf77A : i^X- [4- (t-:/h^#yU#x/l/7$/-*f-^) -y?n>v* 

0°CK&S] WcMeOH (220mL) t, mttt-)V ( 5 2 m L) £ 1 O'COTT 
2. SB^WTJllx, ^^?g^O°CT-lBt^tfL/i„ ^^^Fl-&Wc, isX-is 
7W\*y->-l , A-Vi])Vi£yW. ( 30. Og. 1 74mmo 1 ) SrflDi, <reOg-£ 
S^^T'l 4^r a Uitf U atHU:. S»2rCHC 1 3 l,Z®frL. 6&fnNaHC0 3 
7kfl5:CHC 1 3 TlMJUc ( 30) . £*>^frtB*£MgS0 4 ±T 
flats*, r»L, »»U:. ^r^S-WJf-W (13. 2g, 3 4 8mm o 
1 ) OTHF (400mL) ISIJ-2 0 t Ct:^ailit„ SSllWTHF (200mL 
)M»L> £Ojg^»l*Sffl-C3«BHi»Lfc. aB5Na 2 S0 4 • 10H 2 O 
T'ffihS-* WWKTFiaU ««Lfc. SSflKOh/Pxy (500mL) 

fc N b'j7x-MX7-(y (37. 2g. 142mmo 1 ) fcja^fc. 4X;t<feaiL/S 
I»Mt7?;HSK(20. 9g, 14 2mmo 1 ) fcJ;t/WUX>'4 J <94 0%T 
V^;^yH> ? Xf-;KDEAD) (6 1. 7m L, 1 3 6mmo 1 ) £ 2 5*4>lfC 
HOifc. dORJEfi£tt*SB?l 2«*|BHWPU H 2 Otav^*. £CHC 1 3 T 

ftsuLfc (3ni) . -sbttumm*. Mgso 4 ±-c9ass*. rau a«Lfc. & 

Kft£Et 2 OfcSSBS-fr, FSU MeOHfeii;Et 2 OT"&?i*U «EETfcfS(*3 
tfSfc* Sfe<7)@ft (16. 5g) tfif&ftfc, -TOlItt (16. 5g, 41. Omm o 
1 ) cOEtOH (735mL) .ISigt, t F 7 ^* (20. 5g, 4 lOmmo 

l ) fcjnifc. jg-&**aKSrFfc:2. SiSISBHf U ftiPU »»Lfc. tfcRfli* 1 0% 
h U ^*jgffl ( 1 2 0 m L) 13 «fctf 1,4- ^dr* V ( 1 6 0 m L) KJgfr 
Lfc. *i8±-C#9U:£Ofi£!fcfc:. (Boc) 2 O(30. 4g. 13 9mmol) 
Mfli. Z0Ok&1ftWC2. 5B*BlflIff U H 2 Ot&Vtff, 7j*cJf£CHC 1 3 ftt 

ajLfe (io@). ^*>*fe*«w*Mgso4±-csa»$*. rsu am,*. 

4- ( t-^h^f y^M-^TSy-^f;!') -v-^o>\df>-;Mf-;H -^/Wn'SV 
&t -7f/HXf^ (5. lOg, 9%) fr'QfecoEtffci: LT^ftfc. 
ESI MS m/e 365, M + Na* ; W NMR (300 MHz, COCAS' 4.49-4.59 (m, 2 H), 3.05 (t, 
J = 6.6 Hz, 4 H). 1.29-1.69 (m, 28 H). 



i/X- [4- (t-yh^^^x/PTSy-^f-^) -y?DMyyMf/H - 
^A'S>lt-7f;HXf;K2. 5 5g, 7 . 4 5mmo 1 ) OCH 2 C 1 2 (4 
OmDjlffii:. EtOAc (4mL) +£04 M^S'fbK^SrJPi.fc. ^£J©I-&ft£ 
SarSWBBWfU SBILfc. »B1il£l. 4-yWV(20mL) fcitflOK 
TKKfL-t h 'J *7 ( 4 0 m L) fc»*»U & tfcSafc^i'CfcSl U:. (Bo 
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c) 2 O (829mg, 3. 80mmo 1 ) £8ttoU fi£*£gfflT'3BSISI»H ! fU:. 

7ki^chc 1 3 x-mtaitz ( 30) . &b-£tt®mzMgso 4 ±.x-&m-$. rs 

U igJtU 757y^o?h^77<- (j^'J^y;k CHC 1 3 +<7)9%MeOH 
) tADMBH-fSi:. S'*- (4-T5y^^-^nA > df-£//M-f;P) -inW^y 
l§t -yf-;uxx-r^ (255mg. 14%) #*S8HW)3M LTflfcfcfc. 
ESI MS m/e 243, M + H* ; 'H NMR (300 MHz, CDC1 3 ) d 4.58 (brs, 1 H). 3.06 (t. J = 

6.7 Hz, 2 H) , 2.60 (d, J = 5.9 Hz, 2 H), 1.28-1.70 (a, 19 H). 

[0321] 

Xf--y7°D: {4 - [ ( 4 - : J*+)V7 S.J -*-fV U >- 2 -'f/kT $ / ) 

-*^-;H -5/^JfWf*J -*;1AS ylt -/f ^xxr^KOM 

njtw i v -rGvfrmm tx , mmofc&mznt: . 

ESI MS m/e 414, M + H + ; 'H NMR (300 MHz, CDC1 3 ) S 7.81 (d, J = 7.8 Hz. 1 H) ,7. 
42-7.52 (m. 2 H), 7.02 (ddd, J = 8.3. 6.3, 1.9 Hz, 1 H), 4.52 (brs, 1 H), 3.45 ( 
t, J = 6.6 Hz, 2 H), 3.27 (s, 6 H), 3.08 (t. J = 6.5 Hz, 2 H), 1.34-1.86 On, 19 
H). 

[0322] 

Xt v TE : vX-4-T'D^-N- {4- [ ( 4 - i?* jrlVT 5 / X J>— 

mmm 1 vxt 9 riwmmm ix . «n<^b^«*»fc . 

ESI MS m/e 616, M + H* ; 'H NMR (300 MHz, CDC1 3 ) $ 7.90 (d, J = 8.9 Hz, 1 H) , 7 
.81 (d, J = 7.8 Hz, 1 H) ,7.41-7.58 (m, 4 H), 7.03 (ddd, J = 8.2, 6.6, 1.5 Hz, 1 

H) , 3.41 (t, J = 6.5 Hz, 2 H) ,3.50 (s, 6 H), 2.90 (d, J = 7.3 Hz, 2 H), 1.32- 
1.86 On, 10 H). 

[0323] 
S8SW2 3 

HfclTO] 




i/X-4-T'nt-N- {4 - [ {4-i?*1-JU7$.;-*i-YV>-2-' iJl<7$S 
[0324] 

Xf 7/A : (4-bHD^fv^^-^OA > dfv;U) -^lA'$Vlt- 

vx-4-rSy-x^D's.^-9-y^;l/,t>yi§ ( 244 g. 1. 7 Omo 1 ) «e O 
H(2. 4 5L)SSBffitr-8X;tJftaiLfe. SMfcf-^K 4 5 . OmL, 6 17mm 

o i ) t«spufc. ^tfc**ssflT4. sisBWHt u aBB-rsk, aft^s**^ 

4>il/c. i<?)ll*<7)CHC 1 3 (3. OOUBflBiRfc:. MJxf;l/7Sy (26 1mL 
. 1. 87raol)fcit^(Boc) 2 O(409g, 1. 8 7 m o 1 ) ZmkLXMt 

tz. z vRfcM&mzm&x' 5 watm l . *ji£chc 1 3 x-m&Liz < 

30) . ^*>*fe*WB*MgS04±t16jiS^:. irj!U S»U 777^0? 
h/57<- (^'J^y;l/ S CHC 1 3 <7)%.frk. CHC 1 3 4"^1 0%MeOH) 
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^AU-f^A (78. 3g. 2. 06mmo 1 ) cDEt 2 O (7. 9L) Z<D 
jH/M 5 3 0 . 9g)»Et 2 0(5. 3D ® 0'CX'Mx.rz. QittzMmmZm. 

3 0 0mL) C!gjS3li\ Wmi. ^*yyXimi, MJETtC^ $ fc . xX- ( 
4-t Hndf^f-^-i/^o^>-;|/) -*/k\'5yi|t-^f;H^f ;U ( 30 1 g 

. 77%) tf&&<mftbixnt->titz. 

ESI MS m/e 252, M + Na* ; 'H NMR (300 MHz, CDC1 3 )£ 4.30-4.82 (n. 1 H), 3.75 (br 
s. 1 H), 3.51 (d. J = 6.2 Hz, 1 H), 1.52-1.77 (m, 7 H), 1.45 (s, 9 H), 1.16-1.36 

(m, 2 H). 

[0325] 

Xt -v7°B : i^X- [4- i*yifA'**if*fl'#=JVr§S-X+A') "^n\ 

3fi^H -*;^\'5ygEt -yi-)ix.XT>i'(?>&& 
zsX- (4-h Hodf^^;l—v^OA,dfv;l,) -*;WN'Sylt-/f;l-xxf^ 
(17. 7g, 77. 2mmo 1 ) OTHF (24 5mL) MW.iZ. h'j7i^Wa7 
^(20. 2g. 77. Ommol) tiXTfy?>U4 SK(11.4g,.77. 5 mm 
o 1 ) fcaSLTJOifc. 4tfcSSBiS**JS±TJ$flIL. h/Uy^4 0%7*W# 
W;>iyxf/KDEAD) £ l^BfcWfCaoifc. £«DKfE££!fej£SiaT , 2 . 5B 
ML. 757yj.;o?h/77^- (S/Uj&y/k ^-9">'4'33%Et 
OAc) tiOttB-fifc. efe<0H»**»fe*l4. idOfflft (27. 5g)<0EtOH 
(275mL)S}gaSt, bh"7v>7KW%(5. 76g, 1 1 5mmo 1 ) fcjllifc. 

i«a^**aaTt2. 2 shishwpu ?&»u ait mm*io%*mtT 

hVV&imm (3 50mL) fcjgfrLfc. tKI^CHC 1 3 TftajLfc (30) . 
•»i**«WIS:MgS0 4 ±T-$ai£-tf\ F3BU «|«Lfc. f«^CHC 1 3 ( 2 
7 5mL) M:. MJxfvl/TSV (8. 54g. 84. 4mmo 1 ) SrjD^Jt. ±t 
0TX&£|JU ZC 1 (14. 4g s 84. 4mmo 1 ) £ 5°CtlTTDPX.^ 
. iORIEfi^ftfcgffl-Cl 6^SHWFU fl&*NaHC0 3 *»i»C&VvE. *J1£C 
HC 1 3 XHitiiLt: (30) . ^***WB*MgS0 4 ±T9aiS*> fjIU «» 
U 77'yya?07h/77^- (i^'J^^k CHC 1 3 +c02%MeOH) £J: *) 

nwthb. isx- [4- C<.yv;w*df^;l'-'K-;wrsy->f-;l') -i/ta^is 

M-^^S>'St-/f^xxf^(2 5. 3g, 9 1%) tm&VXJfrklX® 
t>fifz. 

ESI MS m/e 385, M + Na* ; *H NMR (300 MHz, CDC1 3 )5 7.27-7.38 (in, 5 H), 5.09 (s, 
2 H), 4.76-4.92 (m, 1 H), 4.42-4.76 (m, 1 H) , 3.72 (brs, 1 H), 3.10 (t, J = 6.4 
Hz. 2 H), 1.48-1.75 (in, 7 H), 1.44 (s, 9 H), 1.13-1.31 (m, 2 H). 
[0326 J 

Xt-vTC: isX- {4 - [ (4-^*fVl'T$/-^7* l J>'-2-^;l/7*$y ) 

yx- [4- c<.y>>vi-^-^^;ut:-^rsy-^f-^) -5/?qm^] 

ASy^t-yf-^x^f^ (4. OOg, 11. Ommo 1 ) i5±y'5%Pd/C (4 
OOmg) KiiMeOH (40mL) +<3fi£fc£**8HSlTfc:. £i&VC8. 51$ 
ISL 3£fc5(TCYl 2B*BHfflfU -t5^ W^KTRSL. iliLt ifcRftfc'v* 

yxpizmmz-t. z vmmmzmi&x' 3 0 #his# uz . s^cioa****). ^ 
■tf-veas^u taas-efc ( 3. 0 3 g > . nsfiwicoxf •yrBtmftfc <2-?o 

U-^Vyy-4— -f/U) -^^-TS> (1. OOg. 4. 82mmo 1 ) fcj: 
t/HiB<0@* ( 1 . 65g, 7. 23mmo 1 ) KW2-W-iK lOmL) 
+«S^»8rajeTt5HISBSffL. ^PNaHC0 3 «tftl', TkflSrCHC 1 3 
TliiJBU: (30) . £-btffcfl«W£MgS0 4 ±TS£*t§"ti\ FiSU »«U 7 5 
•yy^D7h/77^- (NH-y'J^^k ^t^20%EtOAc) HJ; •) 

fiMW6fc. yx- {4 - [ (4-^^rsy-*^yyy-2— f^rsy) -> 
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-i/?WK*l/)V) -*^A'Sy8t-yfmf/l/ (629mg. 43%) ** 

ESI MS m/e 400, M + H + ; *H NMR (300 MHz, CDC1 3 ) d 7.81 (d, J = 8.2 Hz, 1 H), 7. 
42-7.56 On, 2 H), 6.98-7.06 (m, 1 H), 4.64-4.75 (m, 1 H), 3.67-3.82 On, 1 H), 3. 
29-3.44 On. 2 H), 3.28 (s, 6 H), 1.50-1.78 (m, 7 H), 1.45 (s, 9 H), 1.21-1.42 (in 
, 2H). 
[0327] 

Xt 77D : yX-4-/D^-N~ <4- [ ( 4 -V**)VT S y-*^/y 
2-^757) -**)V\ -y^D^y;H - 2 - Mi 7)VJtux h^x-^y-bf y 
X^*y7SKO£$ 

mm 1 cOXr >y JB£ttJB t T . &&<Oit&b£»ti . 
ESI MS m/e 602, M + H + ; »H NMR (300 MHz, CDC1 3 ) a 7.91 (d, J = 8.9 Hz. 1 H), 7. 
82 (dd, J = 8.0, 1.0 Hz, 1 H), 7.42-7.56 On, 4 H), 7.04 (ddd, J = 8.3, 6.6, 1.6 
Hz, 1 H), 3.44-3.50 (m, 1 H) , 3.40 (t, J = 6.0 Hz, 2 H) , 3.28 (s, 6 H) , 1.22-1.7 
8 (m,. 9 H). 
[0328] 



xx-4-7u^-n- [4- ^)vr a y - u >- - 2 - $ y ) 



^^J2 3mT^7°CTl#^7 / t:vX- [4- «y^;^^^y^-;P7$y- 
yfvl^) ->-?u^fS^] -^Syfit-yf;UXf/M12. 9g, 35. 6 
mmo 1 ) cOEt OAc ( 1 2 9mL) jgJSK. EtOAc ( 1 29mL) +tf)4M<?)ffi 
itmztuttz. BUffl&fot:. Si8t3WfU r*U EtOActMU 8 
BETCSaiSiirfc. Hfc£* £SftNaHC0 3 *S»«fc»**tfc. *JiSrCHC 1 3 Tib 
JUL (50) , MgS0 4 ±tflS*$-e\ rat. «KU «ETCS6»S-li:*i:. 
- (4~T^y-^9u^l/)]/^^)V) -%)W<$yf$Kyi/)l<JlXT}l< (8. 88 g 
. 9 5%) tfm&itAlVt LX'&htltz. 

ESI MS m/e 263, M + H + ; *H NMR (300 MHz, CDC1 3 ) ^ 7.36 (s, 5 H), 5.12 (brs, 3 H 
), 2.96-3.32 (id, 3 H) , 1.36-1.98 (m, 9 H). 



Xf7/B : yX- [4- ( 4 -y^f-^TS y-^VU V- 2— < ^75 y ) - 

ESI MS m/e 434, M + H + ; >H NMR (300 MHz, CDC1 3 )£ 7.81 (d, J = 9.0 Hz, 1 H), 7. 
26-7.52 On, 7 H) , 7.01 (ddd, J = 8.2, 6.5, 1.7 Hz, 1 H), 5.10 (s, 2 H) , 4.93-5.0 
6 (m, 1 H), 4.82-4.93 On, 1 H), 4.18-4.28 (m, 1 H), 3.26 (s, 6 H), 3.11 (t, J = 
6.3 Hz, 2 H), 1.80-1.93 On, 2 H), 1.52-1.73 On, 5 H), 1.23-1.40 (m, 2 H). 



F 



F 
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ESI MS m/e 602, M + H* : 'H NMR (300 MHz, CDC1 3 ) d 7.90 (d, J = 8.9 Hz. 1 H), 7. 
81 (dd, J = 8.3, 1.3 Hz, 1 H), 7.38-7.59 (m, 4 H), 7.02 (ddd, J = 8.2. 6.8, 1.2 
Hz, 1 H), 4.75-5.24 (m, 1 H), 4.16-4.27 (in, 1 H), 3.27 (s, 6 H), 2.86 (d, J = 6. 
4 Hz, 2 H), 1.78-1.91 (m, 2 H), 1.51-1.70 (n, 5 H), 1.21-1.38 (m, 2 H). 
[0332] 

mm2 5 

HL172] 



4-rut-N- [l- (4-i;';rfi^7$y-*^"/ , jy-2--4'^) -to'jyy 
- 3 - A )V] - 2 - h »J 7;P^D^< s^-o-tf y^i* >r s h 
[0333] 

Xf7 7A : [1- (4-> ? ^^rS/-^'fVyy-2— -tn'Jyy- 
3-4/P] -*^A-?ylt -yf;H^f;WM 

ESI MS m/e 358, M + H + ; 'H NMR (300 MHz, CDC1 3 ) S 7.81 (d, J = 8.2 Hz, 1 H), 7. 
45-7.54 (m, 2 H), 6.98-7.05 (m, 1 H), 4.67-4.80 (m, 1 H), 4.25-4.40 (m, 1 H), 3. 
85-3.94 (m, 1 H), 3.68-3.79 (m, 2 H), 3.52-3.62 (m, 1 H), 3.27 (s, 6 H), 2.16-2. 
28 (m, 1 H), 1.86-2.01 (m, 1 H), 1.45 (s, 9 H). 
[0334] 

Xf-yTB: 4-7'o^-N- [1- ( 4 -V*1riVT 5 /-^V'U >- 2 -A )V 

ESI MS m/e 560, M + H* ; 1 H NMR (300 MHz, CDC1 3 ) $ 7.94 (d, J = 8.4 Hz, 1 H), 7. 
81 (d. J = 8.1 Hz, 1 H). 7.44-7.58 (m, 4 H), 7.03 (ddd, J = 8.4, 5.7, 2.6 Hz, 1 
H), 4.76-5.04 (m, 1 H), 3.96-4. 11 (m, 1 H), 3.70-3.82 (m, 2 H), 3.58-3.68 (m, 1 
H), 3.45-3.54 (m, 1 H). 3.25 (s, 6 H), 2.11-2.24 (m, 1 H), 1.86-1.99 (m, 1 H). 
[0335] 

mm2 6 
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[4- (4-^f-;urs/-df-fV , jy-2-^^rsy) -o 

[0336] 

zf--;7'A: (4-TSy-O^) y$t -/f;n^f;K^^ 

4-75/^^-7x^75^ (1. OOg, 8. 1 9mmo 1 ) cOCHC 1 3 ( 
lOmL) WC, h'JX^T5y (870mg. 8. 6 Ommo 1 ) Ztialt:. *?§ 
±T^9L^ttiC. (Boc ) 2 O ( 1 . 88g, 8. 6 lmmo 1 ) SrJftlllW:. i<0 
»Ki^Hl&Sffl'C5 54HSH» ! PL, tt»NaHC0 3 *JS«t:av^. *JI£CHC 1 
3 T«{Btfc (30) . £;btf*:*8W£, MgS0 4 ±TSBlS^ «»38U MRU 
757ya?D7h/57-f- (i^U^k CHC 1 3 4>«9%MeOH) KiOftR 
■fhb. (4-7Sy-^y;H -**'A*y8t-7f/H^I' ( 1 ■ 79g, 9 
9%) #itfetf)|IIHci:LT»Wlfc. 

ESI MS m/e 245, M + Na* ; l tt NMR (200 MHz, CDC1 3 )S 7.07 (d, J = 8.4 Hz, 2 H), 6 
.63 (d. J = 8.4 Hz, 2 H). 4.76 (brs, 1 H), 4.18 (d, J = 5.3 Hz, 2 H), 3.65 (brs, 

2 H), 1.45 (s, 9 H). 

[0337] 

Xt'/TB : 4-7o^-N- [4- (4-iA**/l'75./-*7V'y y~2— i )l 

75/) -<y^l -2-hV7>v*x3xy*i/-<y*£yx)\,fcyT$. Ktf>£j£ 

latWltf^r-yTB'Cfcfefifc (2-?on-*7V'J>'-4-'f/P) -Sttf*- 
TSy (1. OOg, 4. 82mmo 1 ) fcjtf ( 4 -75 /-<y v» -*JJW*§y 
it-/f;l/XXf/Kl. 28g, 5. 7 6mmo 1 ) j&>S>3:3> 2-7*cm/-A< ( 1 
OmL) +»S^fl|*aan : 'fc:3l$IBH»«£L, &JPU f^NaHC0 3 
*1£CHC 1 3 TU&aiUt ( 30) . -&b1*7tW«S!£MgS0 4 ±TS£j»S*. ra 
L. *J8U 777yi?D?^57 4- (NH-v->;*y;P, ^fy>f«2 0%E 
t O A c ) fcj fc . ( 2 . 3 2 g ) tfUfeflfc. ^<7)Sft ( 7 5 

Omg, 1. 9 1 mmo 1 ) COEtOAc (7mL) ffitUZ^ EtOAc (7mL) $><7) 

H<oflfc. :««CH 2 C 1 2 ( 5mL) SSSEfc, *M yroK^ws y ( 
730juL, 4. 1 9mmo 1 ) Srjnxfc. ^S£tt£*?§±-C^SlU JS-fL4-7*c? 
t-2-M)7;^O^hdf>--<y-b*yX;U*-;K7 7 7mg. 2. 2 9mmol) 

OCH 2 C 1 2 ( 2mL) »«*8HniUfc. RJSil£tt£. **8±T9i*[SH»FU ISft 
NaHC0 3 *»»Kavvtf. *1*CHC 1 3 TttiiJU: ( 3 0) . 

Mgso 4 ±-c««$-a:, Fau lit, +ffi8tt/o-?r-^77 4- (nh-^u# 

y;k A,dfHfy^2 0%EtOAc) fcj: OfftTtSi: . 4-7*nt-N- [4- (4 
-i^f-^7S/-= J H-V , Jy-2-'f^75y') -^yi^H - 2 - h U 7;l/^-D^ h 
*y-<y-t'yx;L-*y75 H (519mg, 5 6%) #88HW>Bfri: LTf§<oftfc. 
ESI MS m/e 618, M + Na' ; 'H NMR (300 MHz, CDC1 3 )5 7.88 (t, J = 9.0 Hz, 2 H), 7 
.64 (d, J = 8.6 Hz, 2 H), 7.48-7.61 (n, 4 H), 6.98-7.20 (m, 4 H), 4.% (brs, 1 H 
),4.13 (s, 2 H), 3.34 (s. 6 H). 
[0338] 
381012 7 
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HL174] 




4-7d^-n- {4- [ (4-x>^;ursy-^^/u>--2--f;i/rsy) 

[0339] 

4-r^y^f-;i/-^>> ? ;i-r^y ( l 5. og s 1 1 ommo i > ^chc i 3 (8 

5mL) (Boc) 2 0(3. 03g, 13. 9mmo 1 ) tfDCHC 1 3 (4 5 

mL) 3. SiSmwtTWDLfc. i^jOKKStSlTl 3H*GH«PU MB 
Lfc. H 2 Ofcj&frLfcftfc. *a*EtOAcT»ajLfe (30) . ^hittzGmm* 
H 2 OTifcftL (30) . MgS0 4 JiT'SaSS*. FiBU ftlffrtSfc. (4-75/ 
y^u-O-s^) -^y^<5>lst-y^xxT;u (3. 20g. i2%)#*efeo 

ESI MS m/e 237, M + H + ; *H NMR (300 MHz, CDC1 3 ) 6" 7.21-7.30 (m, 4 H), 4.86-5.02 
(in, 1 H), 4.29 (d, J = 5.8 Hz, 2 H), 3.84 (s, 2 H), 1.46 (s, 9 H). 
[0340] 

xt'/7°b : {4- [ (4-^^rsy-*^/yy-2->f^rsy) 

ESI MS m/e 408, M + H + ; l tt NMR (300 MHz, CDC1 3 ) 5" 7.85 (d, J = 8.2 Hz, 1 H), 7. 
47-7.55 (m, 2 H), 7.37 (d, J = 8.0 Hz, 2 H), 7.24 (d, J = 8.0 Hz, 2 H), 7.05-7.1 
0 (■, 1 H), 5.35-5.45 (m, 1 H), 4.90-5.04 (m, 1 H) , 4.72 (d, J = 5.8 Hz, 2 H) , 4 
.31 (d, J = 5.8 Hz, 2 H), 3.27 (s, 6 H), 1.49 (s, 9 H). 
[0341] 

Xf-y 7°C : 4-7o^-N- {4- [ ( 4 - $ S-*+*/ij >- 2-4 

;i/75 7) -*^)V] -^>i?)V) - 2-HJ7;k*u.x b^y-^y^fyx^yrs 

is^j i ^oxr ^7 o Hc7)#jiii^«ffl lx . tmcoit&mmtz . 

ESI MS m/e 610, M + H* ; *H NMR (300 MHz, CDC1 3 ) ^ 7.83 (d, J = 8.4 Hz, 2 H), 7. 
44-7.54 (m, 4 H), 7.29 (d, J = 7.9 Hz, 2 H), 7.11 (d, J = 8.1 Hz, 2 H) . 7.06 (dd 
d, J = 8.3. 6.3, 2.0 Hz, 1 H), 4.67 (d, J = 5.9 Hz, 2 H), 4.15 (s, 2 H), 3.26 (s 
, 6 H). 
[0342] 

mm 2 s 

Mfl75] 




(326) 



^2004-315511 (P2004-315511A) 



[0343] 

Atv7A : yX~N 2 - [4- ( 4 -7^0^-2- h I) 7;M*CM b^y-^yy 

ESI MS m/e 560, M + Na + ; *H NMR (300 MHz, CDC1 3 ) ^ 7.80 (dd, J = 7.9, 0.9 Hz, 1 
H), 7.36-7.51 (id, 5 H), 7.01 (ddd, J = 8.3, 6.4, 1.9 Hz, 1 H) , 4.95-5.18 (m, 1 

H), 4.08-4.22 (m, 1 H), 3.81 (s, 2 H), 3.25 (s. 6 H), 2.55-2.70 (m, 1 H), 1.65- 

1.90 (in, 6 H), 1.29-1.65 (m. 2 H) . 
[0344] 

HL176] 



i/X-N- [4- (A-i}M-)VT\J-*1-VVV-2-A )VT^J ) -v?o>v* 
[0345] 

Ay-vTA: yX-N- [4- {A-'J^)VT^J ~^V')V~2-A)VT\ J 
) -i/9u^i/)V} -2- YVyiVitU* h^y-^t>X^y7^ Y<7y&$L 

ESI MS m/e 532, M + Na + ; *H NMR (300 MHz, CDCl 3 )S 8.06 (dd, J = 8.1, 1.9 Hz, 1 

H), 7.81 (dd, J = 8.4, 1.4 Hz, 1 H), 7.36-7.66 (ra, 5 H), 7.03 (ddd, J = 8.3, 6. 

7, 1.5 Hz, 1 H), 4.72-5.07 (a. 2 H) , 3.95-4.10 (in, 1 H), 3.32-3.48 (m, 1 H), 3. 

25 (s, 6 H), 1.37-2.17 (m, 8 H). 
[0346] 
UMBO 
Hfcl77] 



N2 - [l- (4-ya^-2-Hj7/M-n^ h^is-'OisA') 
[0347] 

XryTA: N2 - ( i -^y^-b^U^y-4-^;^) -N4 , N 4 —isX^r 

ESI MS m/e 362, M + H + ; *H NMR (300 MHz, CDC1 3 ) 5" 7.80 (d, J = 7.6 Hz, 1 H), 7. 
20-7.52 (n, 7 H), 6.97-7.05 (m, 1 H) , 4.74-4.90 (m, 1 H) , 3.90-4.05 (ra, 1 H), 




F 
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3.53 (s, 2 H), 3.26 (s, 6 H) , 2.78-2.90 (m, 2 H), 2.02-2.24 (n, 4 H), 1.48-1.62 
(n, 2 H). 
[0348] 

Xtv 7°B : N 4 , N 4 -^^- N 2 - f^ij $/y-4 -4 V- 2 

N 2 - ( l-A^yc;;i / -h 0 ^Uv ; y-4-^;I/) -N 4 , N 4 -y^f;i/-W'jy 
-2, ( 1 . 8 0g. 4. 9 8mmo 1 ) OMeOH ( 1 8mL) 

2 0%Pd (OH) 2 (360mg) fcjnifc. £ <Ofi£ftS: 5 (TCT\ #*#H5lTfc 
3B»fU *7-f hA° 7 KTFaU Wfrtii:. N 4 , N 4 -^^;l/-N2 -h° 
^<U> ? y-4->f;U-^^/ , J>'-2, 4-y7^y(l. 3 3 g, 9 9%)**$j|fe<0 

ESI MS ra/e 272, M + H+ ; *H NMR (300 MHz, CDC1 3 )S 7.86 (d, J = 8.6 Hz, 1 H), 7. 
43-7.62 (m, 2 H) , 7.15 (t, J = 8.2 Hz, 1 H), 4.12-4.29 (m, 1 H), 3.29-3.47 (m, 2 

H), 3.37 (s, 6 H), 2.96-3.12 (in, 2 H), 2.20-2.34 (m, 2 H) , 1.79-1.97 (m, 2 H). 

[0349] 

Xt vTC : N2 - [1 - (4-7'o^-2-h'j7yI/^n^b^r^-^>^) - 

e^ys;y-4->f;u] -n 4 , n 4 -y7f^-^t/yy-2 ) 

ESI MS m/e 546, M + Na + ; *H NMR (300 MHz, CDC1 3 )<5" 7.80 (dd, J = 8.7, 0.9 Hz, 1 
H), 7.34-7.54 (n. 5 H), 7.01 (ddd, J = 8.3, 6.6, 1.6 Hz, 1 H), 4.76-4.95 (m, 1 

H), 3.87-4.06 (m, 1 H), 3.52 (s, 2 H), 3.25 (s, 6 H), 2.71-2.86 (m, 2 H) , 2.17-2 

.33 On, 2 H), 1.97-2.12 (m, 2 H), 1.44-1.61 (m, 2 H) . 
[0350] 

warn 




N 4 , N 4 -y7f^-N2 - [l - (2-h l J7fr*vXh*is-'iy*£>A)i>&— 
[0351] 

*Tv7A: N 4 , N 4 -xV^;P-N2 - [ 1- ( 2 - f U 7;k*O.X h*^-^ 

y-ifyx^*-;u) -tr^u z Jy-A-^)V\ -*i~Y0>-2, 4-^rsy^o^ 

ESI MS ra/e 518, M + Na + ; *H NMR (300 MHz, CDC1 3 )# 8.02 (dd, J = 7.9, 1.9 Hz, 1 
H), 7.81 (dd, J = 8.4, 0.7 Hz, 1 H), 7.34-7.67 (ra, 5 H), 7.04 (ddd, J = 8.3, 6. 
7, 1.5 Hz, 1 H), 4.81 (brs, 1 H), 3.95-4.12 (n, 1 H), 3.78 (d, J = 12.8 Hz. 2 H) 
, 3.25 (s, 6 H), 2.85-3.05 (ra, 2 H) , 2.05-2.28 (ra, 2 H), 1.50-1.71 (n, 2 H). 
[0352] 
HMIJ3 2 
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4-yn^-N- [4- (4-^^71-75 7 -*t-Vy>— 2 — <f/P757) -7x 
-;H - 2 -> y 7)U#x3s< y*i<>-<>*£>xtv*>T : $. H 
[03533 

ZT-v7A: [4- ( 4 -^^TSy-^-^yyy- 2-^/1-75 7) -7i- 
;H -^/I/vn'S y|gt -^f-;i/XXr;KO^j* 

ESI MS m/e 402, M + Na* ; *H NMR (300 MHz, CDC1 3 )S 10.05 (brs, 1 H), 7.94 (d, J 
= 8.4 Hz, 1 H), 7.50-7.66 (m, 4 H), 7.23-7.38 (m, 3 H), 6.57-6.64 (m, 1 H), 3.4 

8 (s, 6 H), 1.53 (s, 9 H). 
[0354] 

xt77B : 4-yo^e-N- [4- ( 4 -^^rsy -*^-v*y y- 2-4 

7S7) -7x-;H -2-hy7;^a^h^y-^y-fe>x;i/*y7S 

EtOAc (4mL) fcJ:tfCH 2 C 1 2 <4mL) [4- ( 4 - ^71-7 5 7 
-^f-tVyy- 2--f ;P7S7) -7i-;H -^;^N'5yigt-7f-^X7.f-;l/ (38 
Orag, 1. OOmmol) OjgjSJSfc:. EtOAc (4mL) *<^4 McOJI'fbfcfltSrflD 

i^i^^aig-c4B*rBWL. a»rsi:» afe«)H*a { »<!>fi*:. 

|&ftNaHC0 3 ftflBK-CTArtyftU ri§U H 2 Ofc Jtf^flfy-eijfeftU MS 
Tt5 0rTl6^$*>t. &4t4-7*o*-2-hy7;M-n;>< h^-^y-tfyx/P* 
-;K680mg, 2. OOmmo l ) (?)CH 2 C l 2 (30mL) ^Jgfc, PVP (8 
mL) fcjnifc. il^HWC. 1t£«)@tt<0CH 2 C l 2 ( 5mL) *S£ill£.;fc. 
£ <afi£*£3i&VC 10.5 B#Bimff L . ri§ Lfc . irigSr&ft N a H C O 3 *J§&Tift 
#U MgS0 4 ±tH9i$-t*\ F»U «HU +E«#:^n-7hi/77^- (NH- 
^•Jjfr^k EtOAc) tiOffiS-fl-i:, fflfcaWIMlfc. dOlIttSrEtz OTiJfc 
8»U SCCCiSffiTCtaiftS-frSi:, 4-/nt-N- [4- ( 4 - i>X f-;l/7 5 7 - 
#7Vyy-2-4;l/75/ ) -7x-;H - 2 - h y h^-^y-tfyx^ 
*yT5K(202mg, 35%) #&frfe«0@*i: LT#£>ft£. 
ESI MS m/e 582, M + H* ; >H NMR (300 MHz, CDC1 3 )«S 7.88 (d, J = 8.4 Hz, 1 H). 7. 
73 (d, J = 8.4 Hz, 1 H), 7.64 (d, J = 8.9 Hz, 2 H), 7.51-7.58 (m, 3 H), 7.44 (dd 
, J = 8.4, 1.7 Hz, 1 H), 7.07-7.24 (m, 1 H), 7.02 (d, J = 8.9 Hz, 2 H), 3.32 (s, 

6 H). 

[0355] 

8KM3 3 

HL180] 




4-7*a*-N- {4- [ (4->-V^75y-= J f77*yy-2-4;l/7Sy) -* 
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1-jv] -yx-)D -2-VV7)Vimxy*is-Kyizyx>v-fcvT : s.Y 

[0356] 

Xr-yTA: [4- ( t -•7V**/t)f\,#-)VT 5 J-*1r)V) -7i-/H ~ij)V 

A-T^J*l~)V-7 3.-lVT\V ( 3. OOg. 24. 6mmo l ) OCHC l 3 ( 
3 0mL)jg*fc:» HJX^TSy (2. 6 1g, 2 5. 8mmo l ) fcftlifc. 
JiTtttfLfcttlC. (Boc) 2 0(5. 63g, 25. 8mm o l ) ftthU:. i« 

Rjea-&** asa-c 5 5 mms- u®SNaHco 3 jmmeic&i «*. ** £ c h c i 
3 -c»ajL (30) , ^*>*fc*wi*Mgso4±-ctett$-e:, rat. mmtit. 

®&&V>*4 frifitobtvfc. iW^;KOCHC 1 3 (3 0mL)?§?g{C, yMV7Qf 
^XWSV (3. 33g, 25. 8mmo 1 ) Srjox.*:. &tfc*ffl*4'Cfc]«ilL 
. ZC 1 (4. 4 0g, 2 5. 8mmo 1 ) £ 1 0X$XT?5#fglfrVXl!att:. RJEll 
£»£Sffl?l 2HSI8HWPU ttWNaHC0 3 *»»fci*Vtff. **£CHC 1 3 "Ctt 
fflUfc (30) . £;btf£^a«£MgS0 4 ±T'&*t$ii\ SHIU 7?yy- 

i?D7l>/77<- (yiJ^';K CHC 1 3 tfO2%Me0H) (CJ: "JtMWfcfc . 

[4- (t-yh^rv^-K-^rsy-^f-^) -7x-;H -^^A'svt^v^ 

XXr/K2. 6 4g. 3 0%) **efe«a*fc LTfttilfc. 

ESI MS m/e 379, M + Na* ; 'H NMR (300 MHz, CDC1 3 )S 7.11-7.44 (m, 9 H), 6.76 (br 

s, 1 H), 5.19 (s, 2 H), 4.81 (brs, 1 H), 4.25 (d, J = 5.1 Hz, 2 H), 1.45 (s, 9 H 

). 

[0357] 

[4- ( t - 7" I- * #x/u7 S y - ^ ^/u ) -7i-/H -^WN'Sy^y^ 

;HXf/Kl. 25g. 3. 5 lmmo 1 ) OEtOAc ( 2 0 m L) ****».tC 
EtOAc (20mL) 4>04 M<0*g-fbK3HSr}!lDi?t. <rcDi&£tt£^ffl-C2 0 

(4-TS^f;l'-7i-;l') -*^A!yl<yy'W^fiWsltS ( 957mg. 
9 3%) 3&*afe^H*i: LT»S>*lfc. 

ESI MS m/e 279, M + Na* ; 'H NMR (300 MHz, DMSO-dg)^ 9.90 (s, 1 H), 8.37 (brs, 
3 H), 7.29-7.55 (m, 9 H), 5.15 (s, 2 H), 3.85-4.01 («, 2 H). 
[0358] 

Xf'yT-C : {4 - [ ( 4 -V**1V7 5 y 'J >- 2 -> f /U7 S 7 ) 

ESI MS m/e 428, M + H* ; >H NMR (300 MHz, CDC1 3 )S 7.82 (d, J = 7.5 Hz, 1 H), 7. 
25-7.52 (m, 11 H), 6.98-7.07 (m. 1 H), 6.74 (brs, 1 H), 5.28 (brs, 1 H), 5.19 (s 
, 2 H), 4.65 (d, J = 5.9 Hz, 2 H) , 3.25 (s, 6 H). 
[0359] 

Xf77D: 4-7'o ; e-N- {4- [ ( 4 - l/WVTS. V- 2 -4 

;W757) -*f-;H -7x-;H -2- h>J7;M-a;>< h^f ^-^y-tfyx/i^yrs 

{4 _ [ (4-^f-;PT57-^^V'"'Jy-2-^;l-7S7) ~7x->l> 
) -^/L'/^yi^yy^XXfyl' ( 3 1 8mg, 0. 7 4 4 mm o 1 ) COM e OH ( 3 
mL ) ill:, 5%P d/C ( 3 Om g ) SriPtfe. ZCOM&fa* 5 0*CT\ 7k3l#fflm 
TC4 1 . 5$ff3ffl$L. Y^-y YXtm\^ mMLtz. £-fL4- 7*0^-2- r- 
V7)l>*aj* y*z/-Ky*£yX)V*-)V (505mg, 1. 4 9mmo 1 ) CDCH 2 C 
1 2 ( 1 2mL) jffiRt. PVP (6mL) £Jn*.Jfc. £t*M$t=, 1MW>»S1iKO 
CH 2 C 1 2 ( 1 OmL) mW&tottz. m&to&mi&Tl . 5BI3HWFU g& 
fDNaHC0 3 *IItiiUit'. *®S:CHC 1 3 TttSBLfc (30) . £;M+££lgJl 
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*MgS0 4 ±TSa*S*. FiftU jftttU *£Mft?Wh7yy4- (NH-y'J 
rt^/K ^fy^33%EtOAc ) iz£Y)ffim?&t. 4-7n^E-N- {4- [ 

y)7)VjtuXY**s-^>*£>X)V*>7$Y (330mg. 7 4 % ) ififflZ&toWk b 

ESI MS m/e 596, M + H + ; *H NMR (300 MHz, CDC1 3 ) $ 7.83 (d, J = 8.4 Hz, 1 H), 7. 
77 (d, J = 8.4 Hz, 1 H) , 7.41-7.60 (m, 4 H), 7.22 (d, J = 8.6 Hz, 2 H), 7.08-7.1 
8 (m, 1 H), 6.99 (d, J = 8.6 Hz, 2 H), 4.56 (d, J = 5.6 Hz, 2 H), 3.34 (s, 6 H). 

[0360] 
!»3 4 

HfclSl] 




h^yx-N4 , N 4 -^^;l/-N2 - {4- [ ( 2~hV 7)VJtU* h^r^-^y 
[0361] 

Af-vTA : hy>X-N* , N 4 -iS^^U-N* - { 4 - [ ( 2 - MJ 7^ u 

ESI MS m/e 510, M + Na* ; *H NMR (300 MHz, CDC1 3 )S 7.80 (d, J = 8.2 Hz, 1 H) , 7 
.39-7.57 (m, 3 H), 7.15-7.35 (m, 3 H), 7.02 (ddd, J = 8.3, 6.0, 2.2 Hz, 1 H), 3. 
83 (s, 2 H), 3.35 (t, J = 6.3 Hz, 2 H), 3.27 (s, 6 H), 2.45 (d, J = 6.5 Hz, 2 H) 
, 1.69-2.04 (m, 4 H), 1.37-1.69 (m, 2 H), 0.84-1.12 (m, 4 H). 

[0362] 
»I3 5 

Hfcl82] 




N 4 t n 4 -i/'^^-N2 - [ 1- (2-h'j7;^n^h^^-0^) -b°^ 
ij^y-4--f;i/] -^f^^/uy-2, 4-^r$y 

[0363] 

XT«y7 ft A : N 4 , N 4 -i^f-;l/-N2 - [ 1 - ( 2~h >)7)VJtU* 

y;j)V) -b^u^>-4--f;H 4-^T^yo^)S 

ESI MS m/e 468, M + Na + ; *H NMR (300 MHz, CDC1 3 )S 7.80 (d, J = 7.8 Hz, 1 H), 7 
.37-7.63 (m, 3 H), 7.17-7.35 (m, 3 H), 7.02 (ddd, J = 8.3, 6.4, 1.9 Hz, 1 H), 5. 
12 (brs, 1 H), 3.86-4.07 (m, 1 H) , 3.60 (s, 2 H), 3.26 (s, 6 H), 2.74-2.94 (m, 2 
H), 2.18-2.37 (m, 2 H) , 1.98-2.15 (m, 2 H), 1.45-1.69 (m, 2 H). 
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[0364] 

utim 




2HCI 



hy>X-N* , N« ->>'^^;U-N2 - (4- { [ ( 3-M>37/M-D^ h^-h' 
[0365] 

Xf77A : h^yX-N* , N« -a/^f^-NZ - (4- { [ (3-MJ7;k* 
n^b^y-h'7x-/l^-4->f/Mf;l/) -75/] -y^nMy/Mf 

-S/^f-;P-^r^/»J>'-2. 4-y'rSV (300mg, 0. 5 2 9 mm o 1 ) (7) Y)\> 
xy (6. 6m L) JgffiK. Me OH (2. 2mL), 2M<7)K 2 C0 3 *M (2.2 
mL) . 7x^nyl(7 7mg, 0. 63 5mmo 1 ) fcil/fb^X ( HJ V 
x-frftxyiy) /\'7y'W (61mg, 0. 053mmo 1 ) ZMltc. ZWRSSfc 
13 0W1 2«HSB9tf Lfc. *«£CHC 1 3 TlfttKL 

(30) o ^^»JMgS0 4 i«§t, WiU Ml, 77^a? 
D7b/77^ (NH-S/y#*Vk >\*^y*03 3%CHC 1 3 . ZMzisVJ}? 
/k CHC 1 3 *?>9%MEOH) CJ: OafSS^i t . $ftfitf>:?M £<0 
^;^EtOAc (2mL)M^ EtOAc (0. 1 mL) $*<7)4M<7)mrtM% 

inifc. i^a^*^a-r'2 04«a«tfL. mut. s»oEt 2 o (2mD $ 

jK*SfflT3 0iHSB«ffLfco rati 0 Et 2 OTiSt^l. SffiTK* 
ja^-frSfc. h^yx-N^ , ->?^^-N2 - (4- { [ (3-bU:7/M-o* 
f^y-b'7x^-4-^Mf/H -T5/] -*^)\>) -y?D^WfiH 
4-yT^l«(70mg, 2 1 %) #fife<0@f*fc UTf»£ 

ESI MS m/e 564, M + H + ; *H NMR (300 MHz, CDC1 3 )<5* 13.27 (s, 1 H), 9.% 

(brs, 2 H) , 8.17-8.32 (m, 2 H), 7.89 (d. J = 7.9 Hz, 1 H) , 7.34-7.64 (m, 9 H), 
7.20 (t, J = 7.7 Hz, 1 H), 4.29 (brs, 2 H), 3.50 (s, 6 H), 3.28 (t, J = 6.1 Hz, 
2 H), 2.69 (brs, 2 H) , 1.79-2.11 (m, 4 H), 1.44-1.68 (m, 2 H), 0.91-1.16 (m, 4 H 
)- 

[0366] 

mmm3 7 
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HL184] 

F 

Y H 

2HCI 



y^-N 2 - (4- [2- (4-7'Q ; E:-2-h'j7;^D^ h4f>— 7i-iW -X 
[0367] 

Xf yTA : (4 -/nt-2- h 'J 7^JfO^ hJfy-7i-/H 

JS-ffc h^v^-^/P) hU7i-/m*-'>A (5. 29g, 14. 9mmo 1 ) 
COEt 2 0(50mL) Jg^JSC, i/7w^-*fVi$<r>3 0%Et 2 O4"<01. 8M7x 
-/P'J^A (8. 58mL, 1 5. 5mmo 1 ) £flD*.Jt. i^-^lSrSfflT 1 0# 
ISHWFLfc. iWRJCa^ftfc, Et 2 O ( 18mL) +<D4 -^Dt- 2 - h 'J 7;k* 
uXY^is-OXTlVrtV (4g, 14. 9mmo 1 ) SrflU**:. Z^&^i^ 
T4»IBIi»U rat. S9ttK, Ac OH (4 0mL) 4»<310%H 2 S 

0 4 £4>fi£!|tj*3ffl-C9 04Hg»&Lfc. i<0}£M£. H 2 Ofctttf. 

SrCHC 1 3 TftaiLfc (30) . £;b^*lW£l&WNaHC0 3 *«$Tl5fc#U 
7*54>"Tift#U MgS0 4 ±-Cfla*§-fr, FiSU ffittU 75-/ya?07^5 
74- (^'J^y;k ^t^WJ^EtOAc ) (C«fc»)f&»tSi:, (4-7nt- 
2-hU7;^D^hdfv— 7i-;H -r-bhT/WrbH ( 1 . 25g, 3 0%) #88 

ESI MS m/e 284, M + H* ; 'H NMR (200 MHz. CDC1 3 ) 8 9.74 (t, J = 1.5 Hz, 1 H), 7. 
41-7.51 (m, 2 H). 7.16 (d. J = 8.4 Hz, 1 H), 3.75 (d. J = 1.5 Hz, 2 H). 
[0368] 

Xt-vTB : V-7.-N2 - {4 - [2- ( 4 -7Dt- 2 - M) 7/k*a;< 

7x-/H -x^-/i/7$7] -i/^nMyiH -N 4 , n 4 -i/^U-^VDy- 
2, 4-^*rsyztt»«w>&jS 

Hifi^9£7)7.r-y7°CTlf ^.il3tv7.-N2 - (4 -75 7-^70^^-) — N 4 
, N 4 -i'7f/l'- J ft , / l J>'-2, 4-y'7S>' (300mg, 1. 05mmol)^ 
CH 2 C1 2 ( 3mL) !g$g*8fc, (4-7*Ut-2-hU7^n^ bdfy—7x-/W 
) (357mg, 1. 26mmol),AcOH(76mg. 1. 2 

6mm o 1 ) fcitA'NaBH (OAc) 3 (334mg, 1. 57mmol) iMLtz. 

zn&m&tozm&x'A. smmm-Ltz. rib £ibrin a h c o 3 immx&±z -£ 

fc. 7k«5rCHC 1 3 TttajUfc ( 30) . -Shltti^mmZMgSOt iXtiMZlt* 
iP3$U ?B88U 777^7D7h/'77^- (NH-y'J^K ^ -*y+<05 0 
%EtOAc) tlOIWi'tii:. ^OH#:c7)EtOAc (0 

. SmDMC, EtOAc (O. 2 5mL) $cr>4MC0&k*m£toZ-tz. Z<m$ 
a^liat3 0MllL, Sffl»<0Et 2 O (2mL) *fflteSffl-C3 0# 

WUc. FiMcJ: Et 2 Ot«U «ETfc«»3-fr*i:, ^7 

_ N 2 - {4 - [2- (4-7o^-2-HJ7;M-Q* h*v-7xX/l-) -xf-^7 
57] -v7nA.dfv;H — N 4 , N 4 -^f-^-^VU y- 2 , 4 - yT 5 VZJfi 
S?J£ ( 1 6 1 mg . 2 5%) W&&V>m#t l/Ci*Wlfc. 

ESI MS m/e 552, M (jSSffi) * ; 'H NMR (200 MHz, CDC1 3 )S 12.66 (brs, 1 H), 9.91 
(brs, 2 H), 8.71 (brs, 1 H), 7.93 (d, J = 6.6 Hz, 1 H), 7.19-7.77 (n, 6 H), 4.31 
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(brs, 1 H), 3.54 (s, 6 H), 3.09-3.78 (n. 5 H), 2.00-2.48 (m, 6 H), 1.62-1.% (m 
, 2 H). 
[0369] 

[^185] 



yX-N4, N4-^^;W-N2-~ [ 4 - ( 2 - MJ 7)V*u* Y^is-Oi/JVT 
[0370] 

Xf77°A: f/X-N4 , N4 -^^;U-N2 - [4- ( 2-h>Jy;^n^h^r 
y-<yy>75y) -S^U'v*^] 4 - S/T 5 V ~ &K&<0£ 

J£ 

ESI MS m/e 460, M (MM) + H + ; l H NMR (300 MHz, CDC1 3 ) & 8.68 (d, J = 7.6 Hz, 
1 H), 8.19-8.33 (m, 1 H), 7.95 (d, J = 8.2 Hz, 1 H), 7.66 (t, J = 7.7 Hz, 1 H), 
7.47 (d, J = 8.1 Hz, 1H), 7.18-7.44 (m, 4 H), 4.35 (s, 2 H), 4.15-4.47 (m, 1 H 

), 3.53 (s, 6 H), 3.02-3.31 (m, 1 H) , 1.95-2.37 (ra, 6 H), 1.51-1.85 (ra, 2 H). 
[0371] 

HL186] 



yX-N2 - [4 - (4~y r u^-2-b^jy^a^h^^-^y^UT^y) -is 
[0372] 

Xf7/A : ^X-N2 - [4- (4-yn^-2-MJ7;^o^h^r>— 
)ITU) -zs9w\*W\ -N* , -y^f^ty»Jy-2, 4-^75> 

ESI MS m/e 538, M (JSffiM) + H + ; *H NMR (300 MHz, CDC1 3 ) d 8.77 (d, J = 7.5 Hz, 

1 H), 8.11 (d, J = 8.4 Hz, 1 H), 7.92 (d, J = 8.6 Hz, 1 H), 7.67 (t, J = 7.7 Hz 

, 1 H), 7.41-7.53 (m, 2 H), 7.37 (s, 1 H), 7.28 (t, J = 7.8 Hz, 1 H), 4.19-4.40 

(m, 1 H), 4.26 (s, 2 H) , 3.52 (s, 7 H), 3.07-3.25 (m, 1 H), 2.00-2.39 (in, 6 H), 

1.61-1.88 (m, 2 H). 
[0373] 

0 




2HCI 




2HCI 
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mm 




i/X-N- [4- ( 4 - xVf-/UT 5 7 - Jf^V'U >-2-4 -v^O'v* 



Zt-vTA: xX-N- [4- ( 4 -v^l-TS y-^V'J V- 2 —OPT 5 7 

^mm2 4oxt-/7'b-ci#^^v'X- [4- u-^^rsy-^v'yy- 
2-4/1-7$/) -i/fn^i/tWf-tv] -^;w^y|!^>'y7i/XXf;K4. 57 
g s 1 0. 5mmo 1 ) cOMeOH (46mL) 5%Pd/C (460mg) £ 

fetf>lltt(3. 79g) ##£>ftfc. <I<0[IB* ( 500mg. 1. 67mmo 1 ) COCH 
2 CI 2 (5mL)*g«g£, ^-fyy-OtVl/X^l-rSy (44 O/xL, 2. 53mmo 

1 ) ^jd*.*:. zcr>m&m£MG±.X'<$it\i. m-fb2-h'j7;^Dy h^fv— 

X^K457mg, 1. 75mmo 1 ) ct)CH 2 C 1 2 ( 2mL) mW.£'MnLtl 

. 7K«^chc 1 3 x-mmLtz 00) . ^-b*t*wi*Mgso 4 ±t > sia»s^ r 

jit. ffiffiU #EMft?o-e 1^7 7 4- (NH-y'JA^K >"4><7>3 3%E 

tOAc) KiDflSIU iMBLfc. MtDOEtOAc ( lmL) EtOAc 
(5mL) +<?)4MtfWBfl»|c#*JPifc. £<0EJti»&1i!£Sffl-C3 04HBHW* U ffiH 
Ut. $&»<DE t 2 O ( 1 OmL) Il^SiStlMffL, *»3ifcJ: 

tf>st, ^-n- [4- (4-> ; y^r$y-^^v* , ;>-2-^;i/r5y) -^-^ 

DM^MflU -2-MJ7/H*u* hdf^-^y-fcfy^y^yrS Klg^tS (26 
2mg, 3 4%) #6fe<7DHftfc LT*#4>ftrt:. 

ESI MS m/e 524, M (SttfgS) + H* ; 'H NMR (300 MHz, CDC1 3 ) 8 13.18 (s, 1 H), 8.75 
(d, J = 7.6 Hz, 1 H), 8.03 (dd, J = 8.0, 1.7 Hz, 1 H), 7.89 (d, J = 8.2 Hz, 1 H 

), 7.56-7.71 (m, 2 H), 7.34-7.55 (m, 3 H) , 7.24 (t, J = 7.5 Hz, 1 H), 4.99 (t, 

J = 6.5 Hz, 1 H), 4.20-4.33 (m, 1 H), 3.50 (s, 6 H) , 2.88 (t, J = 6.3 Hz, 2 H), 

1.78-1.99 (m, 2 H) , 1.38-1.77 (m, 7 H). 
[0375] 

mm a 1 

HL188] 



[0374] 



F 




H 



2HCI 
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i/X-N2 - {4- [ (4-:/D^-2-MJ7;l^n;*h^;/-^yx'/l/7*sy) - 
[0376] 

Xf'/7A : yX-N2 - {4 - [ ( 4 -^Dt- 2 - HJ VlViSn* b*i/-<> 

vivr^y) -m-m -*/9wv*i/M -N4 , -^■f-;u-^y>j>'-2. 

mS&M240)A c r-y7'BX'nbtUZ~>Z- [4- (4-vV^/l/7$/-*7-7''Jy- 
2— f/l'TSy) -y?QMy;Mf^] -*^A'=yg<v-;;HXf;M4. 57 
g, 10. 5mmol)<7)MeOH (4 6mL)?f^(C, 5%Pd/C (4 6 0mg) £ 
Jllifc. iOffl^»*5 0*C-C. *3R»ffl»Tfc:3HBHWI ! L, FiiU HHttifc. M 
( 3 . 7 9 g ) tmhtltz. Z<7)W\fo (500mg, 1. 67mmo 1 ) <?)CH 
2 C 1 2 (5mL) 3<7)Xr-yrAT1#^fLJt4-yn^-2-b'j7 
;|/3fn^< h^-y-^yXTyPft F (449mg. 1. 67mmo 1 ) N AcOH ( 1 0 
Omg. 1. 67mmol) feil/NaBH (OAc) 3 (531g, 2. 51mmol 
) fcinifc. £*>RJSil£»*3ifiT. CaC 1 2 i^-7fc£K9l$ilSftU $ftN 

aHco 3 *»atar. *i^chc i 3 -caajLfc oed . £fc*t*wi£Mg 

, ^•9">'4'W2 5%EtOAc) fcAOfcKU WBLfc. S§i»EtOAc ( lm 
DSiKfc. EtOAc (5mL) $0)4 M^bKSSrjDX.^. KJGa&ft£2arc-3 
oaiBJtfFU WBLfc. mm?>Et 2 O ( 1 OmL) Sffl? 1 U 

^jifciOifcWft^i^ii:. {4- [ (4-:/u*-2-MJ7/M-Q.X 

<y^>75/) - : s?u<K*is)V) -N4 , N4 

VVy-2, 4-j/'7SVI«K8(147mg < 3 4%) #6fe<5Dllf*:fc LTfcMlfc 

o 

ESI MS m/e 552, M (jfflBS) + H + ; *H NMR (300 MHz, CDC1 3 ) d 12.62 (s, 1 H), 10.0 
7 (brs, 2 H), 8.66 (d, J = 7.6 Hz, 1 H), 8.22 (d, J = 8.4 Hz, 1 H), 7.90 (d. J = 

8.4 Hz, 1 H), 7.65 (t, J = 7.6 Hz, 1 H), 7.52 (dd, J = 8.3, 1.8 Hz, 1 H) , 7.33- 
7.48 (m, 2 H), 7.26 (t, J = 7.5 Hz, 1 H), 4.11-4.36 (m, 3 H), 3.51 (s, 6 H) , 2.7 
6-2.97 (in, 2 H), 1.51-2.27 (m, 9 H). 

[0377] 

mmm4 2 
mm 




i/Z-N* , -s^^-N? - {4 - [ ( 2- Mj7;M-nj* h^zy-^y^Jl 

75/) -^D^i/;H 4-^rsyz*»fi 
[0378] 

ZT>yTA : , N« N 2 - <4~ [ ( 2- h 'J h 

ESI MS m/e 474, M (jgfitK) + H + ; 1 H NMR (300 MHz, CDC1 3 ) d 12.81 (s, 1 H), 9.97 
(brs, 1 H), 8.69 (d, J = 7.5 Hz, 1 H) , 8.16-8.28 (m, 1 H), 7.90 (d, J = 8.4 Hz, 
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1 H) , 7.63 (t, J = 7.6 Hz, 1 H), 7.18-7.51 (m, 4 H), 4.31 (brs, 2 H), 4.15-4.30 

(m, 1 H), 3.50 (s, 6 H), 2.70-2.94 (m, 2 H), 1.41-2.28 (m, 10 H). 

[0379] 

mm 3 

HU90] 



yX-3-h ) j7/Wo^ \>*i/-Vy *-)V-4-A)VibVm. [4- {4-i?X^)V 
[0380] 

ESI MS m/e 586, M (jttlSIS) + H + ;*H NMR (300 MHz, CDC1 3 )S 13.20 (brs, 1 H), 8.8 
2 (d, J = 8.1 Hz, 1 H), 8.09 (d, J = 8.6 Hz, 1 H), 7.88 (d, J = 7.8 Hz, 1 H), 7. 
40-7.73 (m, 8 H) , 7.25 (t, J = 8.4 Hz, 1 H) , 5.41 (d, J = 8.6 Hz, 1 H) , 4.07-4.2 
2 (m, 1 H), 3.49 (s, 6 H), 3.37-3.62 (m, 1 H) , 1.57-2.01 (m, 8 H). 
[0381] 
»I4 4 



d/*-N2 - {4- [tr*- (4-7'"n^-2-h'j7^D^ - 



7 7*A : f>X-N2 - {4- [tT*- ( 4 -7 r Dt- 2 - hV 7)V%U* h*is 
-<yi/)V) -7S7] -i/?W^is)V) -N4 , N4 - i/^f;^t/>Jy-2, 
4-x75yZtfiSScO^ 

KSfiflaj 3 7 OXf v r B O^II££JB LT . . 
ESI MS m/e 790, M (i@gtS) + H + ; iH NMR (300 MHz, CDC1 3 ) S 12.50-12.82 (m, 2 H) 
, 9.50-9.69 (m, 1 H) , 8.39 (d, J * 8.1 Hz, 2 H), 7.91 (d, J = 8.1 Hz, 1 H), 7.66 
(t, J = 7.8 Hz, 1 H), 7.48 (t, J = 8.7 Hz, 2 H), 7.07-7.43 (a, 4 H) , 4.06-4.67 
(m, 5 H), 3.51 (s, 6 H), 2.97-3.27 (id, 1 H), 2.21-2.59 (m, 4 H) , 1.89-2.17 (m, 2 
H), 1.36-1.82 On, 2 H) 




HCI 




[0382] 
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[0383] 
HSSW4 5 
[fcl92] 




2HCI 



[0384] 

XtvTA: yX-N^ , N« -i/;rffvI/-N 2 - {4 - [ ( 3 - h U 7iM"n>< b 

4 - y r 5 y zjasi&o^jfc 

ESI MS m/e 536, M (»ffiM) + H + ; *H NMR (300 MHz, CDC1 3 ) 8 12.63 (brs, 1 H), 10 
.07 (brs, 2 H), 8.68 (d. J = 7.3 Hz, 1 H), 8.33 (d, J = 8.1 Hz, 1 H) , 7.90 (d, J 

= 8.4 Hz, 1 H), 7.17-7.68 (m, 10 H), 4.40 (s, 2 H), 4.19-4.33 (m, 1 H) , 3.50 ( 
s, 6 H) , 3.16-3.37 (m, 1 H), 2.03-2.48 (m, 6 H), 1.64-1.88 (m, 2 H). 

[0385] 




2HCI 



Yvyx-N^ - [4- ( 4-7 , n^-2-h i ;7;u^n^ h^^-^y^ur^y ) 

[0386] 

Xf77A : h^y^-N2 - [4- ( 4 - 7n^ - 2 - h 'J h^r y-^ 

y>->7$/) - 5/? n*** -N* , N« -yyf^t/»Jy-2, 4-y7 

ESI MS m/e 537, M (i£S£S) * ; *H NMR (300 MHz, CDC1 3 )S 13.00 (brs, 1 H), 10.08 
(brs, 2 H), 8.40 (d , J = 7.2 Hz, 1 H), 8.05 (d, J = 8.2 Hz, 1 H), 7.91 (d , J 

= 8.4 Hz, 1 H), 7.65 (t, J = 7.7 Hz, 1 H), 7.38-7.57 (m, 3 H), 7.26 (t, J = 7.6 

Hz, 1 H), 4.17 (s, 2 H), 3.83-4.06 (m, 1 H), 3.53 (s, 6 H), 2.76-2.99 (m, 1 H) , 

2.09-2.46 (n, 4 H), 1.74-2.00 (m, 2 H), 1.28-1.58 (m, 2 H). 
[0387] 

mm* 7 
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HL194] 




1- (4-7"o^-2-h , j7/^n^hdfx-7x-^) -1- [4- (4- : J*j- 

ivt s y-df^v y y- 2 - -r >vr 5 y ) - twj >-*y- 1 — r /H ? y yiss& 

[0388] 

ZT-vTA : (4-7*Ot-2-hy7;^oy 7 i^P) - [4- (4- 

^y^r$/-^tvyy-2— ^;PT5y) -tr^y^y-i-^] -y^/y*M 

mm\l 30*Ty7°BT1#£>ft£4 -/nt- 2- h 'J 7;Wo> vgoS-Sl! ( 
440mg, 1. 47mmol)c7)CH 2 Cl 2 (5mL) mffilZ, DMF (1. luL 
. 1 5/xmo 1 ) HXX/SOC 1 2 ( 1 75/j.L, 2. 09mmo 1 ) £flDl£. icOvI 

^ft^ii8ST(;3o^ia»^L. mmttt. ®L&tmmm&cr>*-i >vb txn^titz 

„ ^ifeW3 0^Xf--y7'BTl#'i>fLJtN4 , N* -^f-/W-N2 -tfOJ : J>-4--i 
ll>-*i-y0>-2, 4-iS7i> (400rag, 1 . 4 7 mm o 1 ) ff)C H 2 C 1 2 ( 
4mL)i§MC ->MVrotVl-x^-;l,r5y (5 38/xL, 3. 0 8mm o 1 ) ZMl 
tz. Z\<7>m;ty\*4°C[z<$;WL. BuIEcOg8S^ftOCH 2 Cl 2 ( 3mL) ?&££5'Cm 
TTjDi.'t. Clc7)R<£;-iF t ^^4°C-C-3B#raiSffL^. K^Sr^ftN aHC 0 3 t|«T 
f?it£-tL *«£CHC 1 3 TttftL/i ( 30) . ^«:»5:MgS0 4 

igffiU 757xa?n7h/57<- (NH-y'JAf;K ^.^y* 
C02 5%E t OA c ) teJ , ^fetO^^t^n^. ^cr>*4 lV<7)E t 

OAc (lmL)?§?g(C. EtOAc (0. 2 6m L) 4><?)4 M<7)Jg-fbkS$:jDi.?t. £ 
oa^^?ST"5 0^«#L. SWILfc. J%&m<7)Et 2 O (5mL) 
30#ISB£JfU:. riSfci 9«fc»«lt«ft» Et 2 0-cm. WETiz&mit&b 
, (4-7'Pt-2-M)7^oy hJfx-7i-/H - [4- (4-^f-;I/T5/ 

-*-f-yyy-2 — f;PT5/) -t^y^y-i-^] -* ( 1 26m 
g. 16%) #afitf>H*i: LTflteftfc. 

ESI MS m/e 538, M (IBIS) + H* ; »H NMR (200 MHz, CDC1 3 ) 5 13.35 (brs, 1 H), 9. 
06 (d, J = 7.5 Hz, 1 H), 7.93 (d, J = 8.4 Hz, 1 H), 7.67 (dt, J = 7.7, 0.9 Hz, 1 

H), 7.43-7.61 (m, 3 H), 7.18-7.41 (n. 2 H), 4.00-4.44 (m, 2 H). 3.54 (s, 6 H), 
3.03-3.78 (m, 3 H), 1.52-2.24 (m, 4 H). 

[0389] 

mm\A s 

[£195] 




HCI 



yX-4-/nt-N- [4- ( 4 - *JX +A>T S y-^V'J V- 2 -- f^TS 7 ) 
- j/? n^Jf y/i- ] - 2 - h >J 7;M-cM h^f y-<yxr S HZ^ittS 
[0390] 
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Xr-yTA: 4-^nt-N- [4- ( 4 -V*^)VT 5 /-^VU y- 2 -4 
75/) -v-^D^i/;!.] -2-h»j7/^n^h^-'C>'XrSF~«iHS^* 

ESI MS i/e 551. M (jSS^) + ; >H NMR (200 MHz, CDC1 3 )S 13.24 (bra. 1 H), 8.95 
(d, J = 7.9 Hz, 1 H), 7.92 (d, J = 8.4 Hz, 1 H), 7.71 (d, J = 8.4 Hz, 1 H), 7.60 
-7.67 («. 1 H), 7.44-7.58 (m, 3 H), 7.20-7.34 (m, 1 H), 6.57 (d, J = 8.4 Hz, 1 H 
), 4.00-4.41 (m, 2 H), 3.53 (s, 6 H), 1.66-2.04 (i, 8 H). 
[0391] 

mm\A 9 

[£1%] 




j/X-4-5 r ot-N- [4- (4-^^/1/75 7 -^^/'jy- 2-4 ;l/7*57 ) 
[0392] 

XT-yYA: 4-7*n*-N- [4- ( 4-iW/U7$7-*-f V*'J y- 2— f 
757) -i/^DA.dfi/;Mf-^] -2-hU7;P:tn7h^--^yX7$h'iI$i.S<9 

ESI MS m/e 565, M (JMtS) ♦ ; 'H NMR (200 MHz, CDC1 3 )S 13.20 (brs, 1 H), 8.93 
(d, J = 7.9 Hz, 1 H), 7.90 (d, J = 8.4 Hz, 1 H), 7.84 (d, J = 8.4 Hz, 1 H), 7.42 
-7.70 (m, 4 H), 7.18-7.34 (m, 1 H), 6.87 (t, J = 5.5 Hz, 1 H), 4.34 (brs, 1 H), 
3.51 (s, 6 H), 3.43 (t, J = 5.7 Hz, 2 H), 1.52-2.17 (a, 9 H). 
[0393] 

mmmso 
mm 




V-X-N2 - [4 - ( 4-7*0^-2 — h »J 7/\,$nX h jz-'Oi^TS / ) -i/ 
[0394] 

X-f yTA: ( 2-?no-**yy >-4 — i)V) -**)U-T 5 ytf)£j£ 
•mm 1 <VZt -v TAX-nbtlt: 2, 4 - */9 do-WJ y ( 1 2 5 g , 6 2 8m 
mo 1 ) <DTHF ( 1 L) $?$E£t4 4 C£<tj#JL. 4 0 %M e N H 2 ( 136mL, 

i. 5 7 mo i ) zDntK. z.cnm.-^^msLX's oftmiwiti. zcommz. mm 

aHC0 3 mm (pH = 9) T'T/Mr 'J-fkU ir^tcj: 9ttf»£il#>. H 

2 Ofcit^f^ytifcftL. 8 0*CT«6«S-£4i:. (2-9vxi-*+V»V-4- 
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<\i\>) -^f^-rsvd I4g, 94%) 1fi&&?mfcbLX'&bixtz. 

ESI MS m/e 193, W ; »H NMR (300 MHz, CDC1 3 )S 7.68-7.78 (m. 3 H), 7.39-7.48 (m, 
1 H). 6.34 (brs/ 1 H), 3.22 (d, J = 4.8 Hz, 3 H). 
[0395] 

Xt'/TB : isX- [4- KA-M-)V7^;-*-rVVV-1-A)VTi; ) -x 

ESI MS m/e 372, M + H* ; >H NMR (300 MHz, CDCI 3 )5 7.36-7.56 (m, 3 H), 7.06 (ddd 
, J = 8.2, 6.8, 1.3 Hz, 1 H), 5.71 (brs, 1 H). 5.10 (brs, 1 H), 4.45-4.72 (a, 1 
H), 4.00-4.26 (m, 1 H), 3.49-3.76 (m, 1 H), 3.12 (d, J = 4.8 Hz, 3 H), 1.50-1.93 

(m, 8 H), 1.46 (s, 9 H). 

[03963 

Xt vTC : i^X-N2 - [4- (4-7*0^-2- h'J 7/M-Q^ Y^ : y-K>~J 
;PT57) -y?D\Jfy^] -N* -^^-^ yy y- 2 , 4 - i-'T $ yZiaiglS 

EtOAc (5mL) HXWCHC 1 3 ( 1 OmL) [4- (4-^WT 

S y_^yij y _ 2--f^7$y) -v-^a^v/H -#/w<$yg?t-7f-;uxx 

f)Kl. 75g, 4. 7 lmmo 1 ) COSS^fc. EtOAc ( 1 5mL) 4*94M<7) 

«flak*£Jn*fc. £«9Rj6«£ft££i&-r2iSISI»H<rU 3ftBUfc. «Sft£« g&WN 
aHco 3 *»«-cr/p*y4T:L. *jb*chc i 3 -cttaju; (30) . isbttsm 
KM g so 4 ±-cfeass*. rau «Hut ( 2 . 1 5 g > . %<r>mm ( 3 0 0 m 

g. 1. 1 lmmo 1 ) C0CH 2 C 1 2 ( 3mL) SSiKfc, Hit^l 3(T>XT/7hX' 
tf^ti^4-7'D^-2-r- l j7;l-5fa^hdf^-'<.yXr^Tt K (297mg, 1. 

1 Ommo 1 ) . AcOH ( 6 6mg, 1. 1 Omm o 1 ) & XtfN a B H ( O A c ) 3 

(35 1mg. 1. 66mmo 1 ) Ztlltfz. £tf>RfciI£ft£giBT\ CaCl 2 fi 
-7*fc*fc4l$ltl88¥U lfrfaNaHC0 3 *1KHC1 3 TlfttBL* 

(30) . ^fctf/rfSUI £ M g S O 4 ±T$S«3 . iFSiU WBU 4>E$*?o-? 

(NH-y'JA^k Mty+050XEtOAc) fciOfSSU ffitt 
-fl>i:. H3tfiW;M9 lmg) tmbtrfz. £4S89» (7 lmg) WEtOAc 

(lmDI^EC, EtOAc ( 5mL) 4>^4M<0®-fbK*S:jD^. RJES^Sr^ 
a-C3 04HSHH#U SffiLfc. SB*<0Et 2 O ( 1 OmL) »»*Sffl-C 1 mmtiffi 
U v s mz£*)ik,m»ZMtbZ>k, vX-N2 - [4- (4-yo*-2- h- 'J 7;M-a 
^f^f^-^y^TSy) -v?twaf^/|/] -N< -*^-/l— df-^/y V-2, 4- 
5^*7 5 yZJS&tt ( 6 2 m g . 2 0%) LT»S>flfc. 
ESI MS m/e 524, M (jBJgS) + H* ; 'H NMR (300 MHz, CDC1 3 )S 7.34-7.57 (m, 6 H), 
7.05 (ddd, J = 8.2, 6.8, 1.4 Hz, 1 H), 5.52 (brs, 1 H), 4.09-4.27 (m, 1 H), 3.82 

(s, 2 H), 3.12 (d, J = 4.8 Hz, 3 H), 2.57-2.72 (m, 1 H), 1.41-1.94 (m, 8 H). 

[0397] 
SNOT 5 1 

[ 41:198] 



^NH H OF 



2HCI 



i/X-N2-{4-[2- (4-7*0^-2-MJ7^n^ r-3fi<— 7x^1 -X 
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[0398] 

Xf77A : i/^-N2 - {4- [2- ( 4 -7n*- 2 - h >J 7;k*c?;* h^S/- 
7x-^) -i/?u^i/}V} -N^ -^f/l/-^t/'jy-2, 4- 

ESI MS ra/e 538, M (MS) + H + ; i H NMR (300 MHz, U)Z\ Z ) 8 12.18 (brs, 1 H), 9. 
93 (brs, 3 H), 8.74 (d, J = 6.2 Hz, 1 H) , 7.71-7.94 (m, 1 H), 7.60 (t, 1 H, J = 
7.7 Hz, 1 H), 7.21-7.45 (m, 5 H), 3.94-4.26 (m, 1 H), 3.35-3.58 (m, 2 H) , 3.08-3 
.33 (m, 3 H), 2.94 (brs, 3 H), 1.64-2.42 (m, 8 H). 

[0399] 
HMIJ5 2 

[ftl99] 




2HCI 



5/^-N4 -^f-;l/-N2 - [4- ( 2-hV7}VJtuXY*i'-'<*>i?)V7$J) - 
[0400] 

Xf-«y7°A : ^X-N* -^^;U-N2 - [4- ( 2 - MJ 7)V*uX h*i>>-0 
V)V7 5 J ) -y^D^y;l/] -WJy-2, 4 - */T 5 

ESI MS m/e 446, M (SHU!) + H + ; 1 H NMR (300 MHz, CDC1 3 ) d 7.36-7.56 (m, 4 H), 
7.17-7.33 (m, 3 H), 7.04 (ddd, 1 H, J = 8.2, 6.8, 1.4 Hz, 1 H), 5.66 (brs, 1 H), 

5.18 (brs, 1 H) , 4.11-4.27 (m, 1 H), 3.87 (s, 2 H), 3.10 (d, J = 4.8 Hz, 3 H), 
2.60-2.74 (m, 1 H) , 1.45-1.95 (m, 8 H). 

[0401] 

HL200] 




HCI 



i/x-4-7'n^-N- [4- (4-^^ray-^^/uy-2--f^r^y ) - 

i/^n^^U] - 2 - Ml 7;M-n^< h*i/-^>X7$ KigKtg 
[0402] 

7 7° A : S/X-4 -7'n^-N- [4- (4-^f;l/7^-WJy-2- 
Et OAc ( 5mL) £J;t>'CHC 1 3 ( 1 OmL) Hife0lj5 OOXr 77Bt 
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TkbtltzisX- [4- (4-**/l'7$y-*"* rt /y>'-2— f/P7$y) -S^o^* 
v-;H yKt ( 1 . 7 5 g. 4 . 7 1 mm o 1 ) <0!B8S$l££ 

. EtOAc ( 1 5mL) +^ MOJfifl^KStSrflD*.*:. ZCDR&m^iMSrC2^m 
JWfU MU. «9ftt«SWNaHC0 3 *»»T7^Ufl:L. *)I£CHC 1 3 

■eaaju: 00) . ^**fc«we«:Mgso 4 ±-c«a*$-&. r^u atau:. * 

JfeMl 3?>?.t v7BXHtt>ttiZ4-7tt-2- vyyjWxvt b*is-£gMM ( 3 
31mg, 1. 16mmol)£7)CH 2 Cl 2 (5mL) Jgfgfc. DMF ( ljuU 0. 
0 lmmo 1 ) fc^tfSOC 1 2 ( 1 2 0;uL, 1 . 6 5mmo 1 ) £flO;t£. £0?I-& 

yX-N^ - (4-7Sy-^n^dfi/;l') -N4 -X f-^-dr7V'J 2 , 4->-' 
TSy (300mg, 1. 1 lmmo 1 ) OCH 2 C 1 2 OmDWBC. 
Dt;PXf;l/75y (4 10^ U 2. 3 5mmo 1 ) £jD*.£. I^-g-^zfaS-bT' 

mi£^s%ocH 2 c i 2 ( 3m D mmzmaitz. Rm&mz*.^? 

3. SHrBHWPUfc. RlB*IHaNaHC03*»«f^ff±S*fe. *JI£CHC 1 3 "C 

aajLfc (3@) . ^4>*t*iwiisrMgso4±-csiafts-fr. Fau amu 757 

ya?n-7h/77^- (NH-y'J*^/k / v*f- 0%E t OA c ) £«fc Off 

SStl. fc » SatfetaBfh&^flfc. KfPM ( 1 1 6 m g ) <7)E t OA c ( 1 m L) 

C, EtOAc (5mL) +<04M««nak**jBife. ^KI&g-&ft£mffi-C3 0# 

ibhwp u antfc. «e*oEt 2 o ( i omD saggar usautif u rate 

<k 0 ftfBft££K> Sk, 4-yot-N- [4- (4-y^7Sy-^7r'J>-2- 
-f^TSy) -i^nA^^] -2-bU7/M"Oy r-dfv-^^S H (1 02m 

g. 16%) #&&mfck ixftbtit:. 

ESI MS m/e 538, M (jSJStS) + H* ; 'H NMR (300 MHz, CDC1 3 ) d 12.72 (s, 1 H), 8.66 

(d, J = 7.1 Hz, 1 H), 8.35 (brs, 1 H), 8.16 (d, J = 7.7 Hz, 1 H) , 7.74 (d, J = 
8.4 Hz, 1 H), 7.48-7.60 (a, 2 H), 7.40-7.43 (m, 1 H), 7.30 (d, J = 8.4 Hz. 1 H), 

7.19 (t, J = 7.8 Hz, 1 H), 6.57 (d, J = 8.1 Hz, 1 H), 4.34 (brs, 1 H), 4.15 (br 
s, 1 H), 3.22 (d, J = 3.9 Hz, 3 H), 1.90 (m, 8 H). 

[0403] 
Hffc0»54 

[41201] 



N O O F 



i/x-N- [4- ( 4 -yy^/rs y-^/'j >- 2 — -oi/rs y ) -s^u^e 

i/MWl -2- MJ 7;M-oy b* is- OXT$ F£ftj& 



X-f yTA: isX-N- [4 - ( 4 -^y^75 y-^VU V- 2 — ^75 y 
) -i/9WK*is)V*+)V~\ -2-YV7)V*nXY*i/-<>XT$Yffl&my%&L 

%mm2 4<r)AT-v7KT'ftt>tltzi/X- [4- ( 4 - io< ^-75 y »J V- 
2-4^7$y) -isfu^isfrt+lV] -tl>lrtz.>&<yis)i>X.XT-)V (4. 57 
g. 10. 5mmo 1 ) OMeOH (4 6mL) JgiS£ x 5%Pd/C (4 6 0mg) £ 
JPifc. C<7)?l£tt£ 5 0°Ct\ *^ffl»Tfc3Bia»BfU iF$U WMt&k* & 
Qcomfc (3. 7 9g) tffc&ixrt:. COH* (300mg. 1. OOmmol)«CH 
2 C 1 2 (3mL) mmz, h'JXf-;l^rS>- (280/xL, 2. Olmmo 1 ) SrflD*. 




HCI 



[0404] 
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fz. ZVM-&mm±X'8ifflL. mt2-h 'J 7)V*ux h*i/-KyY4)l (236 
mg. 1. O5mmo 1 ) OCH 2 C 1 2 ( 2mL) vMWnUc. RlE^I^Sr*^ 
±X'5mmmtl. Rj££f£WN aHC0 3 mm'i¥±Zi£t:. *S£. CHC 1 3 

?muz (3ni) . ^*>*fc*i)Mi*Mgso4±-c<ia»s*, r*u mat. -?? 

7i/i?D7h/57 4- (NH-i/'J^^W A,^ f -ify4i C 7)3 3%EtOAc. 
S^U*^k CHC l 3 ^10%MeOH) fci DM«U 8M8U:. M$]OEtO 
Ac (lmL)», EtOAc (5mL) +04M^fc**SrlDife. £*)Rj6fi 
£ft£g&-C3 0#ISig#U »»W:. SSftcOE 1 2 O ( 1 OmL) {fJRSrSfflt'l 
B*fil*ffl. rii(cJ:9ifclft«l***>Si:« i'X-N- [4- (4-i/*+frT$S-* 
■tV'jy- 2-4/1/7'$/) -^tw^/M?-^] - 2 - mi 7/M-n;* h^y-^ 
yXT S Kgffltff (134mg, 3 1%) tfSfeOHftfc LTflteflfc. 
ESI MS m/e 510, M (MMSt) + Na* ; 1 H NMR (300 MHz, CDC1 3 ) 8 13.29 (s. 1 H). 8.8 
9 (d, J = 7.9 Hz, 1 H), 7.93 (dd, J = 7.7, 1.8 Hz, 1 H), 7.89 (d, J = 8.4 Hz, 1 
H), 7.63 (t, J = 7.3 Hz, 1 H), 7.52 (d, J = 7.9 Hz, 1 H), 7.47 (dd, J = 8.1. 1.9 

Hz, 1 H), 7.39 (t, J = 7.6 Hz, 1 H), 7.29 (d, J = 9.0 Hz, 1 H), 7.23 (d, J = 7. 
3 Hz, 1 H), 6.77 (t, J = 5.6 Hz, 1 H), 4.18-4.36 (m, 1 H), 3.51 (s, 6 H), 3.42 ( 
t, J = 6.3 Hz, 2 H), 1.35-2.02 (m, 9 H). 

[0405] 

HL202] 



)l] -2-h'J7/M-o;< h^x— ^>X7$ h'SKS 
[0406] 

XT-vy'A: isX-N- [4- ( 4 -*<t-)V7 5 S-^WJ V-1 ~-i iV7$.J ) 
-*s9u*<*W\ - 2 - HJ 7)U*nX h*is- 0X7$ K«fflWW>£j£ 

£ttfl 5 4 *>*■?• -y 7* A<0#H*ttfl! LT . SiH<Dfl:£»S:ttfc. 
ESI MS m/e 460, M (2SE8IS) + H* ; iH NMR (300 MHz, CDC1 3 )S 12.61 (s, 1 H), 8.70 

(d, J = 4.4 Hz, 1 H), 8.57 (d, J = 7.6 Hz, 1 H), 8.26 (d, J = 8.1 Hz, 1 H), 7.8 
2 (dd, J = 7.7, 1.8 Hz, 1 H), 7.08-7.57 (m, 6 H), 6.60 (d, J = 8.1 Hz, 1 H). 4.2 
5-4.45 (m, 1 H), 4.01-4.25 (n, 1 H), 3.20 (d, J = 4.5 Hz, 3 H), 1.53-2.18 (a, 8 
H). 

[0407] 

mm5 6 

HL203] 





HCI 



(344) 



i|f H2004-315511 (P2004-315511A) 



i/A-N- [4- (4- : JX1-)VTz.J-* J )-Wy-2-4)V7ii; ) -i^O'v* 
[0408] 

xf 7/a : v-x-n- [4- (4-^^r$y-df-fyjy-2-^;PTsy 

tff'JV-fcfiftSflfcDMAP (2. 4 5g. 7. 3 5mmo 1 ) «CH 2 C 1 2 (6 
mL) SigftK. «ft2-b>j7A'*o^h^- ^;K472mg, 2. 10m 
mo I ) i5XX/mW\9<DXf-yrCX'%i>iXtzi/X-m - ( 4 -T 5 J -x^D^df 
-N4 , N< -^^-df-fV'J>-2, 4-^'TSy (30 0mg, 1. 0 5 
mmo 1 ) fcjoifc. C^a^ft*afflT24l«BlflltfL, iP$U «WNaHC0 3 * 

satanc. 7kss-chc 1 3 -caasLfc ohj . ^b*t*«i*Mgso4±'c 

^25%EtOAc) tCctOffiiSt, ««W:. JKSftOEtOAc ( lmL) JgjgtC 
. EtOAc UOmL) tt><7)4Mcr>&{WmiMlte. K^^VHiM^X' 1 B#HJt# 
U «*Lfc. m%W)Et 2 O ( l OmL) }§?g£SST-lB#IS8H¥U iF»cJ:9ifc 

K8ft*&*>sfc. i^x-N- [4- (4-^^r$y-^-tvu>— 2-^f^rsy 

) -*s?wk* ! s)V] - 2-VV?)V*uXY*i'-'<-yX7$. h'g&B ( 145mg. 
2 7% ) tffifeOfflKi: LTfi&fcfc. 

ESI MS m/e 474, M (ffigM) + H* ; 'H NMR (300 MHz, CDC1 3 ) £ 13.22 (s, 1 H), 8.88 
(d, J = 7.5 Hz, 1 H) , 7.90 (d. J = 8.2 Hz, 1 H), 7.79 (dd, J = 7.6, 1.9 Hz, 1 H 
), 7.64 (t, J = 7.5 Hz, 1 H), 7.52 (d, J = 8.7 Hz, 1 H), 7.47 (dd, J = 8.1, 1.9 
Hz, 1 H), 7.37 (dt, J = 7.5, 1.2 Hz, 1 H), 7.20-7.33 (m, 2 H), 6.66 (d, J = 8.4 
Hz, 1 H), 4.06-4.36 (m, 2 H), 3.52 (s, 6 H), 1.55-2.21 (m, 8 H). 
[0409] 



H 2HCI 



S/X-N2 [4- {A~y'u^-2-Y')y)V^u^Y^^-y^-}VT^y) -is 
[0410] 

Xf'/TA : yX-N2 - [4- ( 4 -/n^- 2 - h 0 x- 7x-/b 

1 S-Jy^y- 6 (647mg, 2. 45mmo1), 4-/n 
1 - - 2 - b 'J 7;Wo^ h^y-<yt> ( 7 7 Omg s 2. lOmmol 
) . mmM9CDXTv7CX''i%^iltzi/A-N2 - (4-T^-^nMy;l/) -N 
4, -Wf;^WJy-2, 4-y'7Sy(500mg, 1. 7 5mmo 1 ) 
. +hV*7J*t-~7b*>>V (235mg, 2. 45mmol) s b'JX (yXyy'Jf 
>7*hy) yA e 7^A (160mg s O. 1 7 5mmo 1 K (R) - ( + ) - 2. 
2' -t** (y'7x^/l/W7^) -1,1' -\Z1r7+)V ( 160mg. 0. 175 
mmo 1 ) iUl/THF (3. 5mL) ZMltl, icORjCffl^ft^aBrFt: 1 8«H«l 
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/l^H^flfc. .I<7)7H;UDEt 2 O (2mL) EtOAc (0. 3mL) $cr> 

2 O ( 2mL) mX'l 5HMtffllt:. Wifci OitlBfttJW), Et 2 OT 

ft»U #HTfc$ai$tf&fc, y^-N2 - [4- ( 4 -/nt- 2- h 'J 7;M-n* 

h*>--:7x-/U7$y) -y^D^y/H -N4 , N4 

, 4-^7$:0!6Kfi ( 189mg, 1 8%) **fife«EIfti: l/r«te*lfc. 

ESI MS m/e 524, M (iKSffi) + H* ; 'H NMR (300 MHz, CDC1 3 )S 13.04 (s. 1 H), 8.85 

(d, J = 7.9 Hz, 1 H), 7.90 (d, J = 8.1 Hz, 1 H), 7.61-7.70 (m, 1 H) , 7.53 (d. J 

= 7.6 Hz, 1 H), 7.22-7.31 (m, 1 H), 6.94 (s, 1 H), 6.79 (s, 1 H), 6.65 (s, 1 H) 
, 4.28 (brs, 1H), 3.52 (s, 6 H), 3.30-3.45 (m, 2 H), 1.64-2.08 (m, 8 H). 

[0411] 
HJS0J5 8 

[11205] 



O O F 



i/X-N- [4- (4-X J f-)VT$.S-*1-YV y-2—itVTS.J ) -y?D'v*>' 



AT-yTA : UX- [4- {4-M-)V7$J-*+YV>-2—i)VTz.J) -$/ 

ESI MS m/e 420, M + H + ; 'H NMR (300 MHz, CDC1 3 )# 7.20-7.59 (m, 8 H), 7.04 (ddd 
, J = 8.2, 6.8, 1.3 Hz, 1 H), 5.54-5.76 (m, 1 H), 5.10 (s, 2 H) , 4.78-5.24 (m, 2 
H), 4.18-4.36 (m, 1 H), 3.11 (d, J = 4.8 Hz, 3 H), 2.92-3.16 (m, 2 H), 1.06-1.9 
4 (a, 9 H). 



XT'xTB : vX-N- [4- {A-^)VTXJ-^^/^V-2-- AiVTXJ) 

i,X- [4- (4-^f-;UTSy-^i-V'U>--2--f;PT5y) -j^n'vfry/M 
f)H -**A'iyi\Vy';HXfiK2. 73g. 6. 5 Ommo 1 ) Me OH ( 
2 7mL) mmz. 10%Pd/C (273mg) ZWLtz. ZCOfc-gtoZ 5 0°CX\ * 

mm%Tiz 1 4 ^isbsb* l , rau wmtt t . sh^h* ( 1 . 9 5 g > 

Jt. tf'JV-fcfiftSixfcDMAP (2. 45g, 7. 3 5mmo 1 ) <7)CH 2 C 1 2 ( 
lOmDSffliSfc. mt>2-YV7A'*nXY*i'-<VY4)V {A12mg. 2. 1 
Ommo 1 ) &i.XtmiS7Mfa (300mg, 1. 05mmo 1 ) iMtt:. Cl^S^ 
*Si!T2. 5BISHWfU FiiU fe»NaHC0 3 *1£CHC 1 

3 T1*itiU: (30) . ^bWz%®M*MzSO A hX-mk^it. iFSU ttffiU 4" 
E»;D7h/77-(- (NH-y'J^ftK MtV+«50%EtOAc ) feitf 
757yi?n?h/77<- (i'D^y/k CHC 1 3 4>?)20%MEOH) t,z£*)m 
8U iSILt SSftcOEtOAc ( lmL) jgffilc. EtOAc (5mL) tfc04M 

2 O ( 5mL) lBSIBHWfU 9 iM) i/X-N- [ 




[0412] 



[0413] 



(346) 
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4- ( 4 -A^llT $y-^tV"U y-2-A)VT^J) -y?D^i//Mf/H -2 
- h 'J h*5/-^yXr 5 (20mg, 4%) fl*efetf>@ttfc IX® 

ESI MS n/e 474, M + H + ; l H NMR (500 MHz, CDC1 3 )S 12.82 (s, 1 H) , 8.63 (d, J = 
7.3 Hz, 1 H), 7.97-8.12 (a, 2 H), 7.91 (dd, J = 7.6, 1.5 Hz, 1 H) , 7.54 (t, J = 
7.6 Hz, 1 H), 7.48 (dt, J = 7.9, 1.8 Hz, 1 H), 7.38 (t, J = 7.0 Hz, 1 H) , 7.26-7 
.35 On, 2 H), 7.19 (t, J = 7.6 Hz, 1 H), 6.77 (t, J = 5.8 Hz, 1 H), 4.30-4.41 (■ 
, 1 H), 3.41 (t, J = 6.4 Hz, 2 H) , 3.20 (d, J = 3.7 Hz, 3 H), 1.48-2.01 (m, 9 H). 
[0414] 

mm 5 9 
[flao6i 



Xf7TA : y*-N4 -^f*;^-N2 - {4- [ (2-bU7;^D^Ky-^ 
>y^75/) -*f-AO -S^n'v^u} , 4-^T5>-Z^K« 

m&M5 8<DXTvyAVnt>tltzisA- [4- (4-^w$y-^t/ i Jy-2 
— f;ursy) -y^n^^wf*] -*;wuyg<yy>xxf^ (2. 7 3 g 

.6. 50mmol)OTeOH(27mL) ^}g?Sfc. 1 0%Pd/C ( 27 3mg) 

. *Efec7)@]#: ( 1 . 9 5 g ) fijfB^H* ( 3 0 0 m g . 1. 05mmol) 

c7)MeOH (3mL) 2 - h 'J VfoitU* b^y-^yXT/^ft H (20 0 

mg, 1. 05mmol).AcOH(63mg. 1. 05mmol) fciOTaBH3 
CN (99mg, 1. 5 8mmo 1 ) fclBifc. £<ORJ6ffl#ft£SfflT\ CaCl 2 f 

i 3 -c«ajLfc (30) . ^**fc«iw*Mgso 4 ±r««s-e:. r»u amu 

*EiS*?n7b/77^ (NH-y'J^y;K ^fy^5 0%EtOAc) *>J: 
^777ya;n7h/77^- (^U^v-Vk CHC1 3 ^10%MeOH) fci 0 
SSL. Smifc. S»EtOAc ( lmL) »»fc. EtOAc (5mL) *<04 
M^fltfcStlDifc. RCa^ftSSiaT3 04HSI«tfl. amifc. S»0Et 2 

o (1 omD mmzm&x l&fmmwi, rmzxwmmzmvy&t. s^-n* - 

**/U-N2 - <4 - [ (2-hU7;Wn^b^y-\yy;l/7^y) - i/ 

^D^y;U-^t/»jy-2. 4-S/TSyiHaBB (175mg, 3 3%)#Bfe 
*>B*fclTl»fe*lfc. 

ESI MS n/e 460, M (iSli®) + H + ; 1 H NMR (300 MHz, CDC1 3 ) ^ 11.49 (brs, 1 H), 9. 
74 (brs, 1 H), 9.57 (d, J = 4.4 Hz, 1 H) , 8.43 (d, J = 8.4 Hz, 1 H), 8.27 (d, J 
= 8.4 Hz, 1 H), 8.13 (dd, J = 7.5, 1.8 Hz, 1 H), 7.24-7.51 (m, 4 H), 6.95-7.16 ( 
m, 2 H), 4.28 (s, 2 H), 4.13-4.38 On. 1 H), 2.99 (d, J = 4.5 Hz. 3 H), 2.92 (d, 
J = 4.8 Hz, 2 H), 1.41-2.19 (m, 9 H). 




[0415] 
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[0416] 
[<ffc207] 



NH O F 



2HCI 



3/X-N2 - {4 - [ ( 4 -7n^ - 2 - h y y>7 S ^ ) 

*?^] -^?oa^>7U} -N 4 4-S/'r5yZffi8ffi[ 
[0417] 

Xf7/A : - {4 - [ (4-yo^-2-Ml7/^n^ h^rv-^y 

ESI MS m/e 538, M (jBttS) + H + ; *H NMR (500 MHz, CDC1 3 ) d 11.23 (brs, 1 H), 9. 
75 (brs, 2 H), 9.46 (brs, 1 H), 8.43 (d, J = 7.9 Hz, 1 H), 8.29 (d, J = 8.5 Hz, 

1 H), 8.08 (d, J = 8.5 Hz, 1 H), 7.55 (dd, J = 8.6, 1.8 Hz, 1 H), 7.44-7.52 (ra, 

2 H), 7.14 (t, J = 7.3 Hz, 1 H), 7.07 (d, J = 7.9 Hz, 1 H), 4.24 (s, 2 H) , 4.19- 
4.30 (m, 1 H), 2.88-3.05 (m, 5 H), 1.38-1.84 (m, 9 H). 

[0418] 

mmme i 

CA208] 



O O F 



yX-4-7o^-N- [4- ( 4 - *+)VT 5 J V- 2 ~A )V7 5 J ) - 
y;o^y;Mf;H -2-HJ:7/M-u^ h*>—KyXT$ 



yX-4-yn^-N- [4- (4-^f^7^-WJy-2- 
HSfeffl 5 8mf7/A X*% htlti^X- [4- (4-^^757-^/^-2 

-*s9u*s**/)V*w\ -^/i/A'^^yy/nxf^ (2. 73 g 

„ 6. 5 0mmo 1 ) cOMeOH ( 2 7mL) jSjSfc. 10%Pd/C (273m g) £ 

4-^75y ( 1 . 95g) ^afe^)H»i:UT»feilfc. Hffcffll 3Wy7Bt» 
^tl^4-yu^-2-hg7;^n^h^x-$A#K( 599mg. 2. lOmmo 
1 ) <7)CH 2 C 1 2 (6mL) jgJgtC. DMFI1//U 14. 7jumol) t5XX/SO 




HCI 



[0419] 



(348) 
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C\ 2 (190//U 2. 6 0mmo 1 ) fciDifc. £ttE£ft&BSrFfc 3 0#l»£ 

DMA P (2. 4 5g N 7. 3 5mmo 1 ) OCH 2 C 1 2 (6mL) SfflJSK, HUlB^ 
mmmteXlfisA-Ni - {A-T^JX+iV-^tU^isfo) -N4 

4-i/*rsy (3oomg) saoifc. £*>8teS*^T24B*HHitf 

U rilt. t^NaHC0 3 *^£&Vtff. *JB£CHC 1 3 -C»ajLfe (30) o 

^i>*fc«iwtMgso 4 ±T«ai«*. rau steu ^mmtv^v??? < 

- (NH-xU^k 'V*1f>'+tf>5 0%EtOAc ) fciOffSU SBBUfc. 
ftc7)EtOAc (lmDIIC, E t OA c ( 1 OmL) *C04 M^Jgft**S:SPX^ 
. RJ5ffl^£gfi?ll«a«#U *»U:. SWft<0Et- 2 O ( 1 OmL) 
ffl-CHWBHWPL, r»fcJ:0ittB*4:IW)4i:. yX-4-/n^-N- [4- (4- 

^■Q^h^^-^yXTSKSKiS (4 7mg N 8%) 

ESI MS m/e 551, M (jigtM) + ; l H NMR (500 MHz, CDC1 3 )S 12.61 (s, 1 H), 8.56 (d 
, J = 7.3 Hz, 1 H), 8.40 (brs, 1 H) , 8.15 (d, J = 8.5 Hz, 1 H), 7.78 (d. J = 8.5 
Hz, 1 H), 7.47-7.55 (m, 2 H), 7.42 (t, J = 1.5 Hz, 1 H), 7.26 (d, J = 8.5 Hz, 1 
H), 7.17 (t, J = 7.6 Hz, 1 H) , 6.88 (t, J = 5.8 Hz, 1 H), 4.32-4.44 (m, 1 H), 3 
.40 (t, J = 6.1 Hz, 2 H), 3.20 (d, J = 4.3 Hz. 3 H), 1.49-2. 00 (m, 8 H) . 
[0420] 

Hfc209] 




2HCI 



S/*-N2 - {4 - [3- (4-7^-2- HJ7/ktD;< F^y-7x^H -7° 
DbVl/75/] -y^o^y/H -N« , -^f;P-*t/>jy-2, 4-i/T 

[0421] 

77 e A: (E) -3- (4-7'0^-2-hU7;^U^b^r^-7x^l/) - 

(xh^ri/-^ h*y^f;l/-*X7 >r y^fyl/) -»«xf^xxf;K3. 45g, 
1 5. 4mmo 1 ) COTHF (230mL) Jgjgfcl. *4)V$*<r>6 0%**ft^h 'J 
(370mg. 15. 4mmol) Srjll*.*:. ^atefctSSBT 5 0#lfflWFU 4°C 

wsaiu:, ^oRjea^ftc. thf doomD +04 - yo^- 2 - mj 7;m- 

n^h^y-^yXT^ftK (3g. 11. 2mmo 1 ) SrJll*.*:* Z0)f&&m£m& 
TlSISBMBfUfc. £tf>*«S:H 2 Ota?. *«*EtOAcTttajLfc (30) * 
^^*fiHSrMgS0 4 ±T«j»S*. FiiU «HU 777^?D7b/57 
4- (S^J^k ^t>^5%EtOAc) izXmmt&t. (E) -3- (4 
-7' , n^-2-hU7^n^ h*j/-7x-;H -7?'J^ixf^xxfiK2. 9 
8g, 79%) ifiteg&>*4)Vh LX%t>titz. 

CI MS m/e 339, M + H + ; ! H NMR (300 MHz, CDC1 3 )S 7.85 (d, J = 15.8 Hz, 1 H), 7. 
42-7.58 (m, 3 H) , 6.48 (d, J = 15.8 Hz, 1 H), 4.29 (q, J = 7.0 Hz, 2 H), 1.35 (t 
, J = 7.0 Hz, 3 H). 
[0422] 



(349) 



#682004-315511 (P20O4- 



^H-ffcT^ a ~ A 'j iK/ A (834mg, 22. Ommo 1 ) ^Et 2 O (20mL 
)SSI»*4 4 CtC?&aiLfc. (E) -3- (4-^~2-h'j7^D^Ky-7 
x-;l/) (2. 9 8g. 8. 7 9mmo 1 ) <DEt 2 O (9 

mL) *§$£$ti)nU ZC0M^Zm&X*9 0mmftltz. RJE£ E t O A c (6mL 
) mit£ii\ f&ftNH 4 C l7j«£«JOU:, *»^EtOAcTl*aiL^ (30) 

o &b<£ttmmz im^ohc i*^m#u Mgso 4 ±-cigs$*. ip»u m 

«U 77 7ya?D?h/57>f- (S/U^WK Mt^O2 5%Et0Ac) fc 
iOfttil-rSfc. 3- (4-yo^-2-h'j7;^n^h^^-7x^U) -7oav 
-1-HK1. 14g. 4 3%) Wtfi»*>f;Ui: LTflfcilfc. 
EI MS m/e 298, M + ; *H NMR (300 MHz, CDC1 3 ) 8 7.10-7.43 (m, 3 H), 3.68 (t, J = 6 
.4 Hz, 2 H), 2.67-2.80 (m, 2 H) , 1.75-1.94 (m, 2 H). 



Xf7 7°C : 3- ( 4 -/O^t- 2 - h 'J 7i^n^ h Jry-7 x-;l/) -7°nt°^ 

3- (4-7'n : 6-2-h , J7;Wn^h^y-7x-^) -To/ty- l -;t-/P ( 
1. 0 3g. 3. 44mmol) cOCH 2 C 1 2 (47mL) ^$r4 0 C^»L. ^7 
-f h ( 1 . 4 g) fcJ:tf?nn?nAB^y^~^A ( 1 . llg, 5. 1 6mmo 1 ) 

y^U7b/77^ (xUtf^/k *^V>$*>1 6%EtOAc ) t± OUSTS 
fc, 3- (4-7'nt-2-h , j7;^D^h^y-7x^) -rnt^yr^f t K 
(65 9mg, 6 4%) *%fe^>f^t LTtf^iXTt. 

CI MS m/e 297, M + H + ; l W NMR (300 MHz, CDC1 3 )S 9.80 (t, J = 1.1 Hz, 1 H) , 7.3 
2-7.42 (m, 2 H), 7.17 (d, J = 8.4, Hz, 1 H), 2.96 (t p J = 7.4 Hz, 2 H) , 2.72-2.8 
1 (m, 2 H) . 



Xf77D : >-X-N2 - {4 - [3 - ( 4 -:/n*- 2 - bV 7)V*U* h*>>- 
7x-;P) -7°ub°/P75y] -^^O^^) — N 4 , N 4 -y^f^-W'jy 
-2, 4-i/*TSyZfilHgtf>&J« 

£tfcffl 3 7^Xf7 7°B<03MH£$M LT , ^a^fc^ftSrftfc . 
ESI MS m/e 566, M (jSjSI!) + H + ; X H NMR (300 MHz, CDC1 3 )^ 8.81 (d, J = 7.2 Hz, 
1 H), 7.91 (d, J = 7.9 Hz, 1 H), 7.60-7.70 (m, 1 H), 7.49 (d, J = 8.4 Hz, 1 H), 
7.12-7.42 (m, 5 H), 4.31 (brs, 1 H), 3.52 (s, 6 H) , 3.23 (bra, 1 H) , 3.02-3.14 
(m, 2 H), 2.78 (t, J = 7.8 Hz, 2 H), 1.97-2.36 (m, 8 H), 1.59-1.85 (m, 2 H) . 
[0425] 

mm e 3 



i/X-N2 - {4 - [4 - (4_y u ^_ 2 -b >J7^U^ h^y-7x^H -7* 
+>VT$S] -is9u*Jti/9V) -N 4 , N 4 -y^W-Wyy-2, 4-y7S 



[0423] 



[0424] 




[0426] 



(3 50) 



^Pfl2004-315511 (P2004- 



Xt-vTA : (E) -4- (4-70^-2- hV7)i>*t}*b*i/-7 x-J\s) - 

7r- 2 - yigx^xxf-^co^ 

ESI MS m/e 352. M* ; 'H NMR (300 MHz. CDC1 3 )£ 7.33-7.53 (m, 3 H), 6.64 (d. J = 
16.2 Hz, 1 H), 6.37 (dt. J = 16.0, 7.1 Hz, 1 H), 4.18 (q, J = 7.2 Hz, 2 H), 3.28 

(dd, J = 7.1, 1.5 Hz, 2 H), 1.29 (t, J = 7.2 Hz, 3 H). 

[0427] 

Xr-yTB: 4- (4-^-2- h'J?;^ Ky-7i-;H 
1 - Jf-yKO&jfc 

EI MS m/e 312, M + ; 1 tt NMR (200 MHz, CDC1 3 )S 7.10-7.42 (m, 3 H) , 3.68 (t, J = 
5.1 Hz, 2 H), 2.60-2.82 (i. 2 H), 1.50-1.79 (m, 4 H), 1.10-1.50 (brs, 1 H). 
[0428] 

Xf "/TC : 4- (4-ynt-2- hV7>\s*UX V*l/-7 3.-iV) -7**1V7 

ESI MS m/e 311, M + H* ; 'H NMR (200 MHz, CDC1 3 ) 8 9.79 (s, 1 H), 7.02-7.22 (m, 
3 H), 2.60-2.84 (m, 2 H), 2.49 (t. J = 5.9 Hz, 2 H), 1.80-2.03 (m, 2 H). 
[0429] 

Xt-vTV : yX-N 2 - {4- [4- (4-7*n*-2- hV7fr*BJt hdf^- 

2, 4-> f rs>'Z«ffiaa<o^ 

HlifSWl9<7)Xr'yrCTl#^il^^X-N2 - -^7*3^5; i/iV) -N" 

. Ni - v-Xf-^-df-J-VU y-2, 4-y'7Sy (240mg, 0. 84mmol)» 
Me OH (3mL) @}§?£K. 4- ( 4 -7*0*- 2- h >J 7/M" h-* v— 7x-/l/ 
) -7"f ^Wft H (262mg. 0. 84mmo 1 ) , (79mg. 1. 26m 
mo 1 ) fcJ;^'NaBH 3 CN (79mg, 1 . 26mmo 1 ) SriUx./c. Z<F>Km&% 
**£&C8l$iaflHfLfc. RiB*ft«NaHC0 3 *»afrffjJ:S*fc. *Ji£CHC 

1 3 TfttULfc (30) . ^*Hirfc^r«wi*Mgso 4 ±TSia»s^ rat. »»u 

"ttESfr^oVr-y-'^-f- (NH-y'JAt';k Mtytf«50%EtOAc ) fcj; 
OffMI-l-fc. «aSfi<0@«c*m«3ilfc. ^OllftcOEtOAc (2mL) Et 

oac (lomD +<04M<?)fiflak**jni3t. znm^&mBL-emwmi. m 

»Lfc. 3MjOEt 2 O (20mL) IS^aStl Wf Lt. ffWtiOH** 
Et 2 0-C'a^L. «ETfc$6tt$-£*i:. vX-N2 - {4- [4- (4-7*o 
*^2-h07)l'*v*V* y-7i-;H -7*f-;l'757] - O'V* -N" 
, N4 -^f-^-df^/'Jy-2, 4-y'TSyZI§i)S(220rag, 4 0%) #6 

ESI MS m/e 580, M (jSHS) + H* ; 'H NMR (200 MHz, CDC1 3 )S 12.73 (brs, 1 H), 9. 
55 (brs, 2 H), 8.66-8.88 (m, 1 H), 7.92 (d, J = 7.9 Hz, 1 H) , 7.66 (t, J = 7.3 H 
z. 1 H), 7.48 (d, J = 7.7 Hz, 1 H), 7.12-7.40 (m, 3 H), 4.20-4.42 (m. 1 H), 3.52 

(s, 6 H), 2.92-3.42 (m, 3 H), 2.60-2.78 (m, 2 H). 1.58-2.59 (m, 12 H). 

[0430] 
H*fiW6 4 



(351) 
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(4- { [2- (4-7tt-2-hV7)l*u*h*>'-7x->V) - 
xf*/I/7$/] -XfrV\ -^DMy;K -N 4 , N 4 

[0431] 

N2 - -N 4 , n* -S^f^ 

MWJ24c7)XT^rBT1#^>il/L^X- [4- (4-y7f;l/7Sy-W'Jy- 
2-^75 7) -y.?n^y/Mf/H -*;W^y8<yy>XXf^ (12.1 
g, 27. 9mmo 1 ) c7)MeOH ( 1 20mL) iSJKfc. 1 0%Pd/C ( 1 . 2 1 g 
) MDifc. ^<7)?gl^j£5(rCT\ *3R»H«Tfc:i9«Blffll»U r*U fflffiU 
777yA?n7h/77^ (NH-v-U^VK Mt^6 6%E tOAcH 
^DD^A^l 5%MeOH) tCiDttK^^h. N2 - (4-75 7^^-^^ 
n\^y;H -N4 , N 4 -i^^/U-*^/yy--2, 4-^7$y(6. 9g, 83 
%) LTfcfcflfc. 

CI MS m/e 300, M + H + ; *H NMR (300 MHz, CDC1 3 )S 7.81 (d, J = 8.4 Hz, 1 H), 7.4 
0-7.51 (m, 2 H), 6.98-7.04 (m, 1 H) , 5.04 (d, J = 7.3 Hz, 1 H), 4.24-4.30 (m, 1 
H), 3.27 (s, 6 H), 2.60 (d, J = 6.4 Hz. 2 H), 1.81-1.% (m, 2 H), 1.57-1.76 (n, 
4 H), 0.90-1.51 (in, 5 H). 
[0432] 

Xf77B : ^X-N2 - (4- { [2- ( 4 -yo^E- 2~h0 7)V%U* Y^ris 
-7x-/l/) -xfv!/7$/] -^?DMi/;H — N 4 , N 4 -^f-^- 

u y - 2 . 4 - ^*7 5 yrjfiiEBo^* 

ESI MS m/e 566, M (afflM) + H + ; i H NMR (300 MHz, CDC1 3 ) S 12.45 (s, 1 H), 9.74 

(brs, 2 H), 8.70 (d, J = 7.6 Hz, 1 H), 7.90 (d, J = 8.4 Hz, 1 H), 7.66 (t, J = 

7.6 Hz, 1 H), 7.17-7.52 (m, 4 H), 4.30 (brs, 1 H), 3.52 (s, 6 H), 3.32-3.50 (m, 

2 H), 3.17 (brs, 2 H), 3.01 (brs, 2 H), 1.56-2.10 (in, 9 H). 
[0433] 

M212] 




x*-N2 - (4- { [2- (4-7'n^-2-b'j7;Wu^h^y-7x-^) ~ 
7 $ V ZtSBE 
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[0434] 

Xr-y7°A : i-X-N2 - (4- { [2- ( 4 -70^- 2 - r- 'J 77M-ny r-*x 

ESI MS n/e 552 M (jKgtli) + H* ; 'H NMR (300 MHz, CDC1 3 )S 11.66 (s, 1 H), 9.62 
(brs, 1 H), 9.40 (brs, 1 H), 8.05-8.50 (m, 2 H), 7.21-7.58 (m. 4 H), 6.96-7.21 ( 
in, 2 H). 4.26 (brs, 1 H). 3.41 (brs, 2 H). 2.75-3.31 (■, 7H), 1.30-2.24 (m, 9 H). 
[0435] 

mm6 6 

[112133 



yX-N" , N4 -sj^fr-W - {4- [2- ( 2 - 1- 'J 7/M-o.X r-dri/-7x 

-xf-rt/rsy] -i^^o^dfv;n -^H-vyy- 2, 4->-*r$yzses 

[0436] 

Atv7°A : ^X-N4 , N< -x^f-;P-N2 - {4- [2- (2- MJ7/M-0 
^bJfy-7x^l/) -x^-;l/T$y] -^o^^;H -^^VUV-2, 4-y'7 

3dlM370XT?TBtitfc;rlfcv\X-N2 - {4- [2- (4-/Dt-2-h'J 
7WD^hify-7i-;H -xf-^TS/] -i^O'V^H -N4 , N4 -s/y. 
f-^-^f^V'J y-2, 4->>T$.y~i&ffl& (2 50mg. 0. 4mmol)cOEtO 
H (5raL)», 10%Pd/C (75mg) SrjDi.it. ** 
J^Tfcl7SISH«HU r3it. ISftNaHC0 3 *iSiStav^. *«£CHC 1 
3 T-ttttiU^ ( 30) . -&htt.H9N2tA8S0 4 ±X'&mit. FiiU «BU 7 
7-yv-A^DVh^*57>f- (NH->-U*y;k ^.Jf-ty+^5 0%EtOAc ) £J; 
OWM-TI-i:. *Efec05T-fA'**f|^flfe. iW^EtOAc (4mL)j§|C, E 
tOAc (0. 2 5mL) +<a4M<o8fc**&;8o;Lfc. £tf)fi£ft££fflT 1 B#HB£# 

u mmitc. %m*Et 2 o nsmD csss*. istmrwuc. r>& 

KJOHf****). Et 2 OTiSfc^U jSEFrt:«aSS*44:, xX-N4 , N4 -j/y, 
^_ N2 _ {4 _ [2 - ( 2-HJ7Wn>l^fy-7x^H -Xf-;UT5/] - 
S/^DA.df^> _^^-yijy_2, 4-i?T$.y~mm ( 1 04mg, 48%) #6 

ESI MS n/e 474, M (3HBID + H* ; 'H NMR (300 MHz, CDC1 3 ) d 12.62 (s, 1 H), 9.78 
(brs, 2 H), 8.71 (brs, 1 H), 7.93 (d, J = 8.4 Hz, 1 H), 7.39-7.77 (n, 3 H), 7.1 

4-7.37 (m, 4 H), 4.33 (brs, 1 H), 3.15-3.71 (a. 11 H). 1.93-2.53 (m, 6 H), 1.62- 

1.89 (m, 2 H). 
[0437] 

mime 7 



F 




(353) 
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F 



HCI 



i/A-2- (4-7Dt-2-h'j7/Wo^h^y-7x^) -N- [4- (4- 
[0438] 

ESI MS m/e 298, M + ; l H NMR (300 MHz, CDC1 3 ) d 7.39-7.47 (m, 2 H), 7.22 (d, J = 
8.1 Hz, 1 H), 3.70 (s, 2 H) . 
[0439] 

Xf7/B : i/X-2- (4-7o*-2-MJ7/M"U-* h^y-7x-/M -N 

- [4- (4-^^;ur^y-^/ , jy-2->f;pr^y) -s^ckv^/p] -r 

ESI MS m/e 566, M (j&gtM) + H + \ 1 H NMR (300 MHz, CDC1 3 ) d 13.15 (s, 1 H), 8.91 
(d, J = 7.7 Hz, 1 H), 7.89 (d, J = 8.4 Hz, 1 H), 7.61-7.70 (m, 1 H) , 7.48-7.56 
(m, 1 H), 7.39-7.45 (m, 1 H), 7.21-7.33 (m, 2 H), 6.02 (d, J = 8.8 Hz, 1 H) , 4.1 
9-4.33 (m, 1 H), 3.82-4.03 <m, 1 H) , 3.53 (s, 2 H), 3.51 (s, 6 H) , 1.64-1.97 (m, 
8 H). 
[0440] 

mm 6 8 

HL215] 



i/X-2- (4-7'o^-2-hl>:7/M-n.* h^-7x^I/) — N - [4- (4- 



Xf-yTA : i/X-2- (4-7 f, n^-2-h , j7^n^ h^y-7x-/H -N 

ESI MS m/e 580, M (JSfltS) + H + ; MI NMR (300 MHz, CDCl 3 ) d 12.85 (brs, 1 H), 9. 
08 (d, J = 8.4 Hz, 1 H), 7.90 (d, J = 8.8 Hz, 1 H), 7.58-7.72 (m, 1 H), 7.19-7.5 
4 (m, 5 H), 6.81-6.93 (m, 1 H), 4.28-4.51 (m, 1 H), 3.83 (s, 2 H), 3.51 (s, 6 H) 
, 3.29-3.34 (m, 2 H), 1.42-2.03 (m, 9 H). 




HCI 



[0441] 



(354) 
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[0442] 

5WW6 9 
HL216] 



H F 



i/X-3- (4-7'n^-2-b»j7;WD^b^y-7x^;l/) -N- [4- (4- 
[0443] 

XT77A: 3" ( 4 - /Dt - 2 - h 'J 7 Wn,?( h^r y-7 x-;H -7'oh^ 

»I6 2cOXr^7°BT*#fe<l?t 3 - ( 4 -7u^- 2 - b U y)V*u* b^fy- 7 
x-;l^) -/OA'y-l-^ (lg, 3. 34mmo 1 ) cOT-fehy ( 1 5mL) & 
ffilZ. iSs-yXmH (4mL) £4rmtfc. £^>ftd«l»£ftT2l«l8liH¥ U:. 

(50mL) fc^r. *«*Et 2 O-CttaiLfc (30) . £;btffc*«W£M 

^t^25%EtOAc) KiOflfiR-fSfcs 3- ( 4 -7*U^- 2 - h U 77k* 
n^b^y-7x-;W -Tnb'^-yK (930mg, 8 9%) im&to*4 )Vb LX'& 

ESI MS ra/e 313, N + .; *H NMR (200 MHz, CDC1 3 )S 7.31-7.50 (m, 2 H), 7.10-7.29 (id 
, 1 H), 2.97 (t, J = 7.7 Hz, 2 H), 2.65 (t, J = 7.7 Hz, 2 H) . 
[0444] 

Xf '/7'B : yX-3- (4-/ot-2-MJ7;M"D^ h^y-7i^l/) -N 

- [4- (4-^f-;PT5/-^/ l jy-2~>f7ur$y) ^^o^^] -rn 

£ttft4 7^)Xf7rAC0#IS:ttfflLT, £»0fc£«s£Wfc. 
ESI MS m/e 580, M + H + ; *H NMR (300 MHz, CDC1 3 ) d 13.12 (brs, 1 H), 8. 

92 (d, J = 7.9 Hz, 1 H), 7.90 (d, J = 8.3 Hz, 1 H), 7.47-7.73 (m, 2 H), 7.15-7.4 
4 (m, 3 H), 5^92 (d, J = 8.4 Hz, 1 H), 4.18-4.38 (m, 1 H) , 3.76-4.03 (m, 1 H) , 3 
.51 (s, 6 H), 2.98 (t, J = 7.7 Hz, 2 H), 2.44 (t, J = 7.7 Hz, 2 H), 1.55-1.% (m 
, 9 H). 
[0445] 

[41217] 



HCI 



yX-N- [4- (4- : J*1~lVT^y-*-)-Wy-2-4l\sT$.; ) -;^n>v* 



(355) 
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-2- {2-Y>)7)Vfa*y*i/-7 ±->V) -T-fchTSFffiKB 
[0446] 

Xf77A: i^X-N- [4- ( 4 -S^f^T 5 V- 2 -'OPTS / 
) -j/^nA.df^;U] -2- (2-h l j7;U^O^bdf^-7x-;P) -T-bhTSh'iM 

ESI MS m/e 488, M (»IO + H* ; NMR (300 MHz, CDC1 3 ) d 13.20 (s, 1H), 8.84 
(d, J = 7.6 Hz, 1 H), 7.89 (d, J = 8.7 Hz, 1 H), 7.60-7.70 (m, 1 H), 7.49-7.56 ( 
m, 1 H), 7.20-7.43 (m. 5 H), 5.98 (d, J = 7.6 Hz, 1 H), 4.23 (brs, 1 H), 3.84-4. 
03 (m, 1 H), 3.59 (s, 2 H) , 3.50 (s, 6 H), 1.62-1.98 (m, 8 H). 
[04473 

mmi 1 

HI218] 




i/X-K- [4- (4-=Jff->lT$.S-*1-YV>-2- -UlTiS) -i/fn^ 
isl\,XJ-)V\ -2- (2-YV7)V*u*Y*i'-7 *.~)V) -T-bhTSKSKS 
[0448] 

*T>y7A: yX-N- [4- ( 4 -^f-;I/7$y-3-fVy >- 2 -J ;PT5 J 
) -y^DM-z/Mf^] -2- (2-hU7;^O^hdf>— 7i^;H -T-fehT 

ESI MS m/e 502, M ($813!) + H* ; 'H NMR (300 MHz, CDC1 3 ) d 12.99 (s, 1 H), 8.99 
(d. J = 8.5 Hz, 1 H), 7.90 (d, J = 8.2 Hz, 1 H), 7.63 (t, J = 7.62 Hz, 1 H), 7. 

38-7.54 (m, 2 H) , 7.16-7.34 (m, 4 H), 6.55 (brs, 1 H), 4.28-4.43 (m, 1 H), 3.81 

(s, 2 H), 3.51 (s. 6 H), 3.27 (s, 2 H), 1.46-1.99 (m, 9 H) . 
[0449] 

m.mi2 

HL2193 




i/X-N4 , - v^f-;U-N2 - (4 - { [2 - ( 2- MJ7/M-O.X Y*i/-7 
x-/l-) -if;l.7S/] -*&)V\ --y-yu^^V) -dH-Vl>y-2, 4-^TS 

[04503 

Xr /TA : i^X-N4 , - j^^-N? - (4- { [2- (2-HJ77M- 
2, 4-i/75>OBBffitf>&j£ 



(356) 



» H2004-31551 1 (P2004-31551 1A) 



SWW7 1*)X?--yrA"CH&*lfc5/X-N- [4- ( 4 - ; J^)VT 5 
y-2--<;WTSy ) -v^OA.dfv^f-;l/] -2- ( 2 - MJ 7;M"n/. 7 
-T-fehTSH (JBJi) (246mg, 0. 5mmo 1 ) COTHF (3. 5mL 
) il^C, lM»#?y-THF|M!(2. 45mL, 2. 4 5mmo 1 ) fcflnifc. Z 
<Q8k&to£m8TF£.2. 5«*ISH«¥U iHBLfc. SSiJOTHF (3. 5mL)«(; 
. lMtf)«R(4. 41mL, 4. 4 1mmol) £jD*fc. iOa^ftfcjiaTfcl B* 
NRtt I , Lfc . £ *>RJ68teftfc: . 2 MtffcWBKfc* h L> 9 A*» Ml , 

7k«£CHC 1 3 TtttiJU: ( 30) . ^fctffcWflWfcMgSO* ±"C««S*. iFjl 
U MIL. *E?S#:^ovh/57^- (NH-v'Jtf^'/k Mtyt«5 0%Et 
OAg <>Js£9ftK**fc. l&a*4JkPtt&tLfc. I^/WOEtOAc (4mL 
)^Mt, EtOAc (0. 25mL) +CO4Mtf0*g-fb**SrjDi.^. <I<0?I^j5-^ia 
?l»«fflWPU Hit S9»Et 2 0 ( 1 5mL) HMHWPLfc 

. 'Fmz±<oik®mm>. Et 2 o-e&^u »ET^^§-tti.ts ^x-n« , n 

4 _^^;p- N 2 - {4 - [2 - (2-M)7/M"ny h^fv— 7i-/H -xf-yPT 
§y] -^^nA,dfv-;K -df^v.jy-2, (8 1mg. 3 0% 

) m&mtbt Lx&t>tiiz. 

FAB MS m/e 488, M (jiltg) + H + ; !H NMR (300 MHz, CDC1 3 ) d 12.56 (s, 1 H), 9.72 

(bra, 1 H), 8.72 (d, J = 7.7 Hz, 1 H), 7.90 (d, J = 8.2 Hz, 1 H), 7.66 (t, J = 

7.7 Hz, 1 H), 7.42-7.54 (m, 2 H), 7.15-7.32 (m, 4 H), 4.22-4.35 (n, 1 H), 3.51 ( 

s, 6 H), 3.38-3.59 (a. 2 H), 3.11-3.30 (m, 2 H), 2.92-3.07 (m, 2 H), 2.21 (brs, 

1 H), 1.50-2.01 (m, 8 H). 
[0451] 

mmm7 3 

Hfc220] 




2HCI 



xX~N 4 -j*?-^-N2 - (4- { [2 - (2-M)7^D^Ky-7i-^) 

-x^rs/] -v^p^^u) -^-t-yj>-2, 

[0452] 

XT'vTA : i/X-N4 _^^;p- N 2 - (4- < [2- ( 2- MJ 7;M"0;>< 

y-7i-;H -xf^rs/] -y^;H -s^oa^/io _^ytjy_ 2 , 4- 

gJt0!6 6<7)Xr^rA<7)#)iS-ffifflUT. *»0fl:£ft£»fc. 
ESI MS m/e 474, M (iBBtS) + H* ; >H NMR (200 MHz, CDC1 3 ) d 11.72 (s, 1 H), 9.23 
-9.94 On, 3 H), 8.00-8.66 (m, 2 H), 6.64-7.66 (m, 7 H), 4.26 (brs, 1 H), 2.73-3. 
65 (m, 9 H), 1.27-2.44 (■, 9 H). 
[0453] 

H*fc0«7 4 



(357) 
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HL221] 



F 



NH |_| O f 

H 



y^-N4 -^^-N2 - {4- [2- (2-MJ7^D>h^i/-7x-W - 

x^rsy] -is?u^*is)v\ -*i-yv>-2, 4-i;7i>-mn& 

[0454] 

Xt-vTA: vX-N* -^^-;W-N2 - {4- [2- ( 2 - I- 'J 7;M"o;>< h*^ 
-7i-/H -X^TSy] -y?DMy(H - U >" - 2 , 4-y'7i >CiS 

ESI MS a/e 460, M (jEHS) + H + ; 'H NMR (200 MHz, CDCl 3 ) d 12.20 (brs. 1 H), 9. 

84 (brs, 3 H), 8.59-8.79 (m, 1 H), 7.79-8.02 (a, 1 H), 7.10-7.70 (a, 7 H), 3.95- 

4.26 (a, 1 H), 3.09-3.54 (a, 5 H). 2.82-3.03 (a, 3 H). 1.57-2.43 (a. 8 H). 
[0455] 

mm7 5 

[41222] 



isZ-3- (4-~7'u*:-2-YV71i'j{'Q*Y*i/-7 -N- [4- (4- 
7$r-*Jg&»S 



ZT-vTA: i/X-3- (4-7ot-2-h l j7i^hJfy-7i-;H -N 
- [4- (4-v ; yf-;l'TS/- ;S r^V' i ;>'-2--4^T5y ) -y?oM^Wf-;l' 

1 -Tof^yTS HtHK8^A 

§§Sfc{Fij4 icox-f-y TACO&mzmm IX , *H*Mfc6ft£»fc. 
ESI MS a/e 594, M (j£j$tl!) * ; 'H NMR (300 MHz, CDC1 3 ) d 12.72 (s, 1 H), 9.01 (d 
, J = 8.7 Hz, 1 H), 7.90 (d, J = 8.2 Hz, 1 H), 7.65 (t, J = 7.6 Hz, 1 H), 7.47 ( 
d, J = 7.6 Hz, 1 H), 7.21-7.41 (a, 3 H), 6.% (brs, 1 H), 4.31-4.44 (a, 1 H), 3. 
51 (s, 6 H), 3.23-3.35 (a, 2 H), 3.03 (t, J = 7.6 Hz, 2 H), 2.76 (t, J = 7.6 Hz, 

2 H), 1.38-1.98 (a, 9 H). 
[0457] 

HMH7 6 



F 




HCI 



[0456] 



(3 58) 



:(#IS2004-315511(P2004- 



[-11223] 

2HCI 



- (4- { [3- (4-7'Dt~2-h'j7;Wn^h^y-7x-;H - 

[0458] 

Af-y/A : - (4 - { [3 - ( 4 -^'P^- 2 - Mi 7)V^u^ h*ris 

ie*W7 2^XT7TA^)i^fiefflLT. mmtsmznt:. 

ESI MS m/e 580, M (jSSIM) + H + ; >H NMR (200 MHz, CDC1 3 ) d 12.56 (s, 1 H), 9.40 
-9.71 (in, 2 H), 8.56-8.76 (m, 1 H), 7.91 (d, J = 8.4 Hz, 1 H), 7.66 (t,' J = 7.6 
Hz, 1 H), 7.13-7.47 (m, 5 H), 4.17-4.39 (m, 1 H), 3.51 (s, 6 H) , 2.83-3.16 (ra, 4 

H), 2.67-2.82 (m, 2 H), 1.38-2.53 (m, 11 H). 

[0459] 

HL224] 




- [4- (4-7Sy-2-Hj7;M-u;< b^y-^yy>7^) -1/ 
?u>v*r^/l/] -N4 , -^^;l/-^r^/tly-2, 4 - ^'7 ^ >-Mm& 
[0460] 

Xf7/A : ^X-N2 - [4- (4-75/-2-Mj7;k*n^b^-^y^ 

H*fe0lj2 8^XxvrAT1#^^vX-N2 - [4- ( 4 -7*0^-2 -MJ 

-2, 4-yT^y ( 1 . 5g, 2. 7 9 mm o 1 ) COE t OH ( 2 5mL) SJRfc, ffl 
»*(443mg, 6. 9 3mmo 1 ) . CuC 1 (690mg, 2. 7 9mmo 1 ) 
itX28%NH 3 *»»(2 5mL) fcjnifc. £^RJG»^*asrFfc: 3 . 5^HJH 

# Lfco a^ft^TKfc^r. 7k/i£CHc 1 3 -caaiLfc ( 30) . £;btffc*«fl£M 

^/^EtOAc (4mL)S$t:, EtOAc (0. 2 5 m L) ^4 McOi^bK* 
i^>fi^**SS'Cm*ia«ffL. »3»Et 2 O ( 1 5mL) 

»asj6ai-ciBSBij»pLfc # rmzx vmmzm, Et 2 o-c»»u «Ertse 



(359) 
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SiS-t&fcs i^X-N2 - [4- (4-T5/-2-M;7/M-CM i?)V7 
|g&(104mg. 6%) W&&<r)fflbtLXnt>tlt:. 

ESI MS i/e 475, M + H* ; L H NMR (300 MHz, DMS0-d 6 )* 13.08 (brs, 1 H), 

9.15 (brs, 2 H), 8.32-8.48 (a, 1 H), 8.19 (d, J = 8.1 Hz, 1 H), 7.73-7.85 (m. 1 
H), 7.46 (d, J = 8.4 Hz, 1 H), 7.37 (t, J = 7.4 Hz, 2 H), 6.56-6.71 (m, 2 H), 3. 
94-4.26 On, 3 H), 3.49 (s, 6 H), 3.02-3.24 (m, 1 H), 1.59-2.09 (m, 8 H). 
[0461] 

HI225] 




i^X-N2 - (4- { [3 - (4-70^-2-^7^0.* r-df^-^x-^) - 
Tafrt/T'S/] -Mr)V\ -l/9W-J*i/)V) -N4 -^?li>-*1r-f\)y-2, 4- 

[0462] 

Xf 77A : N2- (4-TS/^f-;l/-^^n^.df^) -N« -*+A>-*t+ s f 

•jy-2, 4-^*7$ 

«^6 40Xx-yrA£7)#li^ffifflLT. £H*Mfc£*£f*fc. 
ESI MS m/e 286, M + H + ; 'H NMR (300 MHz, CDCl 3 ) d 7.35-7.59 (m, 3 H). 6.97-7.11 
(b, 1 H). 5.59 (brs, 1 H), 5.00-5.18 (m, 1 H), 4.21-4.39 (>, 1 H), 3.13 (d, J = 
4.8 Hz, 3 H), 2.61 (d. J = 6.2 Hz, 2 H), 1.57-1.99 (m. 5 H) , 1.04-1.52 (m, 4 H). 
[0463] 

Xt-v 7*B : xX-N2 - (4 - { [3- ( 4 -7*0*- 2 - b U 7)^X3* Y*i/ 
-7x-;l/) -7DhVkrS7] -;*?-/V} -s^n-Mf*^) -N^ -^^-df-fV 

ESI MS m/e 566, M (SttgiS) + H* ; 'H NMR (300 MHz, CDC1 3 ) d 11.63 (s, 1 H), 9.45 
(brs, 3 H), 8.41 (d, J = 8.5 Hz, 1 H), 8.32 (d, J = 7.9 Hz, 1 H), 7.46 (t, J = 

7.54 Hz, 1 H), 7.24-7.39 (■, 3 H), 6.99-7.17 (m, 2 H), 4.13-4.35 (n, 1 H), 2.85- 

3.12 (n, 7 H). 2.75 (t, J = 7.6 Hz, 2 H), 2.27-2.47 («, 2 H), 1.97-2.18 (m, 1 H) 

, 1.37-1.91 (m, 8 H). 
[0464] 

[11226] 




2HCI 



(360) 
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xX-N2 - { 4- [3- (4-7"0^-2-hy y)VJtV* h^y-7x^H -7° 
otf^TS/] -S^o^S/yW -N4 4-^T5y~S 

[0465] 

ZtvTA : xX-N2 - {4- [3- ( 4 -7o*- 2 - Ml yjU^n* h^i/- 

mi&m5o<DXTvrBTni>titz>'A- [4- (4-**/i/r$y-*^/yy-2 

->f;^T$y ) -isfn+^Wl -^;i/yN^ygt-7>;Pxxr^ (8. 68g. 2 

3. 4mmo 1 ) COCHC 1 3 (8 7mL) SffiiSfc. EtOAc (1'OOmL) 4*7)4 
NaHC0 3 *»8[-Cr^UftL. 7j<«*CHC 1 gTftffiLfc (30) 0 fthlttz^ 

wtiMgso 4 ixtmmt. rau mmuz uo. 57g) . ss* (594m 

g)<7)MeOH (6mL) mmmz. mmm62(DATvTC?%t>tltz3- (4-7U 
^-2-h'j7/^n^b^y-7x^l/) -Tot^yT^ftF (650mg, 2. 
19mmol), AcOH(132mg, 2. 19mmol) feilA'NaBHs CN ( 2 
07mg. 3. 29mmo 1 ) fcjoifc. ^RBfi^ftSrSfflT 1 euaiHRfFU fift 
NaHC0 3 *»»ta?, *«£CHCl 3 Tlft£tiU: (30) . M 
gS0 4 i«^ F»U ffiMU *ff»#;a?b/57^ (NH-y'J*f 
/K ^t^5 0%EtOAc, S4>K5/U*y;k CHC1 3 6%MeOH 

) tzi*)imt&k. m&n*4>Mmt>tvfi:. MOTtoAc (6mD muz* 

EtOAc (0. 14mL) +^4M^a^bK*^i0i.fc. gOSii-&%£MST*3 0#H 

jwfu «BLfco hb*<oe t 2 o < 1 omu M^iiatmswu rat* 

9«ft£*#>&fc. y^-N2 - <4- [3 - {4-7u*-2-YVy)Vitu*y* 

, 4-y7$yZtSIiS(5 9mg, 7%) #fife<D[Iftfc LT^ftfc. 

ESI MS m/e 552, M (Mim) + H + ; *H NMR (300 MHz, CDC1 3 ) d 12.37 (s, 1 H), 9.78 

(brs, 1 H), 9.59 (brs, 2 H) , 8.68 (d, J = 8.2 Hz, 1 H) , 7.55-7.67 (m, 2 H) . 7.2 
7-7.43 (m, 5 H), 3.78-3.96 (m. 1 H) , 2.94-3.24 (m, 3 H), 2.50-2;89 (m, 5 H). 2.0 
9-2.50 (m, 6 H), 1.60-1.98 (m, 4 H) . 

[0466] 

mmmso 




i/X-N2 - [4 - (4-;nn-2-h'j7Wn^ Y^is-O&VT^J) -is 
^D^y/H -N4 , N4 -y^f^-^v"yy-2, 4-vT5yzSKtS 

[0467] 

XtvTA : ^X-N2 - [4- (4-^uo-2-b l J7^n^ h^-O^ 

IHC1 (4 2 0/xL) i>J;{/ l NaN0 2 (44m g. 0. 64mmol) COil^S: 

7 0U'10«»Lto <r*>RfES£lWC. »itW7 7^^yrAT1»4>ilfc5/^ 
„ N 2 - [4- ( 4-T5/-2- HJ 7/M-nM h^y-^yy^i y ) _^ n ^ 



(361 ) 
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*i/)v~\ -N^ , no #^yyy-2, 4-^'rs>- (jest) mcoh ( 

1 5 m L) , m&X' 1 OftHUHf Lfc. i^RfiSS^ttK. CuCl (14 6 

mg, 1. 4 7mmo 1 ) <7)i§HC 1 ( 1 m L ) Ml . 8 0XK6MHKftLlZ. 
RfcU#®l$:mQNaHC0 3 7kimZ'T)l>ltVitL. #Ji£CHC 1 3 VttfflU: ( 3 

57 -f- (NH-v'J^y^, 'V*Mfy+<05 0%EtOAc ) X OUS^S t , Hfe 
<7)*4 MmbtllZ. r^^EtOAc (2mL))MI:, EtOAc ( 1 OmL 

E 1 2 O ( 2 Om L) SHKSSffl-Cl ^IfflSHt Lfc. RSCJ: OtlfclSftfcm*). E 1 2 O 
Tift&U «EETtfla»S-li-«>i:. y^-N? - [4- (4-;nn-2-h'j7^o 
^bdrv-^y^TSy) -x?CKv*v7l^] -N« , n 4 - : J*+)V-*1-YV>- 
2, 4-v75:0!Bi»B (70mg, 29%) &&&<7fflfot iXftbilt:. 
ESI MS m/e 494, M (jS8S) + H* ; 'H NMR (300 MHz, CDCl 3 ) S 12.66 (s, 1 H), 9.82 
-10.28 (m, 2 H), 8.78 (d. J = 7.6 Hz, 1 H), 8.24 (d, J = 8.3 Hz, 1 H), 7.92 (d, 
J = 8.2 Hz, 1 H), 7.67 (t, J = 7.6 Hz, 1 H), 7.47 (d. J = 8.1 Hz, 1 H). 7.18-7.4 
1 (m, 3 H), 4.20-4.44 (m, 3 H), 3.52 (s, 6 H), 3.23 (brs, 1 H), 2.02-2.65 (in, 6 
H), 1.75 (t, J = 12.8 Hz, 2 H). 
[0468] 

[ 11228] 




2HCI 



h7>X-N? - {A- [ (4-7*U*-2-MJ7;M-n.* ^Vi/lVT S J 

) -XJ-fo] -N4 , -^f-^-df^yyy-2, 4-^*75 

[0469] 

Xr-yTA: N*-(4-T$.SXj-)V-i/?Ws.*ii/)l)-N<, N 4 — i^f-/!/ 

Hte^)60Xr-y7°BTl#^ix^b5yx- [4- (4-^WS/-WJy 
-2--4*^7$7 ) -i/9 1 Q'>3t i sA>*Wl -*/l'A*Syit-7'fJl/XXf;l (4 0 
Omg. 1. OOmmoD^EtOAc (lOmL) JgSMfc, EtOAc ( 5m L) 

^^k-thu^-Mcjgsrcry^yftL, *Ji$rCHc 1 3 tifctbL* < 30) . 

*fc*ai^MgS0 4 ±-CSia»S^ rilU SffiU *E?S*?n7h/77<- ( 
NH-yM». ^^ytt>«033%EtOAc*>/oCHC 1 3 4><03%MeOH) 
.fcOWSM-Si:, N2 - U-TkJX J )-)l'-i/7u'\*i<)V) -N* , N* -^f^ 
-^/<Jy-2. 4-y'7Sy(250m g> 8 3%) tfWm&?>*4)Vb LX^htl 
tz. 

ESI MS m/e 300, M + H f ; >H NMR (300 MHz, CDC1 3 ) d 7.80 (d, J = 9.3 Hz, 1 H), 7. 
38-7.53 (m, 2 H), 6.97-7.05 (m, 1 H), 4.77 (d, J = 9.3 Hz, 1 H), 3.73-4.02 (m. 1 

H), 3.26 (s, 6 H). 2.57 (d, J = 6.2 Hz, 2 H). 2.13-2.31 (■. 2 H), 1.75-1.96 (n, 

2 H), 0.92-1-45 (m, 7 H). 

[0470] 
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Xr-y7°B : hyyx-N^ - {4- [ ( 4 -7n*- 2 - MJ V)Vi$u* 

2, 4-^r^yz^^^ 

ESI MS m/e 552, M + H + ; 1 H NMR (300 MHz, CDC1 3 ) d 12.72 (s, 1 H), 10.1 

9 (brs, 2 H), 8.18 (d, J = 8.9 Hz, 1 H), 8.06 (d, J = 7.9 Hz, 1 H), 7.91 (d, J = 

8.3 Hz, 1 H), 7.42-7.65 (m, 3 H), 735 (d, J = 8.3 Hz, 1 H), 7.23 (t, J = 7.5 H 

z, 1 H), 4.18-4.29 (m, 2 H), 3.69-3.89 (m, 1 H), 3.52 (s, 6 H), 2.64-2.81 (m, 2 
H), 1.90-2.24 (m, 5 H). 1.02-1.56 (m, 4 H). 

[0471] 



h^yx-N2 - [4- (4-ya^~2-hU7;^D^b^^-^>'^;i/r5y ) 

B?<S 



xf77A: h^yx-N2 - (4-7^y-^n^y;Mf;H -N4, N4 
-y7f^-WJy-2, 4 - ^7 $ 
SM093^XTv7°CT1f t>tltihy>A- {4- [ (4-y7f^T^-WJ 

3 3 0rng. 0. 7 6mmo 1 ) OMeOH (3. 3mL) JSJfttC. 1 0%Pd/C ( 3 
3m g) SJttife. £<OS^ft*giB-e. *3R»H*Tfc2 5«ria»#L. riiU 
U 777^^07b/77^- (NH-y'J*^';k Mty^5 0%EtOAc 
) tctDftlS'rSi:. hyyx-N* - (4-7Sy-y^P^i/;Mf^) -N< , 
N4 - y^f;l/-^/'jy-2, 4-y'7Sy (250mg, 98%) #$SffW>;t>f 

ESI MS m/e 300, M + H + ; *H NMR (300 MHz, CDC1 3 ) d 7.80 (d, J = 8.1 Hz, 1 H), 7. 
40-7.55 (n. 2 H) , 6.95-7.07 (m, 1 H), 4.86-5.02 (n, 1 H), 3.36 (t, J = 6.3 Hz, 2 

H), 3.26 (s, 6 H), 2.53-2.70 (m, 1 H), 1.77-1.98 (m, 4 H) , 0.93-1.64 (m, 7 H). 

[0473] 

XT<y 7°B : b5XX-N2 - [4- ( 4 -^nt- 2 - h U 771^0;* h*^-^ 

£tfcffl3 7^f7rB^)fIJ«)fl LT . ^H^t^**flfc. 
ESI MS m/e 552, M (JBSIS) + ; >H NMR (300 MHz, CDC1 3 ) d 13.21 (s, 1 H), 10.03 ( 
brs, 2 H), 8.34-8.47 (m, 1 H), 8.07 (d, J = 8.4 Hz, 1 H), 7.91 (d, J = 8.4 Hz, 1 

H), 7.38-7.71 (i. 4 H), 7.20-7.34 (m, 1 H), 4.03-4.20 (m, 2 H), 3.51 (s, 6 H), 
3.28-3.42 (n, 2 H), 2.65-2.92 (m, 1 H), 2.16-2.35 (m, 2 H), 1.86-2.05 fan, 2 H), 
1.56-1.83 (n, 3 H), 0.89-1.16 (m, 2 H). 

[0474] 

mms 3 




[0472] 
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2HCI 



v*-N2 - [4 - (2, 2-^7x^-1^75/) -y?D^y/H -N* 
, N* -i?X+fr-*'tYV>-2, ^-S'TSJOBKS 
[0475] 

Xr-yTA: xX-N2 - [4- ( 2, 2 -j/7 x-;l/-iWS 7 ) -^7oa. 
JfiwH -N* , N4 -^f-;P-df^Vy>—2, 4 - y'7 5 ynfi^go^-jS; 

ESI MS m/e 466. M (jggIS) + H + ; 'H NMR (300 MHz, CDC1 3 ) d 12.60 (brs. 1 H). 8. 
76-9.28 (n, 3 H), 7.91 (d, J = 8.3 Hz, 1 H), 7.59-7.71 (a, 2 H), 7.14-7.51 (m, 1 
0 H), 5.00 (t, J = 7.7 Hz, 1 H), 4.30-4.40 (m. 1 H), 3.72 (d, J = 7.4 Hz, 2 H), 
3.51 (s, 6 H), 3.19-3.43 (m. 1 H), 1.85-2.31 (m, 6 H), 1.52-1.76 (s, 2 H). 
[0476] 

[ 41231] 




{2- [3- (4-7*o*-2-HJ7;k*n.X h*i/-'OiStl-T$.S ) -tD'Jy 
[04773 

Xf77A : [2- (3-TSy-fD'Ji»-l-^^) 

ESI MS m/e 258, M + H* ; [ H NMR (300 MHz, CDCl 3 ) & 7.80 (d, J = 8.2 Hz, 1 H), 7. 
41-7.57 (m, 2 H), 6.93-7.06 (m, 1 H), 3.61-4.02 (a, 4 H), 3.40 (dd, J = 11.0, 4. 
97 Hz, 1 H), 3.26 (s, 6 H), 2.09-2.30 (ra, 1 H), 1.68-1.87 (m, 1 H), 1.22-1.63 (n 
, 2 H). 
[0478] 

Xtv 7*B : \2~ [3- ( 4 -7*n=E- 2 - h 7;M"0;< is-K>~s)U7 S. 

y) -eoyi/y-i— f;u] -*■*•»/'.; y-4-4/H -^•f-/i'-rsyz*aM»<o 

HI6M3 70Xr-x7°Bc7)^|iISr<$fflLT, SHOfltefljfcltfc. 
ESI MS m/e 510, M (iBBtS) + H* ; 'H NMR (300 MHz, CDC1 3 ) d 8.05-8.61 (m, 2 H), 
7.61-7.96 (m, 2 H) , 7.33-7.57 (m, 2 H), 7.17-7.31 (m, 1 H), 4.42-4.64 (m, 2 H), 
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4.34 (s, 2 H), 3.58-4.24 (m, 3 H) , 3.46 (s, 6 H), 2.81 (brs, 1 H), 2.31-2.60 (m, 



1 H). 
[0479] 




Br 



2HCI 



(2- {3- [2- (4-7u*-2-HJ7;kto* h^y-7x^) -xfvUT 
57] -t°nU^>-l-^f^> -^^VU>-4->f;^) -^^-T^yZtfiKJM 
[0480] 

Xf7/A: (2- {3 - [2 - (4-ynt-2-hy7/Wn^h^y-7x- 

ESI MS m/e 524, M (fflKM) H + ; *H NMR (300 MHz, CDC1 3 )S 8.15-8.53 (m, 1 H), 7. 
70-7.93 (m, 1 H), 7.62 (t, J = 7.6 Hz, 1 H), 7.11-7.46 (m, 4 H). 3.60-4.70 (m, 5 

H), 3.45 (s, 6 H) , 3.04-3.59 (m, 4 H) , 2.29-2.98 (m, 2 H). 

[0481] 

[ft233] 



N2 - [ l- (2, 2-y'7x-^-Xf;|/) - t°^J 4 ~A)V} -N* , 
[0482] 

Xf77°A: N2-[l-(2. 2-y'7x^-Xf;l.) 

ESI MS m/e 452, M (MUM) + H + ; *H NMR (300 MHz, CDC1 3 ) d 12.54 (brs, 1 H), 12 
.42 (s, 1 H), 9.82 (d. J = 8.4 Hz, 1 H), 7.92 (d, J = 8.1 Hz, 1 H), 7.66-7.74 (■ 
, 1 H), 7.40-7.54 (m, 5 H), 7.27-7.39 (in, 5 H), 7.14-7.26 (m, 2 H), 5.17 (t, J = 

6.3 Hz, 1 H), 4.39-4.56 (in, 1 H) , 3.70-3.87 (m, 2 H) , 3.34-3.60 (m, 7 H), 3.07- 
3.25 (m, 2 H), 2.55-2.87 (m, 2 H) , 1.6M.94 (in, 4 H). 

[0483] 

mmms i 




2HCI 



(3 65) 
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Ht234] 




HCI 



i- [4- (4-^^;i/Tsy-^^/uy-2--f^T$y) -txijyy-i- 
-f;i/] -3, 3-^7x^-ru^°y-i-^y^S 

[0484] 

Xf7/A : 1- [4- (4-^^T5y-^r^/Uy-2--f;UT$/) -f 
^'JS»- l -4 to] -3, 3-y7x^-rny\ 0 y-i-^yt^S^« 

ESI MS m/e 502, M (MMM) + Na + ; *H NMR (300 MHz, CDC1 3 ) ^ 13.45 (brs, 1 H), 8 
.73 (d, J = 6.9 Hz, 1 H), 7.89 (d, J = 8.2 Hz, 1 H), 7.61-7.70 (m, 1 H), 7.56 (d 
, J = 7.6 Hz, 1 H), 7.25-7.39 (m, 11 H), 4.67 (t, J = 7.5 Hz, 1 H), 3.97-4.14 (m 
, 2 H) , 3.70-3.89 (m, 1 H) , 3-50 (s, 6 H), 3.13-3.30 (m, 2 H), 2.99-3.12 (m. 2 H 
), 1.31-1.99 (m, 4 H) . 
[0485] 

HL235] 




xX-N- [4- (4-iS*^)VT^J-*1-Wy~2-4)lT^S) -i/?n^ 
^]-3, 3-^7x^;U-rnh°^yr^ FtS&JS 
[0486] 

XrvTA: isA-N- [4- ( 4 -S^f-^TS >- 2 — i)\sTi J 

) -\/9u^i/)V} - 3, 3-y7x^-7Dh^y7S FtSS^cD^-jS 

ESI MS m/e 494, M (ifigtM) + H + ; *H NMR (300 MHz, CDCl 3 ) d 13.20 (s, 1 H), 8.77 
(d, J = 8.2 Hz, 1 H), 7.88 (d, J = 7.7 Hz, 1 H), 7.60-7.69 (m, 1 H) , 7.53 (d, J 
= 17.1 Hz. 1 H), 7.12-7.33 (m, 11 H), 5.72 (d, J = 9.2 Hz, 1 H), 4.57 (t, J = 8 

.0 Hz, 1 H), 4.11-4.23 (m, 1 H), 3.72-3.87 (m, 1 H), 3.49 (s, 6 H), 2.88 (d, J = 
7.9 Hz, 2 H), 1.47-1.85 (m, 8 H). 
[0487] 
»I8 9 
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(2 - {4 - [ (4-7*D^-2-hU7;^D^hdfv— 0-^>T5/) ~^)V 
[0488] 

xt-vTa-. [2- (4-rsy^^-;w-h-'<u>'"y-i--f;i') -^^y'jy-4 
— 4";l/] -v-Xf-;k-T5>-c7)^ 

Xitffl 6 4 «Xf -y 7' A<7)#4f L . ^M<Dit^^%tz . 
ESI MS m/e 286, M + H* ; J H NMR (300 MHz, CDC1 3 ) d 7.79 (d, J = 8.3 Hz, 1 H), 7. 
42-7.52 (m, 1 H), 7.23-7.36 (m, 1 H), 6.94-7.07 (m, 1 H), 4.94 (d, J = 12.7 Hz, 
2 H), 3.26 (s, 6 H), 2.74-3.01 (i. 2 H), 2.61 (d, J*= 6.6 Hz, 2 H), 1.46-1.99 (m 
, 4 H), 1.01-1.39 (m, 3 H). 
[0489] 

ZT-yTB: (2- {4- [ ( 4 - /at- 2 - h 'J 7;M"0* h^fy-^yy^r 
57) -XWl -WJyy-l-^f/H -^7-V'Jy-4--f^) -y7f;l/-7S 

ESI MS m/e 538, M (MIS) +H* ; 'H NMR (300 MHz, CDC1 3 ) d 12.66 (s, 1 H), 8.50 
(d, J = 8.1 Hz, 1 H), 8.23 (d, J = 8.6 Hz, 1 H), 7.88 (d. J = 8.4 Hz, 1 H), 7.66 

(t, J = 7.9 Hz, 1 H), 7.50 (dd, J = 8.4, 1.9 Hz, 1 H), 7.36-7.41 (m, 1 H), 7.24 
-7.34 (ra, 1 H), 5.01 (brs, 2 H), 4.27 (s. 2 H), 3.49 (s, 6 H), 3.05-3.37 (m, 2 H 
), 2.44-2.92 (m. 3 H), 1.82-2.37 (m, 2 H), 1.14-1.62 (m, 2 H). 

[0490] 

mm9o 

Ht237] 




2HCI 



[2- (4- { [2- ( 4 -7'Dt- 2 - h 'J 7;|/tO^ y-7x^P) -X.i-)V 

T57] -^)V) -v^) : J>-\-4)V) -^•fy*'jy-4--f;H -i;*i-)i-T 

[0491] 

Xr-vTA: [2- (4- { [2- ( 4 -7*0*- 2 - h U 7>l*UX is-7 x 
-;U) -xf-/i/7*S7] -*^)V) x>- 1 — -^V'J y-4 — -f/P] 
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ESI MS m/e 552, M (jE$IM) + H + ; *H NMR (300 MHz, CDC1 3 ) d 12.63 (s, 1 H), 8.48 

(d, J = 8.2 Hz, 1 H). 7.79-7.97 (d, J = 7.5 Hz, 1 H) , 7.58-7.73 (m, 1 H), 7.19- 

7.48 (m, 4 H), 5.02 (brs, 2 H) , 3.49 (s, 6 H), 2.82-3.69 (m, 6 H) , 1.98-2.79 (m, 
5 H), 1.52 (brs, 2 H). 
[0492] 

mm9 1 

UL238] 




2HCI 



N2 - { 1 - [ 2- (4-/D^-2-h'j7;l/^Ky-7x^) -X*JlO 
[0493] 

Xf7/A : N2 - < 1 - [2- (4-/D^-2-h , j7;^n^h^y-7x^ 

ESI MS m/e 538, M (jSJUM) + H* ; iH NMR (300 MHz, CDC1 3 ) d 12.61 (brs, 1 H), 12 
.43 (s, 1 H), 9.97 (d, J = 8.1 Hz, 1 H), 7.94 (d, J = 7.9 Hz, 1 H), 7.65-7.76 (m 
, 1 H), 7.28-7.52 (m, 5 H), 4.48-4.62 (m, 1 H) , 3.12-3.73 (m, 14 H). 2.68-2.92 ( 
d, 2 H), 1.96-2.13 (id, 2 H). 
[0494] 

[fl239] 




H 

2HCI 



N2-[l-(3, 3-^7x^-7*0^) -WJ*S>-4-4)U] -N« , N 
[0495] 

ZtvTA : N2 - [1 - (3, 3-^7x-/U-7°Ot°/P) -K^y 5^-4-4 

2tfOXr *y7 w A^)i2:^fflLr, SHtfMfc^ttSrflrt:. 
ESI MS m/e 466, M (MM) + H + ; l H NMR (300 MHz, CDC1 3 ) d 12.42 (s, 1 H), 12.2 
6 (brs, 1 H), 9.87 (d, J = 8.2 Hz, 1 H), 7.93 (d, J = 8.2 Hz, 1 H), 7.65-7.74 (ra 
, 1 H), 7.47 (d, J = 8.2 Hz, 1 H) . 7.13-7.37 (n, 11 H), 4.44-4.60 (ra, 1 H), 3.98 
(t, J = 7.9 Hz, 1 H), 3.28-3.65 On, 10 H), 2.93-3.09 (n, 2 H) , 2.63-2.88 (m, 4 
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H), 1.84-2.02 (m, 2 H). 
[0496] 

= mm 3 

[41240] 



H 




2HCI 



i/X-N2- [4- (3, 3-is7 x.-)V-?uV)VT$J) -^U^v/P] -N 
[0497] 

Xf y/A: ^X-N2 - [4- (3, 3-y7x^l/-/ot>T$y) -^?n 

ESI MS m/e 480, M + H* ; l W NMR (300 MHz, CDC1 3 ) d 12.58 (s, 1 H), 9.53 

(s, 2 H), 8.58 (d, J = 7.9 Hz, 1 H), 7.91 (d, J = 8.1 Hz, 1 H) , 7.64 (t, J = 7. 

7 Hz, 1 H), 7.48 (d, J = 7.9 Hz, 1 H), 7.08-7.33 (m, 11 H), 4.18-4.33 (ra, 1 H), 

4.11 (t, J = 7.7 Hz, 1 H), 3.50 (s, 6 H), 3.16 (brs, 1 H), 2.96 (brs. 2 H), 2.64 

-2.84 (m, 2 H), 1.87-2.25 (m, 6 H), 1.53-1.75 (m, 2 H). 
[0498] 

Hfc241] 



^X-N2 - {4 - [ (2, 2-y'7x-^-XW^) -^AO -J/^nM 
[0499] 

Xf77A : yX-N2 - {4 - [ (2, 2-y7x^-Xf;l,7S/) --Xf-A' 

ESI MS m/e 480, M (flfflU!) + H + ; 1 H NMR (300 MHz, CDC1 3 )S 12.78 (s, 1 H), 8.94 
(brs, 2 H), 8.80 (d, J = 8.4 Hz, 1 H), 7.89 (d. J = 8.1 Hz, 1 H) , 7.60-7.69 (m, 
1 H), 7.44-7.58 (ra, 2 H), 7.18-7.42 (m, 9 H), 4.91 (t, J = 8.0 Hz, 1 H), 4.19-4 

.34 On, 1 H), 3.61-3.76 (m, 2 H), 3.50 (s, 6 H), 2.81-2.97 (m, 2 H), 2.04-2.19 ( 

m, 1 H), 1.74-1.91 (m, 2 H), 1.45-1.69 (m, 6 H). 
[0500] 

mtm\9 5 




2HCI 
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2HCI 

F F 



N2 - [i - ( 4 - 7n^ - 2 - h 'J y y» 

[0501] 

ESI MS m/e 408, M + Na + ; >H NMR (300 MHz, CDCl 3 ) d 7.82 (d, J = 8.3 Hz, 1 H) , 7 
.39-7.59 (m, 2 H), 6.96-7.12 (m, 1 H), 4.79-5.11 (m, 1 H), 3.94-4.31 (m, 2 H), 3 
.42 (t, J = 5.9 Hz, 2 H), 3.27 (s, 6 H), 2.70 (t, J = 12.1 Hz, 2 H), 1.63-1.92 ( 
id, 3 H), 1.46 (s, 9 H), 0.99-1.37 (m, 2 H). 
[0502] 

Xf77 e B : - [ 1 - ( 4 -7*Q^- 2 - b »J V)V*U* h*is-KyiS>l) - 

ESI MS m/e 538, M (JBgtM) + H + ; *H NMR (300 MHz, CDC1 3 ) d 13.13 (s, 1 H), 12.6 
9 (brs, 1 H), 8.73 (t, J = 6.3 Hz, 1 H), 8.19 (d, J = 8.2 Hz, 1 H), 7.90 (d, J = 

7.6 Hz, 1 H), 7.45-7.73 (m, 4 H), 7.22-7.33 (m, 1 H) 4.10-4.24 (m, 2 H) , 3.36- 
3.67 (m, 10 H), 2.61-2.86 (ra, 2 H), 1.80-2.33 (m, 5 H). 

[0503] 




2HCI 



N2 - U- [2- (4-7'o^-2-h'j7;Wo^h^y-7x-;K -XfvP] 
[0504] 

Xf7 7°A : N2 - < 1 - [2- (4-yn^-2-MJ7;^O^h^rv-7x- 

2, 4-^75yz:^R*a^^ 
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ESI MS n/e 552, M (M^M) + H* ; 1 H NMR (300 MHz, CDC1 3 ) d 13.16 (brs, 1 H), 8. 
74 (m, 1 H), 7.92 (d, J = 8.2 Hz, 1 H), 7.67 (t, J = 7.5 Hz. 1 H), 7.53 (d, J = . 
7.6 Hz, 1 H), 7.22-7.46 (m, 5 H), 3.44-3.71 (a, 10 H), 3.26-3.39 (m, 2 H), 3.01- 
3.15 (a, 2 H), 2.63-2.86 (m, 2 H), 1.87-2.33 (m, 5 H). 
[0505] 

Hfc244] 




2HCI 



N2 - [1- (4-yo^-2-hU7^op< Y^iz-Ky^V) 
[0506] 

Xf yTA : N2 - ( 1 -\yy>-to'Jy'y-3-' f;W) -N4 . -y'^f- 
V- 2, 4-y'7S^M 

HM^Jl<7)Xr-y7°Bt1#^/i ( 2-?nn-*-?-Vy fr) 
75^(5. lg, 28. 9mmo 1 ) tiXt/l -^i/;l--tD>Jy>-3-'f^7S 
y (5. lg, 28. 9mmo 1 ) K^BuOH (8mL) "fO^-^Sr, iBSTFfc 
2 6B*IM«rU fiSftNaHC0 3 7KM^&\ *S£CHC 1 3 Ttti&Lfc (30) 

(NH-y'J*y';K ^Hfy+<01 0%frt> 1 6%Et OAc ) K J: OttR-tS 

fc. N2 - ( i-^y^-tro'jvy-3— f;i^) -n* , N< -sttf^-^yy 
y-2, 4-^'TSy(3. 37g. 5 0%) #&j*feOH*fcLTf**>ttfc. 
ESI MS m/e 348, M + H* ; i H NMR (300 MHz, CDC1 3 ) S 7.80 (d, J = 9.0 Hz. 1 H), 7. 
46 (n. 2 H), 7.18-7.38 (m, 5 H), 7.02 (ddd, J = 8.3, 6.3, 1.9 Hz, 1 H), 5.30 (br 
s, 1 H), 4.59-4.75 (m. 1 H), 3.63 (d, J = 2.5 Hz, 2 H), 3.25 (s, 6 H). 2.88 (dd, 
J = 9.6, 6.6 Hz, 1 H), 2.70-2.81 (m, 1 H), 2.28-2.60 (m, 3 H), 1.64-1.78 (m, 1 
H). 

[0507] 

Xr-yTB : , -:JX+)U-ti2 -toy v>-3 V- 2 
, 4 - ^7 5 

N2 _ (i-Kyi?j\,-\zwjiSy-3-4 fr) -N4 , -i/^v-^-fV^y 

-2, 4-^*75 y (3. 3g, 9. 5mmo 1 ) «MeOH (33raL) Pd 
(OH) 2 (660mg) fcimifc. 21<»rft£SST\ **8^Tfc 1 3 "SEHittP 

(NH-y-y^K CHC1 3 +ni%K3%MeOH) £.i.*)WRtht 
. N<» , -y^f;l/-N2 -t'DiJ^y-3--f;P-= 3 ftV'yy-2, 4-y"7Sy 
(2. 3g, 9 3%) 1P9l&im<in'tlXftt>Mz. 

ESI MS m/e 258, M + H* ; >H NMR (300 MHz, CDC1 3 ) 8 7.82 (d, J = 7.8 Hz, 1 H), 7. 
42-7.54 (m. 2 H), 7.03 (ddd, J = 8.3, 6.4, 1.8 Hz, 1 H), 5.03 (brs, 1 H), 4.52 ( 
brs, 1 H), 3.26 (s, 6 H), 2.83-3.24 (n, 4 H), 1.97-2.30 (a, 2 H), 1.57-1.77 (n, 
1 H). 
[0508] 

Xt vTC : N2 - [ 1 - (4-70^-2- r-y?;M-n.>< h^is-Oisfr) - 
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3BSSM3 7^Xr^rB^#]iSrffifflLT. SBtf)fc£!ft£f»fc. 
ESI MS m/e 510, M (JSIH) + H* ; *H NMR (300 MHz, CDC1 3 ) d 13.22 (brs, 1 H), 12 
.87 (s, 1 H), 9.68 (d, J = 7.4 Hz, 1 H), 8.11 (d, J = 8.4 Hz, 1 H), 7.95 (d. J = 

8.4 Hz, 1 H), 7.71 (t, J = 8.3 Hz, 1 H), 7.43-7.63 (m. 3 H), 7.28-7.38 (n. 1 H) 
, 4.94-5.15 (m, 1 H), 4.41 (s, 2 H), 4.00-4.17 (m, 1 H), 3.26-3.82 (a, 8 H) , 3.0 
0-3.16 (m, 1 H) , 2.59-2.82 (a. 1 H), 2.18-2.37 (n, 1 H). 

[0509] 

um5] 




F 

2HCI 



N2 - { 1- [2- (4-yot-2-h l j7;I/^h^y-7x-^) -X^] 
-b°oU^y-3-^f;W} -N 4 , N 4 -y7f;l/- d rty , J> / -2, 4-> ? 75>CJfi 
«S 
[0510] 

ZtvTA : N2 - { 1 - [2- (4-7'u^-2-bU7;U^-n^ h^y~7x^ 

)V) -xf-;W] — N 4 , N 4 ~y7f^-^tv''jy~2 ) 4 

ESI MS m/e 524, M (jgUffiM) + H + ; *H NMR (300 MHz, CDC1 3 ) d 9.61-9.78 (m, 1 H), 
7.96 (d, J = 8.4 Hz, 1 H), 7.71 (t, J = 7.7 Hz, 1 H), 7.55 (d, J = 8.2 Hz, 1 H), 

7.29-7.47 (m, 4 H), 4.89-5.12 (m, 1 H), 4.07-4.28 (m, 1 H), 2.99-3.97 (in, 13 H) 
, 2.55-2.79 (m, 1 H) , 2.22-2.42 (a, 1 H) . 

[0511] 

H1246] 




1- (4-7o*-2-h ij7Wo^ h^y-7x^) -1- {4- [ ( 4 - 
[0512] 

Xtv 7°A : 1- (4-7'Dt-2-h , j7;l/^h d ry-7x-;I/) -1- {4 
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ESI MS m/e 552, M (MIS) + H + ; »H NMR (300 MHz, CDC1 3 ) d 13.44 (brs, 1 H), 8. 

53-8.77 (m, 1 H), 7.90 (d, J = 8.5 Hz, 1 H), 7.66 (t, J = 7.7 Hz, 1 H) , 7.43-7.6 

1 (m, 3 H) , 7.19-7.37 (m, 1 H) , 4.69-4.85 (m, 1 H), 3.20-3.63 (m, 10 H), 2.61-3. 

13 (m, 2 H), 1.76-2.14 (m, 3 H), 1.08-1.48 (m, 2 H). 

[0513] 
»I10 0 

HL247] 




H 

HCI 



i/X~3- (3, 4-y7/Wo-7x-;H -N- [4- ( 4 -S^^TS./-* 
[0514] 

Xf77A: xX-3-(3. 4-y'7WD-7x-^) -N- [4- (4~y7 

ESI MS m/e 454, M (MiM) + H + ; l H NMR (300 MHz, CDCl 3 ) d 13.05 (s, 1 H), 8.87 

(d, J = 8.1 Hz, 1 H), 7.89 (d, J = 8.2 Hz, 1 H), 7.65 (t, J = 7.7 Hz, 1 H) , 7.5 
1 (d, J = 7.3 Hz, 1 H), 7.20-7.27 (m, 1 H), 6.88-7.09 (m, 3 H), 5.97 (d, J = 8.5 

Hz, 1 H), 4.26 (brs, 1 H) , 3.91 (brs, 1 H), 3.51 (s, 6 H), 2.92 (t, J = 7.6 Hz, 

2 H), 2.44 (t, J = 7.6 Hz, 2 H), 1.61-1.93 (brs, 8 H). 

[0515] 

mmmio 1 

[^48] 




- {4 - [3- (3, 4-y7/^D-7x^l/) -TutVl/7 5 / ] -1/ 
^O^y;H -N4 , -V*^)V-^WV-2. 4-iST$y~mm& 
[0516] 

Xt77°A: yX-N2 - {4- [3- (3, 4 -y'7Wo-7x^) -7°n t° 

ESI MS m/e 440, M (»§!) + H + ; 1 H NMR (300 MHz, CDC1 3 ) d 12.62 (s, 1 H), 9.54 
(s, 2 H), 8.72 (d, J = 7.6 Hz, 1 H), 7.91 (d, J = 8.4 Hz, 1 H) , 7.62-7.70 (m, 1 
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H), 7.48 (d, J = 7.6 Hz, 1 H), 7.24-7.33 (m, 1 H) , 6.90-7.06 (m, 3 H), 4.29 (br 
s, 1 H), 3.52 (s, 6 H), 3.00-3.42 (in, 3 H), 2.67-2.81 (m, 2 H) , 1.93-2.43 (m, 8 
H), 1.60-1.80 (m, 2 H). 

[0517] 

HL249] 



[4- (4-y7f;I/7Sy-^tV' l Jy-2-^ f;^T5 
/) -S^uM^MfvU] -2- h V?)V*u* y*i/-OXT$ YWM 
[0518] 

Xr>y7°A: N2 - ( 4 -7 5 y^fvU-^? nM 1 ^) -N« , -V^)V 

-WJy-2, 4-y75yco^ 

ESI MS ra/e 300, M + H + ; *H NMR (300 MHz, CDC1 3 ) d 7.79 (d, J = 8.4 Hz, 1 H), 7. 
45 (m, 2 H), 7.00 (ddd, J = 8.4, 6.3, 1.9 Hz, 1 H), 4.80 (d, J = 8.2 Hz, 1 H) , 3 
.82-3.94 (m, 1 H), 3.24 (s. 6 H), 2.56 (d, J = 6.2 Hz, 2 H), 2.14-2.28 (m, 2 H), 
1.78-1.92 (m, 2 H), 0.95-1.42 (m, 7 H). 



Zf >vTB: h^yx-4-7'n^-N- [4- ( 4 -^^75 J -^r^/U V 
-2--OU75/) -5^0'v*>'/kX*/W -2-bU7/!'#o*h*j/-'<yX7$ 

ESI MS m/e 566, M (iBfltfi) + H + ; *H NMR (300 MHz, CDC1 3 ) d 13.48 (s, 1 H), 8.34 

(d, J = 7.5 Hz, 1 H), 7.83-7.94 (m, 2 H), 7.43-7.69 (■, 4 H), 7.20-7.29 (m, 1 H 

), 6.49-6.62 (m, 1 H), 3.72-3.93 (m, 1 H) , 3.50 (s, 6 H), 3.39 (t, J = 6.3 Hz, 2 

H), 2.09-2.22 (m. 2 H), 1.85-1.98 (n, 2 H), 1.37-1.69 (m, 3 H), 1.08-1.28 (m, 2 
H). 

[0520] 

**fi<5"J10 3 




HCI 



[0519] 




HCI 



0 0_F 



4-7'o^-N- [l - (4-^^;u7$/-^v*U y-2-Myu) -twjs/y 
- 4 - 4 ;M ^ ] - 2 - h >J 7 /tof n * h * x -*>XT 5 K JS&fi 
[0521] 



(374) 
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Xr-yy'A: 4-7"n^-N- [1- ( 4 -*J*+1V7 S / V- 2.-4 >V 

ESI MS m/e 552, M (iiSM) * ; 'H NMR (300 MHz, CDC1 3 )S 13.50 (s, 1 H), 8.73 (d 
, J = 8.5 Hz, 1 H), 7.86 (d, J = 8.4 Hz, 1 H), 7.81 (d, J = 8.4 Hz. 1 H), 7.62-7 
.71 (n, 1 H), 7.53 (dd, J = 8.4, 1.87 Hz, 1 H), 7.45 (s, 1 H), 7.23-7.32 (m. 1 H 
), 6.77-6.87 On, 1 H), 3.30-3.55 (m, 10 H), 2.96-3.27 (m, 2 H), 1.89-2.15 (m, 3 
H), 1.28-1.57 On, 2 H). 
[0522] 

mmmi 04 

[41251] 



"N- o fy ? 



n 

HCI 



i/X-2- (3. 4-y'7WD-7i-*) — N— [4- {A--J*^)VT^J-* 
f/*Jy-2-4>VT5.y) -i/fWsXisMWl -THshTSh'ttKa 
[0523] 

AT-vTA: isX-2- (3, 4 - y7^D-7 x~)V) -N- 1 4 - ( 4 

ESI MS m/e 454, M (ffiffiiS) + H* ; 'H NMR (300 MHz, CDCl 3 )<? 12.66 (s, 1 H), 9.08 

(d. J = 8.9 Hz, 1 H), 7.90 (d, J = 8.1 Hz, 1 H), 7.66 (ddd, J = 8.4, 7.2, 1.2 H 

z, 1 H), 7.48 (dd, J = 8.4, 0.9 Hz, 1 H), 7.32-7.41 On, 1 H), 7.12-7.31 On, 3 H) 

, 6.97-7.08 On, 1 H) , 4.35-4.48 On, 1 H), 3.78 (s, 2 H), 3.52 (s, 6 H), 3.28-3.3 

6 On, 2 H), 1.42-2.05 On, 9 H). 
[0524] 
3BKW10 5 
[41252] 



H 

HCI 



isX~N- [4- ( 4 - f7U7 S J x )y-2~4 ;I/T$y ) -x?o'v* 
IsM+M -3, 4-^7^P-<yXTSHSKJS 
[0525] 

Xf77A: i/X-N- [4- (4-^f-7i/T$y-^^y , jy-2-^;uT$y 

ESI MS m/e 440, N (MUM) + H* ; *H NMR (300 MHz, CDCl 3 )S 12.89 (s, 1 H), 9.11 
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(d, J = 8.2 Hz, 1 H) , 7.88 (m, 3 H), 7.64 (ddd, J = 8.4, 7.2, 1.2 Hz, 1 H), 7.4 
9 (dd, J = 8.4, 0.9 Hz, 1 H), 7.18-7.29 (m, 2 H), 6.96-7.07 (m, 1 H), 4-29-4.44 
(m, 1 H), 3.51 (s, 8 H) , 1.55-2.02 (m, 9 H). 

[0526] 

H!ffeflajl0 6 
HL253] 



i/X-N2 - (4 - { [2 - (3, 4-y7/Wn-7x-/V) -XW^] 
f^W -y^u^y/K -N 4 , N 4 - V* - 3^7* U y - 2 , 



Xrvrk : yX-N2 - (4- { [2 - ( 3, 4-y'7/Wn-7x-/H -Xf- 

;i/T$y] -^ck^^/M -n 4 , n 4 y-2, 4 

ESI MS m/e 440, M (MM) + H + ; *H NMR (300 MHz, CDC1 3 ) S 12.43 (s, 1 H), 9.64 
(brs, 2 H), 8.66 (d, J = 8.3 Hz, 1 H), 7.91 (d, J = 8.3 Hz, 1 H) , 7.67 (t, J = 

7.8 Hz, 1 H), 7.46 (d, J = 8.3 Hz, 1 H), 7.28 (t, J = 7.8 Hz, 1 H), 6.97-7.17 (m 

, 3 H), 4.24-4.37 (m, 1 H), 3.52 (s, 6 H) , 3.30-3.44 (m, 2 H), 2.94-3.25 (m, 4 H 

), 1.57-2.28 (m, 9 H) . 
[0528] 

HL254] 



- {4 - [ (3, 4-i?7 )V*U-KVit)VT $ J ) -X+W -is?U^ 



Ztv7°A: - {4- [ (3, 4 - z?y)V*U-*syz/)V7 5 J ) + 

;H -i/ju^i/)],} -n 4 , n 4 -^^-^■fv* , Jy-2, 4-> ? 75>cnfiS 

ESI MS m/e 426, M (JBBtS) + H + ; i H NMR (300 MHz, DMS0-d 6 )S 9.39 (s, 2 H), 8.4 
4 On, 1 H), 8.17 (d, J = 8.4 Hz, 1 H), 7.72-7.88 (m, 2 H) , 7.27-7.61 (m, 4 H) , 4 
.11-4.31 (m, 3 H), 3.48 (s, 6 H), 2.81 (d, J = 6.1 Hz, 2 H), 1.32-2.03 (m, 9 H). 
[0530] 
HSfefiajl08 




[0527] 




2HCI 



[0529] 
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Br 



HCI 



2- ( 4 - 2 - h »J 7 Wa^ y - 7 x^) -1- {4 - [ <4-5^C 



XtvTA : 2- ( 4 - 2 - Ml 7/1/^ y-7x-;H - 1 - { 4 

- [ (4-^^rsy-^^/ , jy-2->f^r5y) -y^/H -e^u^>-i 

ESI MS n/e 566, M (flMJiS) + H + ; 1 H NMR (300 MHz, CDC1 3 ) d 13.48 (s, 1 H), 8.65 
(t, J = 5.8 Hz, 1 H), 7.90 (d, J = 8.4 Hz, 1 H), 7.53-7.70 (m, 2 H), 7.37-7.44 

(m, 2 H), 7.20-7.32 (m, 2 H) , 4.59-4.72 (m, 1 H), 3.80-3.94 (in, 1 H), 3.68 (d, J 
= 6.1 Hz, 2 H), 3.25-3.58 (m, 8 H), 2.94-3.12 (m, 1 H), 2.50-2.68 (m, 1 H), 1.7 

5-2.03 (m, 3 H), 1.06-1.32 (m, 2 H). 
[0532] 

[A2561 



(4-7' , D^-2-h l j7;Wn^h^ry-7x-/I/) -N- [4- ( 



Xf y7°A: h^yx-2- (4-7'o^-2-b , J7;Wn^b^y-7x-/l/) 

-N- [4- (4-s/y^rsy-^^/uv-2->f;urs> r ) -S^tK^^M 

IQSW4 7mf77 a A^ll^iffl l/C. «ffl^fc;£ft£*lfc. 
ESI MS n/e 580, M (JBSfffl) + ; l H NMR (300 MHz, CDCl 3 ) d 8.28 (d, J = 6.7 Hz, 1 
H), 7.87-7.90 (d, J = 8.5 Hz, 1 H), 7.52-7.66 (m, 2 H), 7.39-7.44 (id, 2 H), 7.20 
-7.33 (n, 2 H), 5.85-5.98 (m, 1 H), 3.70-3.91 (m, 1 H), 3.58 (s, 2 H), 3.50 (s, 
6 H), 3.16 (t, J = 6.5 Hz, 2 H) , 2.03-2.20 (m. 2 H) , 1.28-1.88 (m, 5 H), 0.96-1. 
18 (m, 2 H). 
[0534] 

XIMl l o 



[0531] 




HCI 



[0533] 
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[-(1257] 




F 



F 



HCI 



i/x-N- [4- ( 4 - x7 f ;i/T $ y - t / 'J y - 2 - >f ;i/T $y ) -s^o'v* 

- 3, 4-y7/l/^D-\yX75F» 
[0535] 

xtvta: >>x-n- [4 - (4-^^r5y-^^yuy-2--f;i/T$y 

ESI MS m/e 448, M (58811!) + Na + ; "H NMR (300 MHz, CDC1 3 )^ 13.01 (s, 1 H), 8.9 
6 (d, J = 8.1 Hz, 1 H), 7.91 (d, J = 8.2 Hz, 1 H), 7.55-7.79 (m, 4 H), 7.49-7.54 

(n. 1 H), 7.15-7.32 (m, 2 H), 6.76 (d, J = 8.4 Hz, 1 H), 4.30-4.41 (m, 1 H), 4. 
03-4.22 (m, 1 H), 3.52 (s, 6 H), 1.67-2.07 (m, 8 H) . 

[0536] 

mmi 1 1 

[fl258] 



i/X-3- (3, 4-y'7Wn-7x-;H -N- [4- ( 4 - i/* +)VT S 7 - * 

+v»y-2-<i)vr$s) -y?n\^;Mf;H - rotors kjirji 



XtvTA : yX-3- (3, 4-y7;Wn-7x-^) -N- [4- 

ESI MS m/e 468, M (jBHiM) + H + ; ] H NMR (300 MHz, CDC1 3 ) ^ 12.70 (s, 1 H), 9.00 
(d, J = 8.3 Hz, 1 H), 7.90 (d, J = 8.3 Hz, 1 H), 7.66 (ddd, J = 8.3, 7.2, 1.0 H 

z. 1 H), 7.48 (dd, J = 8.3. 1.0 Hz, 1 H), 7.11-7.31 (m, 2 H) , 6.84-7.06 (m, 3 H) 

, 4.32-4.44 (n, 1 H), 3.51 (s, 6 H) , 3.26-3.33 (m, 2 H), 2.96 (t, J = 7.5 Hz, 2 

H), 2.76 (t, J = 7.4 Hz, 2 H), 1.34-1.94 (m, 9 H). 
[0538] 

mmi 12 




HCI 



[0537] 



(378) 
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HL259] 




S/X-N2 - [4- (3, 4-*J7)V%u-Kyi?)VT$LJ ) -S^n'v*^] -N 
[0539] 

Xtv7A: ^X-N2-[4-(3, 4-y7/^n-^yy^7S/) -y?n 

ESI MS m/e 434, M (»S) + Na + ; J H NMR (300 MHz, DMS0-d 6 ) d 13.03 (s, 1 H) , 9 
.50 (brs, 2 H), 8.31-8.40 (m, 1 H) f 8.19 (d, J = 8.2 Hz, 1 H), 7.73-7.90 (n. 2 H 

), 7.29-7.60 (id, 4 H), 4.04-4.28 (m, 3 H), 3.46 (s, 6 H), 3.06-3'.22 (m, 1 H), 1. 
61-2.10 (m, 8 H). 

[0540] 

HMU 13 

H1260] 




2HCI 



i/Z-N* - (4- { [3- (3, 4-y'7Wo-7x^l/) -rntVUTS/] - 
[0541] 

Xf yTA : ^X-N? - (4 - { [3 - ( 3, 4-y7Wn-7x-/k) -7°n 
4 - >?T 5 VZtaKSO^ 

ESI MS m/e 454, M (JEfSIM) + H + ; ! H NMR (300 MHz, CDC1 3 )S 12.50 (s, 1 H) , 9.43 
(brs, 2 H), 8.60 (d, J = 7.93 Hz, 1 H), 7.90 (d, J = 8.2 Hz, 1 H), 7.65 (ddd. J 
= 8.2, 7.2, 1.1 Hz, 1 H), 7.46 (d, J = 8.6 Hz, 1 H), 7.23-7.30 (m, 1 H), 6.91-7 

.08 (m, 3 H), 4.22-4.34 (m, 1 H), 3.51 (s, 6 H), 2.87-3.07 (m, 4 H), 2.68 (t, J 

= 7.7 Hz, 2 H), 1.53-2.43 (m, 11 H). 
[0542] 

mm 14 



(379) 
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HL261] 




2- (4-7'nt-2-h'j7/l/^Ky-7x-;H -N- [1- (A-i?** 

S 

[0543] 

Xf7/A : 2- (4-7 r O^-2-hU7;^D^h^i/-7x-yI/) -N- [ 1 

- (4-y^w^y-WJ>'-2-^M -t:^y>?y-4->f^f-;H -r 

*h7$F^S?S<7)£j£ 

ESI MS m/e 588, M (ffiltS) + Na + ; *H NMR (300 MHz, CDC1 3 ) d 13.32 (s, 1 H), 8.6 
8 (d, J = 8.4 Hz, 1 H), 7.86 (d, J = 7.4 Hz, 1 H), 7.65 (ddd, J = 8.4, 7.1, 1.2 
Hz, 1 H), 7.23-7.42 (m, 4 H) , 6.59-6.69 (n, 1 H), 3.60 (s, 2 H), 3.48 (s, 7 H), 
2.90-3.37 (m, 5 H), 1.78-2.08 (m, 3 H), 1.19-1.46 (m, 2 H) . 

[0544] 
!BS«1 1 5 

[fl262] 




HCI 



Yyyx-2- (4-/D^-2-h»j7^n^hdfi/-7x^) -N- {4- [ 

;!/} -T-fehT^ KSttS 
[0545] 

xf 7 7° A : b^y^-2- (4-yo^-2-hi;7y^n^h^^-7x^;u) 
-N- {4- [ (4-^^Tsy-*^ % /yv-2->f^Tsy) -.xfvn -v? 

ESI MS m/e 616, M (»I!) + Na + ; *H NMR (300 MHz, CDC1 3 ) d 8.37-8.49 (ra, 1 H), 
7.89 (d, J = 8.5 Hz, 1 H) , 7.53-7.68 (m, 2 H), 7.40-7.45 (ra, 2 H) , 7.20-7.32 (in 

, 2 H), 5.60-5.71 (m, 1 H) , 3.55 (s, 2 H), 3.50 (s, 6 H), 3.35 (t, J = 6.1 Hz, 2 
H) , 3.08 (t, J = 6.4 Hz, 2 H), 0.77-2.00 (m, 10 H). 
[0546] 

mmi i6 



(380) 
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Hfc263] 




H 



HCI 



i/x-2- (3. 4-y7Mn-7x-;H — n— [4- (4-i^f-;U75y-* 
[0547] 

XT-y?A: i/X-2- (3, 4-y'7^n-7i-W -N- [4 - (4-y> 

ESI HS m/e 440, M (MIS) + H* ; l H NMR (300 MHz, CDC1 3 )S 13.01 (s, 1 H), 8.85 
(d, J = 8.2 Hz, 1 H), 7.89 (d, J = 8.2 Hz, 1 H), 7.65 (ddd, J = 8.2. 7.1, 1.2 H 

z, 1 H), 7.52 (d, J = 8.2 Hz, 1 H), 6.95-7.33 (m, 4 H), 6.32 (d, J = 7.6 Hz, 1 H 

), 4.19-4.34 (m. 1 H), 3.82-4.01 (m, 1 H), 3.51 (s, 6 H), 3.47 (s, 2 H). 1.61-2. 

01 (m, 8 H). 
[0548] 

HL264] 




2HCI 



- {4- [2- (3, 4-y'7Wo-7i-;H -lf;|/7$y] -v? 

om^M -N4 , N4 4-^'7$yzsKii 
[0549] 

7f77A: j^X-N2 - {4- [2- (3, 4-y'7Wo-7i-;H -Xf-/P 

m.mi 2<r)XT yTAcr>^MZmm LT. 3lIIcOtt-^£#*:„ 
ESI MS m/e 426, M (jSgfS) + H* ; 'H NMR (300 MHz, CDC1 3 )S 12.51 (s. 1 H), 9.70 

(brs, 2 H), 8.67 (d, J = 7.5 Hz, 1 H). 7.92 (d, J = 8.0 Hz, 1 H), 7.68 (t, J = 
8.0 Hz, 1 H), 7.52 (d. J = 8.4 Hz, 1 H), 7.30 (t, J = 7.8 Hz, 1 H), 6.97-7.22 (m 
, 3 H), 4.34 (brs, 1 H), 3.53 (s, 6 H), 3.12-3.41 (m, 5 H), 1.62-2.40 (m, 8 H). 

[0550] 

mmmi is 
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(-(L265] 




4-7'o^-n- [1- (4-^Xf-;l-rsy-^^V , Jy-2— -b^'ji/'y 
- 4 - A ;U] - 2 - b 0 7)V*u* \-*i/-K.yj£yX)Vfr>T 5 H 
[0551] 

Af-yTA: [2- ( 4 -T5 J- b^U xV- 1 ->f ^) -^VU V~4 — )\> 

] -i/^f-;u-rsyco^ 

1 - / <.y>-';l^-b°^.D>''y-4--f;l^T5y ( 2. OOg, 10. 5mmol)OTH 
F (2 0mL) mmz. (Boc) 2 O (2. 5 2g. 11. 5mmo 1 ) tjnifc. £ 

<offi^«j&saT 4 o mmn u am Lfc . mm™ e o h ( 2 0 m l > sat . 2 

0%Pd (OH) 2 (4 0 0mg) fclnifc. £*>»a*£S»T, **»HftTfc2 0 
SlSfflttfU:. §^>t. 20%Pd (OH) 2 (400mg) SrjD*. Z^M^Vm^MU 
T\ *«»ffl»T(C7«!Ha. 5 0'CT4. 5B#RL § ^CgffiT- 1 2B#»*L, b7-f 

tz (2-?vn-*-f*/vy-4-4>v) -^f-^-rsv ( 1. log, 5. 30m 

mo 1 ) fcit/fiflEOlItt ( 1 . 2 7g, 6. 3 4 mm o 1 ) frt>%& 2 -Tu/^J-lV 

(uraD it«oa^ft*aaTt:2oeiaHWPUfc. Fan* oetw****). 2-r 

ovV-rt/CffifrU CHC 1 3 4>05 0%MeOH ( 6 0mL) H^L^„ dOigiS 
SftWNaHCOg^iiatft?. 7kJ15:CHC 1 3 T»ffiL)t (3 EI) . 
l£MgS0 4 ±T1&£$^ iFiSL, «8§U 777^?n7b/57^- (NH- 

v'J^y^K EtOAcKCHC 1 3 ) tiotis-r&fc, [2- 
Vi?V-l-4)V) -Jf^yU>—4-^;H -y^^-TSy (864mg. 68% 

ESI MS m/e 272, M + H* ; >H NMR (300 MHz, CDC1 3 ) 8 7.79 (d, J = 8.2 Hz, 1 H), 7. 
45-7.55 (m, 2 H), 6.96-7.05 (m, 1 H), 4.83 (d. J = 13.4 Hz, 2 H), 3.26 (s, 6H), 
2.84-3.03 (m, 3 H), 1.85-1.95 (n, 2 H), 1.20-1.50 (ra, 4 H) . 
[0552] 

ATV7B : 4-ro^e-N- [1 - ( 4 -i?*+frT 5 V- 2 — <f /P 

) -b^y^y-4— OH -2-HJ 7/M-n.* h^^-^-tfyx/^yrS 
A 

ESI MS m/e 574, M +H* ; ! H NMR (300 MHz, CDC1 3 )<5 7.94 (d, J = 8.7 Hz, 1 H), 7.8 
0 (d, J = 8.2 Hz, 1 H), 7.39-7.61 (in, 4 H), 6.98-7.07 (n, 1 H), 4.60-4.81 (m, 3 
H), 3.39-3.61 (m, 1 H), 3.25 (s, 6 H), 2.98-3.08 (m, 2 H), 1.73-1.92 (m, 2 H), 1 
.33-1.54 (m, 2 H). 
[0553] 

mmmi 19 
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a 




2HCI 



(2- [4- (4-yz} : t-2-hVy)l<*vX}'*i>—<yiStl'7$S) -bX'Jy 

y-i— f;i/] -^ft/ l jy-4-f^) -s^f-zi'-rsvzttlHl 

[0554] 

Xf-yTA: {2- [4- (4-^0^-2- hU7;^D^ V*i'-<y~/>l>T$. 

/) -wji/'y-i-'fyH -*-?-Vi;y-4— -OW - : Jm-)V-7$V-tm&<r> 

ESI MS m/e 524, M (HSM) + H* ; J H NMR (300 MHz, CDC1 3 ) d 8.43 (d, J = 8.1 Hz, 
1 H), 8.20 (d, J = 8.4 Hz, 1 H), 7.90 (d, J = 8.4 Hz, 1 H), 7.67 (t, J = 7.5 Hz 

, 1 H), 7.26-7.49 (n, 3 H), 5.13 (brs, 2 H), 4.27 (s, 2 H) , 3.08-3.60 (s, 9 H), 

2.08-2.78 (m, 4 H). 
[05553 

mmmi 2 0 

HL267] 



4-Zat-N- [l- u-j^f-^TS y-^VJy-2->f;u) -t^'jv-'y 

-4— OH -2-h'j7;^0^hJfy-O-XTS h'gKfi 



XT'? 7° A : 4-ynt-N- [ 1 - ( 4 5 /-^/'J 2 — f /l- 

HM094 1<T>Xt-j TA<7)^m£&ft LT , £Btf>fli£«j£tifc. 
ESI MS m/e 560, M (iftfijgQ Na + ; 'H NMR (300 MHz, CDC1 3 ) d 13.68 (s, 1 H), 8.73 
(d, J = 7.8 Hz, 1 H). 7.80-7.91 (m, 2 H), 7.68 (ddd. J = 8.4, 7.1, 1.3 Hz, 1 H), 

7.55 (dd, J = 8.4, 1.9 Hz, 1 H), 7.42-7.46 (m, 1 H), 7.29 (ddd, J = 8.4, 7.1, 1 
.3 Hz, 1 H), 6.67 (d, J = 7.3 Hz, 1 H), 5.04 (brs, 2 H), 4.23-4.42 On, 1 H), 3.2 
7-3.61 (m, 8H), 2.19-2.36 (n. 2H), 1.57-1.81 On, 2H). 

[0557] 

mmi 2 1 




[0556] 
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HCI fF 



2- (4-7D*-2-hy7;M-n> 7x^/10 -N- [1- 

*75 V- 2— frtO -7* NTS KJ&Ittt 

[0558) 

Xf7 7°A : 2- (4-7*0^-2- hl>7;l'3j-D^h^f^-7x-^) — N— [ 1 

ESI MS m/e 574, M (jftfliS) + Na* ; >H NMR (300 MHz, CDCl 3 ) d 13.08 (s, 1 H) , 8.6 

1 (d, J = 8.4 Hz, 1 H), 7.86 (d, J = 7.5 Hz, 1 H), 7.56-7.68 (m, 2 H), 7.21-7.39 
(m. 4 H), 4.70-5.10 (m, 2 H), 4.04-4.22 (m, 1 H), 3.68 (s, 2 H). 3.34-3.61 (m, 

8 H), 1.59-2.19 (m, 4 H). 
[0559 J 

mmi2 2-3 0 1 

fgftffll 5<7)Xf>y7 , A-C"#^itJtTS>' (30jumo I ) fcjtftfi/ : Jy ( 120ju 
mo 1 ) cOCH 2 C 1 2 UOOjuL) 'SMZ. CH 2 C I 2 ( 2 0 0 /* L ) «f OMS^S: 
tg-ftT./P*-/!' ( 6 0^ mo 1 ) *2 5X;-CJnifc. HtafltC2 0B*BH»itLfca{C, 
KJESiIl^l£. «H§N 2 SKfcJ: 9HBBU:. CHC 1 3 fcf&ftNH 4 C 1 *J§ 

mtofflzftmLt:. *tt£CHC l 3 tHiULfc. ^*rfrfc«flMi*MgS0 4 ±T<e 
«a«N 2 StJ:0«BLitat:, KtiCHCl 2 (600^L) fcitfPSA 

(30 0/zD sasfttftiifc. 2 5'CT2o^mtmLt.imz, RKm&foZF&i 

, 777yi^D7b/77^- (NH-vU^y;K CHC 1 3 +£033%MeOH) 
[0560] 

1302-588 

!9c7)Xr-y7°Ct/iii||)Sf|^|6 4c73Xir'y7'AT1#^^TSy (30//mo 1 
) C0CH 2 C 1 2 (200juL) mmz. CH 2 C1 2 (200^L) QcOXV (4-f 
-)VW=JV) (7 5uL) &ZVCH 2 C 1 2 4>«>IR8ftfll (60<tmo 1 ) £2 5°C 
TlOifc. Hbffl*T2 0l*iaHWfLfcat, RfcateWfcJ'iiU 3£$N 2 ffiTilliSiil 
fc. Bfiftfc* S£*SCH 2 C1 2 (6 0 0//L) fcitfPSA (300/xL) *flD*fc. 

2 5T;?2 0II*I3*#U:»£. BUm&b&W&U 75-y^i^nvh^7 7>f-( 
NH-^'J^K CHC 1 3 +<?)33%MeOH) J; b . FvtMc9£)j!W 

[0561] 

HJifi0>J5 8 9-l 136 

i))Vi£yW. ( 200j«U 6 0//mo 1 ) <7)CH 2 C 1 2 ( 2 00^L) CH 
2 C 1 2 ( 2 OOjuL) *<7)1 -y^P^^lz-S-^-f/U-KU^f-U-y-^;^^ 
5M150/ZL, 1 26Mmo 1 ) ti£VCH 2 C 1 2 ( 2 0 O/x L) 4>cOjlJa#ij9<D 
XT-vTC&tz\imm6 4(F>XT •>/7AX'&L>tlt:7i> (30^mol ) &25XIT' 
Hoifc . R fcfflflrc 2 0 B^Sff Lfcflfcfc, Rffiatettfc N H - y 'J # L . « 

*n 2 a-cjwBUJt. mmz. 9s»ch 2 c 1 2 (7ooj«l) axx/^jx^uym 

mtLtzKyXTfrTtV (7 5juL s 60/^mo 1 ) £Jl!*fc. 5 0°CT'2 0D§»# 
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[0562] 

mtmi 13 7-174 5 

7$ K£j»)THF (200m1) THF^lM^y-THFm ( 

300ju 1 . 30 0//mo 1 ) fcjnifc. <Itf>»&ft£8 O'CT 1 HMfflWrU £$N 2 

ar«WBLfc. »s*c. im«hcl*$§?k ooouD iwrHF ooo/xi 
) *jnifc. -<7)?i^&8o°cT-mp B wt. 9a»N 2 arc««iLfc. aw**, c 

HC 1 3 feiV2M<0*l^-tb>J»?A*»«<0BI^ELfc. CHC 1 3 Tft 

. 777yj.?OVb/77 4- (x'J*y;K CHC 1 3 fy)2%fri»7%0)2M0)N 
H 3 /M e OH ) t J: OUS-t* fc . HtaWAiKIWWfeftfc. 
[0563] 

HMU 7 4 6-2 1 84 

mm\9nXTv7°C£tzl,miiW\6 4<7)AT'vTAX'ni>tl1-zTi> (36,umo l 
) cOMeOH (200/iL) JgiSKU M e OH (200juL) tf WT^ft K (30jum 
o 1 ) fcit/AcOH (90/imo 1 ) &25 < CT*SPtfc. ^&JM&1=rft£. PltfiS 
T 1"#HBR#U:. Me OH (200//L) ^NaBH 3 CN (120 

umo i ) sun*.*:. Htiajrrao^isBWPLfcaK. *ass^£ie*N 2 src«8 

Lfc. BS«iS\ CHC 1 3 fcJ:tX2M<o*»fl:^-hi;^*»a[(?)iarc4ifiUfc. ** 
£CHC 1 3 TftiBLfc. £i>tffc*WB*. Mg S0 4 ±Tfl£*&-£fc. 

. «a*N 2 arc**su 777yx?D7h^7<- (^>j#y;k chc i 3 <k>2 

%*^7%C02McONH 3 /MeOH) (C J; 9fii3?tS t . BrS<04jSSjd*f§£ilfc. 
[0564] 

HSfi0l]2 185-2328 

5/imo 1 ) C0CH 2 C 1 2 {200/«L)8»K. CH 2 C1 2 (2 
O 0# L) 4"7)D ess-Mart i n^lVB—is-fy (period inane) ( 6 3^tmo 1 

) £2 5'ctdd^., wmG®zmti&m?2o®fgBmi,t:. zn&jBm&m:, Me 

OH (2 00/xL) fcilXAcOH (9 0j«L) *CD. £M0J9<9Xf->y7C**:{l||it 
Wl64c7)XxyrAT1l=4>iXitrS>' (36jumo 1 ) £JP;i» ^OS^lSrR tl&KT 
mOJS#L^„ Zcr>m£MZ^ M e OH ( 200/zL) +«NaBH 3 CN (120// 

mo i ) sap*.*:. Htia«-c2o^H«BfLfcat:, RjEffl^mssasNzareiSBL 

fc. CHC 1 3 fc itf 2 Mc?)*gtft^ r- 'J *A*»»Rtf>HlTafiUfc. 

. CHC I 3 "CttHiLfc. MgS0 4 ±TSia»S-li*. 12 

»N 2 SrC3B»U 777yi?D7h^77^-(y'J^k CHC 1 3 <f02%<P 
^7%c7)2MONH 3 /MeOH) (Cj; ^M'fht, fm^mW^^fttz. 
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436 (M + H) 


2026 




420 (M + H) 


2027 




420 (M + H) 


2028 


^f^w^lg^ ho |j 


456 (M + H) 


2029 




451 (M + H) 



(703) 



^^2004-315511 (P2004-315511A) 




(704) 



1f 132004-315511 (P2004-315511A) 



[#820] 



2036 




443 (M + H) 


2037 




429 (M + H) 


2038 




418 (M + H) 


2039 




485 (M + H) 


2040 


F 


447 (M + H) 


2041 




583 (M + H) 



(705) 



#112004-315511 (P2004-315511A) 



[H321] 



2042 


cf 


536 (M + H) 


2043 




429 (M + H) 


2044 


^ F 


422 (M+H) 


2045 




507 (M + H) 


2046 




524 (M + H) 


2047 




539 (M + H) 



(706) 



=f$Hfl2004-315511 (P2004-315511A) 



[1822] 



2048 




555 (M + H) 


2049 




569 (M + H) 


2050 


F F 


592(M + H) 


2051 




562 (M + H) 


2052 


o 


540 (M + H) 


2053 




558 (M + H) 



(707) 



ftSEOM-315511 (P2004-315511A) 



1*323] 

(*(Do-3§) 



2054 




542 (M + H) 


2055 




490 (M + H) 


2056 




470 (M+H) 


2057 




512 (M + H) 


2058 




464 (M+H) 


2059 




465 (M + H) 



(708) 



#^2004-315511 (P2004-315511A) 



CS824] 



2060 




474 (M + H) 


2061 




478 (M + H) 


2062 




478 (M + H) 


2063 




464 (M+H) 


2064 




576 (M + H) 


2065 




532 (M + H) 



(709) 



W004-315511 (P2004-315511A) 




(7 10) 



ftHB2004-315511 (P2004-315511A) 



Lvll 


CCXXT" *Q 
r 


J7J \iyl t rlj 


2073 




465 (M + H) 


2074 


x r 


522 (M + H) 


2075 




532 (M + H) 


2076 




526 (M + H) 


2077 


0*%" 


557 (M + H) 



(711) 



&H32004-315511 (P2004-315511A) 



[3827] 



2078 






2079 


rrS jTY^n^y 


466 (M + H) 


2080 


Y 


447 (M + H) 


2081 




615 (M + H) 


2082 


fix jTT^OCC^" 


495 (M + H) 


2083 




556 (M + H) 



(7 12) 



#112004-315511 (P2004-315511A) 



[11328] 



2084 




548 (M + H) 






448 (M + H) 


2086 


" X F 

a 


516(M + H) 


2087 


i X 


590 (M + H) 


2088 




480 (M + H) 


2089 




450 (M + H) 



(7 13) 



43H2004-315511 (P2004-315511A) 



[*329l 

(j?<Z>0-3£) 



9 AO A 




450 (M + H) 


2091 




480 (M + H) 


2092 


^ (T Jf 
\ 


446 (M + H) 


2093 




450 (M + H) 


2094 


^ o 


443 (M + H) 


2095 




394 (M + H) 



(7 14) 



&W2004-315511 (P2004-315511A) 



[SI330] 



2096 


Y 


405 (M + H) 


2097 


xx„. 


512 (M + H) 


2098 




460 (M + H) 


2099 


fY^I n^ v »'YY 0 > 

o 


479 (M + H) 


2100 




532 (M + H) 


2101 




391 (M + H) 



(7 15) 



«004-315511 (P2004-315511A) 



[«331] 



2102 




391 (M + H) 


2103 




490 (M + H) 








2104 




505 (M + H) 








2105 




441 (M + H) 


2106 




550(M + H) 


2107 




538 (M + H) 



(7 16) 



#112004-315511 (P2004-31551 1A) 



[S832] 



2108 




462 (M + H) 


2109 




492 (M+H) 


2110 




524 (M + H) 


2111 




436 (M + H) 


2112 




478 (M + H) 


2113 




500 (M + H) 



(7 17) 



§32004-315511 (P2004-315511A) 



[1833] 



2114 




476 (M + H) 


ill* 




414 fM + I-n 


2110 




492 CM + T-H 


1117 
ill f 




432 (M + H) 


2118 




472 (M + H) 


2119 




536 (M + H) 



(7 18) 



WBB2004-31551 1 (P2004-31551 1A) 



[2834 J • 

(*<Z>0<5£) 



2120 




506 (M + H) 


2121 




614 (M+H) 








2122 




486 (M + H) 


2123 




486 (M + H) 


2124 




482 (M + H) 


2125 




474 (M + H) 



(7 19) 



=8112004-315511 (P2004-31551 1A) 



[31335] 

(*<Z>o<J£) 



2126 




486 (M + H) 


2127 




420 (M + H) 


2128 


Y 


494 (M + H) 


2129 




418 (M + H) 


2130 




486 (M + H) 


2131 




500 (M + H) 



(720) 



^^2004-315511 (P2004-315511A) 



[3336] 



2132 


V 


446 (M + H) 


2133 




474 (M + H) 


2134 




488 (M + H) * 


2135 


OH 


434 (M + H) 


2136 




446 (M + H) 


2137 




492 (M + H) 



(721 ) 



88B2004-315511 (P2004-315511A) 



mm 







458 CM + hO 


2139 




492 (M + H) 


2140 




526 (M + H) 


2141 




406 (M + H) 


2142 




417 (M + H) 


2143 




490 (M + H) 



(722) 



=lf IB2004-315511 (P2004-315511A) 



[«338] 



2144 




461 (M + H) 


2149 


6 


4oU (iVI t HJ 


2146 




396 (M + H) 


2147 




356 (M + H) 


2148 




394 (M + H) | 


2149 




384 (M + H) 



(723) 



^^2004-315511 (P2004-315511A) 



[11339] 



2150 






2151 




456 (M + H) 


2152 




533 (M + H) 


2153 


0 


519 (M + H) 


2154 




443 (M + H) 


2155 




446 (M + H) 



(724) ^2004-31551 1 (P2004-31551 1A) 

[1840] 



2156 




432 (M + H) 


2157 




602 (M+H) 


3158 




457 (M + H) 


2159 




448 (M + H) 


2160 




514 (M + H) 


2161 




544 (M + H) 



(725) 



«fffl2004-315511(P2004- 



[*34U 



2162 




520 (M + H) 


2163 




428 (M + H) 


2164 




462 (M + H) 


2165 


i 

0 

Y Y 


488 (M + H) 


2166 


oivOTCQ 

IT— Q 


475 (M+H) 


2167 


F sL F 


523 (M + H) 



(726) 



RfHB2004-31551 1 (P2004-315511A) 



[5842] 



2168 


1 o 


451 (M + H) 


2169 


cxxxrop 

H jj 


441 (M + H) 


2170 




458 (M + H) 


2171 




474 (M + H) 


2172 




461 (M + H) 


2173 




470 (M + H) 



(727) #^2004-31551 1 (P2004-31551 1A) 

[U843] 



2174 


0 


493 (M + H) 


2175 




483 (M + H) 


2176 




454 (M + H) 


2177 




490 (M + H) 


2178 




467 (M+H) 


2179 




566 (M + H) 



(728) 



#532004-315511 (P2004-315511A) 



[ 31344] 



2180 




514 (M + H) 


2181 




568 (M + H) 


2182 




594 (M + H) 


2183 


c$ur r xx 


442 (M + H) 


2184 


'A 


552 (M + H) 


2185 




435 (M + H) 



(729) 



#^2004-315511 (P2004-315511A) 



[S845] 



2186 


r 


450 (M + H) 


2187 


F 


448 (M + H) 


2188 


^ ril 


444 (M + H) 


2189 




478 (M + H) 


2190 




434 (M + H) 


2191 




446 (M + H) 



(730) #ffl2004-315511 (P2004-315511A) 

[SB46] 



2192 




420 (M + H) 


2193 




440 (M + H) 


2194 


1 Hi! 


464 (M + H) 


2195 


F 

Y f yV f 


448 (M + H) 


2196 




502 (M + H) 


2197 




462 (M + H) 



(73 1) 



^132004-31551 1 (P2004-31 551 1A) 



[«347] 



2198 


fV i 


508 (M + H) 


2199 


i 

Nr ' °yy ci 


440 (M + H) 


2200 




488 (M + H) 


2201 




516 (M + H) 


2202 




404 (M + H) 


2203 




478 (M + H) 



(732) 



1f IS2004-315511 (P2004-315511A) 



[3848] 



2204 


\ q 


456 (M + H) 


2205 




464 (M + H) 


2206 




456 (M + H) 


2207 


o 


450 (M + H) 


2208 


N fT a 


442 (M + H) 


2209 


^ a 


408 (M + H) 



(7 33) 



#^2004-315511 (P2004-315511A) 



[31349] 



2210 


(1 

"y VS. 


424 (M + H) 


2211 




424(M + H) 


2212 




448 (M+H) 


2213 




458 (M + H) 


2214 




458 (M + H) 


2215 


Y 9 


420 (M + H) 



(734) 



WW2004-315511 (P2004-315511A) 



[1850] 



2216 




y6 


419 (M + H) 


2217 






440 (M + H) 


2218 


rrS rV^ 




446 (M + H) 


2219 






434 (M + H) 


2220 




446 (M + H) 


2221 




404 (M + H) 



(735) 



#^2004-315511 (P2004-315511A) 



[«351] 



2222 


Y 9' 


408 (M + H) 


2223 


o 


420 (M + H) 


2224 




420 (M+H) 


2225 




463 (M + H) 


2226 




460 (M + H) 


2227 




462 (M + H) 



(736) 



WH2004-315511 (P2004-315511A) 



2228 




502 (M + H) 








2229 


Y Y* 
COL /J 


434 (M + H) 


2230 




456 (M + H) 


2231 


y 

OOl/T^ 


432 (M + H) 


2232 




460 (M + H) 


2233 




488 (M + H) 



(737) 



!ff IS2004-315511 (P2004-315511A) 



[*353] 

(*<Do<5#) 



2234 




474 (M + H) 


2235 




446 (M + H) 


2236 






484 (M + H) 


2237 






420 (M + H) 


2238 




568 (M + H) 


2239 


X x >^ 

c&^f — 


428 (M+H) 



(738) 



WBJ2004-315511 (P2004-315511A) 



1*354] 

(*<Do<5#) 





Y 9 


396 f M + HI 


2241 




420 (M + H) 


2242 


j H j 


468 (M+H) 


2243 




432 (M + H) 


2244 




468 (M + H) 


2245 




458 (M + H) 



(739) 



8rM2004-315511 (P2004-315511A) 



[SS355] 



2246 


JO 


423 (M + H) 


2247 


9 


420 (M + H) 


, 2248 




404 (M + H) 


2249 




448 (M + H) 


2250 




446 (M + H) 


2251 




540 (M + H) | 



(740) 



1SHJ2004-315511 (P2004-315511A) 



[S856] 



2252 


\ M j 


470 (M + H) 


2253 


H f 

III 
N 


472 (M+H) 


2254 




479 (M + H) 


2255 


(TV'S r^Y^ 


433 (M + H) 


2256 


r it 

N 


458 (M + H) 


2257 




515 (M + H) 



(74 1 ) 



#^2004-315511 (P2004-315511A) 



1*357] 



2258 


Y 9 


410 (M + H) 


2259 




394 (M + H) 


2260 


Y 


368 (M + H) 


2261 


^N"' 0— \ 


372 (M + H) 


2262 


Y 


397 (M + H) 


2263 




464 (M + H) 



(742) 



WI32004-315511 (P2004-315511A) 



2264 




462 (M + H) 


! 2265 




458 (M + H) 








2266 




492 (M + H) 


2267 


H f 


448 (M + H) 


2268 


H j 


460 (M + H) 


2269 




434 (M + H) 



(743) 



m ^2004-315511 (P2004-315511A) 



[3859] 



2270 


H | 


454 (M + H) 


2271 




478 (M + H) 


2272 




462 (M + H) 


2273 




516 (M + H) 


2274 




476 (M + H) 


2275 


0^ 


522 (M + H) 



(744) 



^^2004-315511 (P2004-315511A) 



[«360] 



2276 




454 (M + H) 


2277 




502 (M + H) 


2278 


T 


530 (M + H) 


2279 




418 (M + H) 


2280 


^ CI 


492 (M + H) 


2281 




470 (M + H) 



(745) 



ttlB2004-315511 (P2004-315511A) 



[S861] 



2282 




478 (M + H) 


2283 




470 (M + H) 


2284 




464 (M + H) 


2285 




456 (M + H) 


2286 




422 (M + H) 


2287 




438 (M + H) 



(746) 



8882004-315511 (P2004-315511A) 



[«862] 



2288 




462 (M + H) 


2289 




472 (M + H) 


2290 




472 (M + H) 


2291 




434 (M + H) 


2292 


H 


433 (M + H) 


2293 




454 (M + H) 



(747) 



#112004-315511 (P2004-315511A) 



[5863] 



2294 


6 


460 (M + H) 


2295 




448 (M + H) 


2296 




460 (M + H) 


2297 




422 (M + H) 


2298 




474 (M + H) 


2299 




476 (M + H) 



(748) 



WBB2004-315511 (P2004-315511A) 



[SB64] 



2300 




5!6(M + H) 


2301 




448 (M + H) 


2302 


Y 


470 (M + H) 


2303 


ifvS r^n'^T 


446 (M + H) 


2304 


6 


488 (M + H) 


2305 




460 (M + H) 



(749) 



«004-315511<P2004- 



[3665] 



230€ 




434 (M + H) 


2307 




582 (M + H) 


2308 




442 (M + H) 


2309 




419 (M + H) 


2310 




434 (M + H) 


2311 




482 (M + H) 



(750) 



#082004-315511 (P2004-315511A) 



[SI366] 



2312 




418 (M + H) 


2313 




446 (M + H) 


2314 




482 (M + H) 


2315 


CI 


472 (M + H) 


2316 


T 

rrS rr^Y) 


437 (M + H) 


2317 




434 (M + H) 



(751) 



%W2004-315511 (P2004-315511A) 



1*367] 



2318 




418 (M + H) 


2319 


6 


462 (M + H) 


2320 


6 


460 (M+H) 


2321 


6 


554 (M + H) 


2322 




470 (M + H) 


2323 




537 (M + H) 



(752) 



^2004-315511 (P2004-315511A) 



[H368] 



2324 




529 (M + H) 


2325 




424 (M + H) 


2326 




408 (M + H) 


2327 




382 (M + H) 


2328 




386 (M + H) 



[0565 J 



2329 



[-fk269] 



HCI 



0 O QCF 3 



(7 53) 



^Hfi2004-315511 (P20O4-315511A) 



[0566] 

h^yX-4-rSy^^-^0^^-y^;^yg^ (3. I4g. 20mmol 
) (T>^ THF ( 2 OmL) & it/ 1 M(7)7KK^ h U ^A*JS?BE (42ml ) 
. ^L4-yo^-2-hU^;l/^n^ h^^y-tfyx;l/^-;l/ (6. 9g, 2 0. 4 
mmo 1 ) OTHF (20mL) JB»*Jni. £ Ofi^££fflT'2l$ISB«f U:. £t 
tOJSfflU 1M<7)HCL*»«[ (45mL) fcjnifc. £tfc^tt£FSU 

^rv—<y^yx;u*^;i/r$y ) -*/9w\**r>ti)Vi$vW. (7. I8g 

. 78%) ti*&&m*kLX%t>ixtz. 

ESI MS m/e 460/462 M + H + ; l W NMR (500 MHz, DMSO-d^tf 12.00 (brs, 1 H) , 7.99 
(brs, 1 H), 7.84-7.80 (n, 3 H), 2.72 (d, J = 6.3 Hz, 2 H), 2.10 (in, 1 H), 1.86 ( 
id, 2 H), 1.71 (m, 2 H), 1.31 (m, 1 H), 1.23 (m, 2 H), 0.87 (m, 2 H). 
[0567] 

Yyyx-4- [ {4-7u*-2-YV7)V*uxy*i'-<yVyA}Vib-)VT$ 
J) -X*)V] -is9WK**ryti)V7£ym (7. 14g. 15. 5mmo 1 ) teXTfh 
iJX^UTSV (2. 35mU 1 6. 9mmo 1 ) OTHF (25mL) 0 C C 
fcftSJU:. iOfi^SC, THF (5mL)^?na^xf;Kl. 6 2mU 1 
7 mmo 1 ) £1 OiHBWtTlDifc. 0°C"C1 54MSH9tf Lfcttfc. 7y^7*»iS 
(27mL) £»iaU i^>a^fttaaT2iOTJWtL3t. r^S^fj5*JSffffc:«» 
U «Wft£*Y«ffl-<-4i:. ffltt*«f#fc*ifc. •lOllft^fiU ^fcitf^f^VT' 
aHM-Sfc. byyx-4- [ (4-yn^-2-hU7^D^h^>—<y-b>XyU 

-^f-;u] -^^u^^y^;^>ffir5F^afecoa^ (4. 2g s 
5 9%) tLX%htltz. 

ESI MS m/e 459/461 M + H + ; ! H NMR (500 MHz, DMS0-d 6 ) 8 7.98 (brs, 1 H), 7.84-7. 
80 (in, 3 H), 7.13 (s, 1 H), 6.62 (s, 1 H), 2.72 (d, J = 6.5 Hz, 2 H), 1.98 (m, 1 

H), 1.70 (m, 4 H), 1.29 (m, 1 H) , 1.23 (m, 2 H), 0.83 (in, 2 H). 

[0568] 

Xf 77°C : hyyX-N- (4-TS^f/H^n^y/Mf/K -4-7' 

Q^t- 2 — Ml 7;M-d* h^-^y XT 5 K^&jfi 

t-7XX-4- [ (4-7u*-2-HJ7;M-o;< h=3fy-<y^>x;l/^rs 

7) -^^a^^y^^y^TS F (4. 2g. 9. 2mmol)OTH 

F (4 OmL) 1MC7)BH 3 COTHFJSffi (32mL, 32mmol)H0^ 

WtTlnifc. i^>a^ftt2«IBl«S*fe. OXJtJWBLfcftt. ( 
7mL) ±fcfcffl£ttfc. EtOAc (28mL) fciMeOH (28 

mL) +<7)4M?)HC 1 £Jn;t. £^£*Sr?ilBU:. RSftt. Me OH (28mL 
) SrJa*. i^a^ftSrHtXiftlBLfc. £tfcHC HSS:Et 2 oa^ffilSfiSlt. ftv^ 
X\ lMCOymi\:i-hVVJ±7k®ffiX**%\lt:<> CH 2 Cl 2 tS*ii}L (20) 

. «i^hy^A±Tsais*, jSETtcawstsfc. hyyx-u- 

( 4 - 7 $ y ^ f ^ - y ^ nM y/M f ) -4 -/n^- 2 - Ml 77M"CM h*i/ 
-^y-bfy^/^yrSH^e-fecoiS* (3. Og. 74%) LTf#£*ifc. 
ESI MS m/e 445/447 M + H + ; *H NMR (500 MHz, DMSO-d 6 ) S 7.84-7.79 (m, 3 H), 3.42 

(brs, 2 H), 2.72 (d, J = 6.8 Hz, 2 H), 2.33 (d, J = 6.5 Hz, 2 H), 1.73 (m, 4 H) 
, 1.27 (m, 1 H), 1.09 (m, 1 H), 0.80 (m, 4 H) . 

[0569] 

Xf-yTD : h^yx-4-yn^-N- {4 - [ ( 4 --X^TS J -^/U V 
-2-4;!/7$y) -^d^s/;m^;H -2- M>7/k*a;>< 



(754) 



^^2004-315511 (P2004-315511A) 



<y*£yX)l>*yT^ FflM^lt 

$y ( 58mg, 0. 3mmo 1 ) &£Xfhy>A-N- ( 4 -T5 -AXf^-S^U^ • 

F(133mg, 0. 3mmol)K45 2-rD/V-/M0. 5mL) 

, 2-ro^v-;p-cafe#-f4i:, Yyyx-A-yu^-H- {4- [ (4-XfvKT 

;l/*o^h^i/-^y^yx;l/*yr5 FfflBffi^Sfe^H* (121mg, 6 7%) k 

ESI MS m/e 602/604 M (JfflBS) + H + ; »H NMR (500 MHz, DM50-d 6 )tf 12.61 (brs, 1 H 
), 9.70 (brs, 1 H), 8.26 (d, J = 8.1 Hz, 1 H), 8.15 (brs, 1 H), 8.02 (t, J = 5.7 

Hz, 1 H), 7.84-7.74 (m, 4 H), 7.41 (m, 1 H) , 3.32 (m, 2 H), 3.07 (d, J = 3.5 Hz 
, 3 H), 2.73 (t, J = 6.2 Hz, 2 H), 1.77 (in, 4 H), 1.53 (■, 1 H) , 1.32 (m, 1 H) , 
0.96 (m, 2 H), 0.82 (m, 2 H) . 

[0570] 

Hte0J2 33O 
M270] 



OCH 2 CF 3 




HC! 



yyvx-n- {4- [ (4-^f-;PT5y-^^yuy-2-> UVT^S) 

)V] -z/9W\*is)V**)V) -2, 5-tf*-(2, 2, 2 - h U 7/M-P-X h^fx 

) -^y-fe>x;w*yrs FJSKS 
[0571] 

Xf7/A: h^yx-4~ { [2, (2, 2, 2 - HJ 7/M"0-X b 

h7^-4-7^^f ;Hy^o^ty*;^yi ( 1 . 5g, lOmmol) 
0) s THF ( 1 OmL) fcilXl MCO*S^h U (27mL) +<Oi§iRfc. 

8Mb 2. 5-fX(2, 2, 2-hy7/Woxh^i/) \y^M-/M3. 8g 
s 10. 2 5mmoI)OTHF (10mL)ii»L. :^g^IiSt2M 
flWLfc, 4tfcS£**»BU 1MCOHC (2 2. 5m L) £fc 

fciHM*fcFaU ^i^^yTaS-tik, h^yx-4- { [2, 5-tf*- 
(2, 2, 2-f'j7Mo-xhJfy) -^>x;^-^7^y] -^f/W -y 

^n^^y*;P7Ky»*«afecOft*(2. 8g, 5 7%) k LTf»£*ifc. 

ESI MS m/e 494 M + H* ; *H NMR (500 MHz , DMS0-d 6 ) # 7.36 (m, 3 H) , 7.23 (brs. 1 
H), 4.88 (m, 4 H), 2.73 (m, 2 H), 2.10 (m, 1 H), 1.87 (m, 2 H), 1.72 (m, 2 H) , 

1.30 (n, 1 H), 1.23 (m, 2 H) , 0.87 (m, 2 H) . 
[0572] 

Xf7/B: b^yx-4-{[2, 5-t'X-(2, 2, 2-h>J7;Wn-xh 

Yyy*~4- { [2, 5-fcfX- (2, 2, 2-h'J7^o-xh^y) -^yHf 
yx^*-/i/7$./] -y?w\*+ryti)Vi£ym (2. 78g, 5. 63m 
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mo 1 ) fcitfHJX^-TSy ( 1 . 9mL, 13. 6mmo 1 ) OTHF ( 25mL 

) iMSrO'Cfc&SlU:, icoS^Ufc. THF (5mL) 4>«?oD^iif;MO. 
586mL, 6. 2mmo 1 ) £ 1 0*CC1 5#«FL£fJH;:, 2 

5%7y*x7*>f?K (lOmL) SrjgflDU:. d«vl^SrSjat'2B#p B m#t3t, £ 

»U ^it/^^yTiftfrl-at. hy>X-4- { [2, 5-h'X- (2,2,2 

*))VX>WTi h"#'Sfe<Dlltt (2. 7g. 9 8%) tmhixtz. 
ESI MS m/e 493 M + H + ; ! H NMR (500 MHz, DMSO-ds).? 7.36 (m, 3 H), 7.23 (t, J = 
6.1 Hz, 1 H), 7.13 (s, 1 H), 6.62 (s, 1 H), 4.88 (m, 4 H), 2.74 (t, J = 6.4 Hz, 
2 H), 1.99 (in, 1 H), 1.75 (in. 4 H), 1.28 (m, 1 H), 1.23 (m, 2 H), 0.83 (m, 2 H). 
[0573] 

Xt-vTC: h7^X-N- (4-7S/^f;l/-y^n^yyMf^) -2, 5 

-fx- (2, 2, 2-HJ7;M-n-xh*x) -Kyt'yxwy7 5 K^bS; 

Yy>X-A- { [2, 5-t'X-(2, 2, 2-h l j7MD-IbJfy) 
yX^^PTS./] -.X^K -v-^n^-ty^^yKTS K (2. 7g, 5. 5 
mmo 1 ) OTHF (20mL-) W&iZ. 1 MOB H 3 OTH F?£ $t (20mU 20m 
mo 1 ) 2r4 0^tTJD^.^„ ^I^ttSriMSSnR- 2B#P t ffl!i# tfc. 0°Ct&JDL*: 
SHC >IO-S^tt2r7K (7mL) dO?i^!fWC. EtOAc (28mL) 

fcitfMeOH (50mL) 1 SrJp^., S^5r?tffit^ 0 SSftfc. M 

eOH (5 0mL) SrSDX. <I<7)?.l£ft£Wt>\ i§HU:„ £t£HClig£. Et 2 0 

frmm&Zit. iM<r)*®iti'hV'y&7i<.®mx'*mLtz. *i^ch 2 c i 
2 t-tttuL (20) , £bttwmzmti*hovj*±x-&mzit. mrmmth 

k. YyVX-K- (A-T^St^lV-i/fv^-siVX^-iV) -2, 5-h"X-(2 
, 2, 2-h l j7;l/^-a-xhdrv-) -^y-fe'yx;P*>-r5 F* { efecol* ( 1 . 5g 
,5 7%) tlxntoixtz, 

ESI MS i/e 479 M + H* ; ! H NMR (500 MHz, DMS0-ds)S 7.36-7.32 (m, 3 H), 6.62 (br 
s, 1 H), 4.88-4.78 <m. 4 H). 3.42 (b, 2 H), 2.73 (d, J = 6.6 Hz. 2 H). 2.34 (d. 
J = 6.3 Hz, 2 H), 1.73 (m, 4 H), 1.27 (m, 1 H), 1.10 (m, 1 H). 0.77 (m, 4 H). 
[0574] 

Xf yTD: hy>X-N- {A- [ ( 4 - y'^f ;I/7S 7 -^t/'J V- 2 - 4 * 
7$/) -^<f-;U] -i^n^s^Mf-;!/} -2, 5-t'X- (2, 2, 2-YV?)V 
^D-xh^-v) -^y-t*yx^*y7S K^KtSto-^fiS, 

lafeMicoxr-yrBTIf 4>*ifc (2-^oD-df^yyy-4— f;i^) -xX^;wr 

$y(41. 4mg, 0. 2mmo 1 ) $5£TfY?>X-N- ( 4 -75 JX+)V-*/9 
n^j^Wf)H -2. 5-t'X- (2, 2, 2-M)7^o-xhdfiy) -^.y-fcf 
XX/k*y7$ H ( 9 5. 6mg, 0. 2mmo 1 ) 2 -7°DAV-/Mf tf>ffi-& 

ft*. 3180^2 4BS8HWFUfc. dtf>5U6S£ft£»l8U a®***^?^!^ 
57<- (i^'J^y/P) fciOmWSfc. 4*»36«efe<07*-Ai:LTtt^*ifc. £ 
»«ftS-CH 2 C 1 2 fcjf)&»U Et 2 O+OT MCOHC 1 X'WQLtz* zwM^mz 
WttSfc. hyyx-N- {4- [ (4-is*WT§S-*-tV\)y-2— HITS. 
S) -y^D^y;Wf;H -2, 5-t'X- (2, 2, 2-MJ7/M"0 

-xhdfv-) -<>--te'yx;l/*y7$ FJSB!JB#Bfe07;)— A (lOlmg, 7 8%) 

ESI MS m/e 650 M (fflESt) + H* ; 'H NMR (500 MHz, DMSO-ds) 8 8.16 (d, J = 8.2 Hz 
, 1 H), 8.00 (brs, 1 H), 7.78 (t, J = 7.9, 1 H), 7.44 (brs, 1 H), 7.34 (n. 4 H), 

7.24 (t, J = 5.9 Hz, 1 H), 4.88 (m, 4 H), 3.32 (s, 6 H), 3.29 (m, 2 H), 2.75 (t 
, J = 6.2 Hz, 2 H), 1.74 (m. 4 H) , 1.52 (m, 1 H), 1.32 (m, 1 H), 0.94 (m, 2 H), 
0.83 (n, 2 H). 

[0575] 
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HM&J2 33 1 
M271] 




hyyx-4-y'\j^-N-~ {A-yT-itJt^tv-is^u^i/jvt^iv) -2- 

ZtvTA: h?yx- [ ( {4- [ ( 4 - 7d^ - 2 - b U h^r 

5mg. 0. lmmo 1 ) & U X^;l/7^ y ( 1 4juL s 0. lmmol)^CH 
2 C1 2 (5mL)«lC, ( t-7V*iy%}V#-)VT$y-YV7)VJtX3*?>X)V 

*y-*^)V) -^;l/^^y|gt-^;i/XXT^ (39. lmg, 0. 1mm I 

7h/77^- (^IM^K CH 2 C 1 2 KCH 2 C 1 2 4^1 0%MeOH) tCi 
*)imt-Z>k. h?>A-l ({4-1 (4-/n^-2-h)j7/Wo^h^y-<y 

^;Ut'-;I^T S 7 -fi)VJ\^ >mt -7^}VJLX^)Vifi&&<vmW ( 6 3m g 
, 9 2%) fcl/Cflfctlfc. 

ESI MS m/e 687/689 M + H + ; *H NMR (400 MHz , DMS0-ds)£ 11.45 (s, 1 H), 8.22 (t 
, J = 5.6 Hz , 1 H), 7.97 (t, J = 5.6 Hz, 1 H), 7.9^7.79 (m, 3 H), 3.13 (t, J = 

6.4 Hz, 2 H), 2.72 (t, J = 6 Hz, 2 H) , 1.70 (m. 4 H), 1.46 (s, 9 H), 1.38 (s, 9 

H), 1.31 On, 2 H), 0.83 (m, 4 H) . 

[0577] 

**)V) -2-yv?}VJtu* v^y-^y^yx^yri vzmw&co-Sfc 
h?yx- [ ( {4 - [ {4-7n±-2-YVy}V*uxv*i/-Kyi£yx)Vft~ 

Sy-y^] -*/WN'SyKt-Wx^M53mg, 0. 077mmol)^ 
. CH 2 C 1 2 *C7)5 0%TFA (2mL) SST* 3 NffaJISff L „ ZCDRfiM&tyfl 

mmLtz. smc* im^hc i^Et 2 o (o. 5mD ass***., i^a^ft 

Sril^^t. h7yx-4-7'o^-N- (4-;'7-y7^f;l/-y^nMy/M 
f-AO -2-MJ7;M-Dy h^^-<y-t>^*yrs FZE&£#fife<AB* ( 2 
9mg. 68%) bLX%htltz. 

ESI MS m/e 487/489 M (»M) + H + ; *H NMR (500 MHz, DMS0-d 6 ) & 8.01 (t, J = 5. 
5 Hz, 1 H), 7.84 (id, 3 H) , 7.68 (a, 1 H), 7.30 (a, 2 H) , 6.85 (m, 2 H), 2.94 (t, 

J = 6.1 Hz, 2 H), 2.74 (t, J = 6.1 Hz, 2 H), 1.71 (m, 2 H), 1.31 (m. 4 H), 0.86 

(ib, 4 H). 

[0578] 

S@ftW2 3 32 
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[-11272] 




H 

2 CF 3 C0 2 H 



$/) -i/?a^is)l) -W'Jy-2, 'J7;^n- 



f>X-4-T^y-i/^n^^y^;^yK (50g, 3 5 Ommo 1 ) <7\ THF 
(20 0mL) ^i^lMcOTk^ft^h'J^^Jc^ (3 80m L„ 380mmol) + 
commit, (Boc) 2 0(83. 5g, 3 6 Ommo 1 ) £Jii*.fc. 
liSt2B|WL, WBUi. SStt^OX^JPU «Wt, 1M<7)HC 1 ( P H = 

A-t~^Y^^^)V^^T^J~^9u^^yi)}^ym. (7 1 g. 8 3%) **fi 

ESI MS m/e 244 M + H + ; *H NMR (400 MHz, DMSO-d^S 12.00 (brs, 1 H) , 6.74 (d, J 
= 4.25, 1 H), 3.30 (brs, 1 H), 2.35 (m, 1 H), 1.87 (m, 2 H) , 1.55-1.37 (m, 15 H 
). 



Xf7/B : l/X- (4-*;W^-i/^-y^nMy;l/) -iDV^z.VMt-?^ 

- 4 - 1 - 7 h y*;^-;^7 S / - y ? uMt VI (68. Og, 

280mmo 1 ) & X t» ] J X^T 5 V (3 1. 1 g. 307mmo 1 ) cOO'C^S] 
UrTHF (30 0mL) WMZ, ;ou«If^ (2 9. 3mU 3 0 8mm o 1 ) 
mMLtz. 0°CT30^ra*ffL^C. 2 5%m-7*iI(168mL)^ 

jDLfc. i^RiBa^ft*sa'C2i$iajWFU. gut, «9«i&EtoAcTttajL 

fc (30) o ^*7t*««^iaftNaHC03^§?g. 1M<7)HC 1 . 754 Vfcitf 
*Ttt»U Na 2 So 4 iT«t, attM-Si:. 5/*- (4-#/UA*4 

)V-is9w\.*is)V) -*;^^yggt~y^xxf/K6 2. Og, 8 8%)#6fe 

ESI MS ra/e 243 M + H + ; ] H NMR (400 MHz, DMSO-d^S 7.10 (brs, 1 H) , 6.69 (b, 2 
H), 3.41 (brs, 1 H), 2.14 (n, 1 H), 1.79 (m, 2 H), 1.59 (m, 2 H), 1.45-1.37 (n, 
13 H). 
[0581] 

yx~ (4-^^^^f;l/-y^nMy;l/) -iuVXX vKt -/f^xxf^ (6 
2g, 256mmol)^CH 2 Cl 2 (250mL) MC, TFA (2 50mL) £ 

an*, zcom.^mzm&TimrsmzLtz* zwm&mzmmi. Et 2 o < 1 50mL 

X-4-7^-y? n^f y *;^>K7 S (45g, 98%) **Sfe<Oia 

ESI MS m/e 143 M (jfflSISD + H + ; *H NMR (400 MHz, DMSO-dg) S 8.08 (ra, 3 H), 7.28 

(s, 1 H), 6.78 (s, 1 H), 3.10 (m, 1 H), 2.24 (m, 1 H), 1.90 (m, 2 H), 1.66 (m, 
4 H), 1.50 (m, 2 H). 



[0579] 



[0580] 
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[0582] 

XtvTD : l/X-A- (4-i?*1-fl'T§S-*'tYV>-2-<tA'T§S) -v 

TS> (3 1. 05g, 1 5 Omrno 1 ) HiAfi/X-4 -T i J --/iW^tfrViuV 
*y»T5K«»»(2 6. 7g, 1 50mmo 1 ) WVVy ( 1 50mL) mffi.$M 

«rFfc-ajM*ufc. mm&mmmi. mmzcn 2 c 1 2 c^l^. 

Sa»NaHC0 3 *JSarC8fe»L^ *®£CH 2 C 1 2 -CMtlJUfc. #«£fl£Na 2 SO 

CH 2 C l 2 <f?> 2 %*><*> 1 0%<7)2MONH 3 /MeOH) ti ")f»»-f Si:. 
^IfhWI&it. d^ll#:5:CH 2 C 1 2 fc . ~/X-4 - ( 4 - + 

)VT$J-* J )-Wy-2-4>VT$y) -i/^n^ify^jKyRTSH (20.6 

4 4%) j^feWteAfcLTttMlfc. 
ESI MS m/e 314 M + H* ; 'H NMR (400 MHz, DMSO-dgJS 8.19 (brs, 1 H), 8.15 (d, J 
= 8.4 Hz, 1 H), 7.77 (t, J = 8.0 Hz, 1 H), 7.42 (d, J = 7.2 Hz, 1 H). 7.35 (t, J 

= 8.4 Hz, 1 H), 7.21 (s, 1 H), 6.74 (s, 1 H), 4.12 (m, 1 H), 3.46 (m, 6 H), 2.2 
4 (m, 1 H), 1.79-1.61 (n, 8 H). 

[0583] 

ZT-vTE :. yX-N 2 - (4-TSy^f^-y?o^y;M -N* , N« - : J 

i/X-4- (4-^f-^T5y- d f^VD V- 2 -4)V7\J) -l/9w^*!ryii 
)Vi&yW\ M18. 78g. 60ramol) <7)THF ( 20 0mL) jSJRC, 1 Mtf) 
BH 3 c7)THF?§jg (300raL. 3 0 0 mm o 1 ) Zfalt:. Z<7)f&g®t£WfcTlZ2 
■WHWPLfc. i<OKiiSa^ft«rOiCfc:»aiLfcaC. EtOAc (lOOmL) #094 
Mc7)HC lfcit/MeOH ( 2 00mL) itinltz. Z(7)M&fa£WMLtz. 

ziMco7mit-th>)'jj±7i<®mT>mi. *«£ch 2 c i 2 -cttffiLfc. nmmzm. 
&+hv*>*±T&mzit. mmt. ^ja^d?^??^- (s^yay/k ch 2 c 

l 2 4>m0%cO2M<59NH 3 /MeOH) J: 9 yX-N 2 - (4-7$ 

/^f;l'-y?n^y;K -N« , N<* -j^f-Zt—^Vll >-2, 4-^*75^** 
eMfflidO. 6g, 5 9%) fcl/tflfcilfc. 

ESI MS m/e 300 M + H* ; >H NMR (400 MHz, DMSO-ds)^ 7.84 (d, J = 8.4 Hz, 1 H). 7 
.46 (t, J = 6.8 Hz, 1 H), 7.26 (d, J = 8.4 Hz, 1 H), 6.99 (t, J = 6.8 Hz, 1 H), 
6.28 (brs, 1 H), 4.02 (n, 1 H), 3.19 (m, 6 H), 2.47 (d, J = 6.8 Hz, 2 H), 2.73 ( 
m 2 H), 1.68-1.33 (a. 9 H). 
[0584] 

Xr-vTF : y^-N4 , N« -i/jrf-^U-N* - {4 - [ ( 2- r- 'J 7/M-O.Xf- 
)V-<yi/)V7$.S) -*f-l\>~\ -is 7X3^ y>V) -*-fWy-2, 4-y'TSyl 

yx-N? - (4-7S/^f^-y7n^y;K -N< , N« -^f-;l^-^y 
'jy-2, 4-> ; 7S> / (33mg, O. llmmol) fcj:l>"2 - h 'J 
^yXT/kr t H (17. 41mg, O. lmmo 1 ) AMeOH (IraL) 
■C3eBBWfUfc. i^a-^ftt. NaBH(OAc) 3 (85mg, O. 4mmo 1 ) 
£flO£. i<oa^ft*SfflT-««#rLfc. £tfc«£ttSr. * (2mL) +«05 0%D 
MSOt'f?i:S^, ^i8£#flXHPLCK«k>?ffSgU:. tt*Kr#H££*>-li\ ftftttft 
■fSts y^-Ni , N4 -->Vf-;l.-N2 - {4- [ ( 2 - r- 'J y)l>*n *j-)U-Ky 

3ro»Bffl(4 1. 4m g, 6 0%) tfSfeOlSflcfc LX&btlt:. 
ESI MS m/e 458 M (>SgH) + H* ; 'H NMR (400 MHz, DMS0-d 6 )5 13.12 (brs, 1 H), 8 
.94 (b, 2 H), 8.65 (d, J = 6.8 Hz. 1 H), 8.16 (d, J = 8.8 Hz, 1 H), 7.77-7.66 (m 
, 5 H), 7.41 (d. J = 8.4 Hz, 1 H), 7.35 (t, J = 8 Hz, 1 H), 4.22 (s, 2 H), 4.17 
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(m, 1 H), 3.46 (b, 6 H), 2.94 (m, 2 H), 1.87-1.44 (m, 9 H). 
[0585] 

2M2 33 3 
Ht273] 




H 




CF 3 C0 2 H 



(4-?OP-7x-/H -2-hy 7/U:tnyf-/l/-77y-3-#/i/;K 



y-3-#;M*y» [4- (4-^^rsy-^/Uy-2-> f/U7S/) -v? 
D^y;Mf;^] -7$ K by 7/P*oMmo£* 
llttCT2 3 3 2c7)XT^7 0 ET1#^ix^^X~N2 - ( 4 -7 S y^/U-^cKv* 
-N4 , N« -^^;l/-^^/y>-~2, 4-y'7S> (30mg, 0. 1mm 
o 1 ) s 5- (4-?nn-7i»/H -2-hUy^^^^)U~yyy~3-mmt 
ft(37mg, 0. 1 2mmo 1 ) fcitXtrU^y ( 1 2/zL. 0. 1 5mmo 1 ) COD 
MF(0. 5mL) iMJlK^SflUo 4t^ft^DMSO (0. 8mL) 
T*#*?U fi^fcttWHPLCfciDWSU:. tt»4#B*£*rth i: 
% (4-?OD-7x^) - 2 - h 'J 7/Wo^ f - 7 7 y - 3 - 

ye [4 - ( 4 -s/^f-;u7sy-^ % /yy- 2-^^75/) -^pM^/wf 

;H -75Fhy7;^nBMa ( 1 7. 5mg, 2 6%) a*afe<^[IK*;fc LTflfeiifc 

ESI MS m/e 572 M (iBBffi) + H + ; *H NMR (400 MHz, DMSO-d^S 1230 (brs, 1 H), 8 
.65 (t, J = 6.8 Hz, 1 H), 8.19 (brs, 1 H), 8.14 (d, J = 8.0 Hz, 1 H), 7.83-7.30 

(m, 8 H), 4.1 (m, 1 H) , 3.46 (b, 6 H), 3.09 (m, 2 H) , 1.77-1.38 (a, 9 H). 

[0587] 

mmm233 4 



i/Z-N- [4- (4-y^f^7^-W' , JV-2-^l/7$y) -^?CKv^ 
x;M^;i/]-3, 4, 5 - h y ^ h^fy-OXTS H h y 7/M-uS»JS 



Xf 77 9 A : yX-N- [4- ( 4 -x^^l/75 y-4f+Vy >- 2 ->f ^75 7 
) -v^D^x/M^U] -3, 4, 5-hyy h^^-^yX75Fhy7;^ug^ 

HO B t - 6 -#7M«MJ-7 ^ K^^y^y 0 0-4 0 0^ vis* ( 7 7 m 



[0586] 




CF 3 C0 2 H 



[0588] 
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g. 0. lmmoi) 0. 3M?)PyBroPcDDMF*M ( lmL. 0. 3mmo 

1 K 3, 4. 5-h^h^y5Ifi(63mg, 0. 3mmo 1 ) toXVMVr 
ut 0 /!/X^;l/75> <85juU 0. 5mmo 1 ) Ztolt:. £<Og£ft££ffl-p5B$[a 
MftUz. Z0)fflm£. DMF (3®) v CH 2 C 1 2 (30) . Me OH ( 30K C 
H 2 C1 2 (20) (2ED-C8»Lfc. £tf>lHliC. DMF (0. 5mL 
) *nmtiffl23 32aATv?E^btdZi'A-NZ - ( 4 -75 S*+)V-is9 n 
a^S/AO -N4 , N4-y^f/^ty''Jy-2, 4-y7^(28mg > 0. 0 
9mmo 1 ) £flD;t. icOS^USrSffl-C-SaatfLfc. flUBSffiftU DMSO0. 5 
mLTifcfrU: (20) . £;fo*fcFffi£, #RHPLCCi 9««Lfc. IBWr^H* 

8aS9gtt-rSfc. 5/*-N- [4- (4-yW7^-^/'Jy-2-^ 
;l/T5./) -^?QMy;Mf;H -3, 4, 5 - h IM h^y-^yXT 5 H h U 7 
;p3foBBHS(7. 4mg. 1 2%) #6ft7)ilttfc 

ESI MS m/e 494 N (jttKIS) + H + ; 1 H NMR (400 MHz, DMSO-de)^ 12.25 (brs, 1 H), 8 
.45 (t, J = 5.6 Hz, 1 H), 8.17 (brs, 1 H), 8.14 (d, J = 8.0 Hz, 1 H) , 7.76 (t, J 
= 8.4 Hz, 1 H), 7.42 (d. J = 7.2 Hz, 1 H), 7.34 (t, J = 7.6 Hz, 1 H), 7.15 (s, 

2 H), 4.13 (m, 1 H), 3.44 (s, 3 H), 3.39 (s, 3 H), 3.20 (n, 2 H), 1.77-1.37 <n, 
9 H). 

[0589] 

[fl275] 




5/) -7x-;M 75 F 

[0590] 

Xf77°A : 4- {T^/-^y'J)V) y»t - 7f/kXXf/^ 

4-75/*^-7x-n<75>' ( 1 2. 2g. 1 OOmmo 1 ) t$£Tf (Boc ) 
2 0 (2 1. 8g, 1 OOmmo 1 ) C0CH 2 C 1 2 ( 1 0 OmL) tMl?St-« 
#Lfc. £^«£ft£««U »S»*7A?n?h/77^ (i^'J^y/K CH 2 
C 1 2 HCH 2 C 1 2 ^10%MeOH) lz£ OffiS^S k . 4- (75^-0^ 

/10 -#;UA5 yit-7'f;l/xxf^ (11. 6g, 5 2%) LXi% 

ESI MS m/e 223 M + H f ; ^H NMR (400 MHz, DMSO-dg)^ 7.27 (t, J = 6.0 Hz, 1 H) , 6 
.86 (d, J = 8.0 Hz, 2 H), 6.47 (d, J = 6.4 Hz, 2 H), 4.89 (s, 2 H). 3.91 (d, J = 

6.0 Hz, 2 H), 1.39 (s, 9 H). 

[0591] 

AtvTB : t'7x-^-4-*M>i (4-7Sy^f;H7x^) -75 F 

4- (75 /-OS^) -^A'S^lEt-yf/PXXf^ ( 1 • llg. 5 mm o 
1 ) s t'7x-WW>g (0. 99g s 5mmo 1 ) . EDC (1. 2g. 6. 25 
mmo 1 ) &J;tXHOAt (0. 82g. 6mmo 1 ) OCH 2 C 1 2 ( 1 OmL)*§?g 
fc, MJxf-^TSV (pH=1 0) SrSP^. i^fi^WSrSiBT-flaWPLfc. WIM 
Srft»NaHC0 3 *j8ffl[. 1MC0HC I *jgfflL 7fcTi5fc#U Na 2 S0 4 ±Tlg«$ 
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tf, FSU mmitl. SSWCH 2 C 12*(7)5 0%TFA (lOmL) fc»4»L, 
iWffl^ft^SaTJWfLJfe. 3 i<Offl^»*iW8L. Et 2 O ( 5mL) 4><7> 

1MOHC lTttKLfc. zeM&Hs&wmthbs t7i^-4-*^B (4- 
TSy^f-^-7x-;W) -TSFtBKtt (828mg. 4 9%) £<ftfe*l&. 
ESI MS m/e 303 M GSSBigD + H* ; 'H NMR (400 MHz, DMSO-ds)^ 10.40 (s, 1 H), 8.3 
4 (b, 3 H), 8.07 (d, J = 8.0 Hz, 2 H), 7.83-7.73 (n, 6 H), 7.51-7.38 (m, 5 H), 4 
.00 (q , J = 5.6 Hz, 2 H). 
[0592] 

ZT-vTC : V7x.-)V-A-*})VX>& {4- [ ( 4 - y>W5 V'J 

H*S^Jlcoxf>y7-BT1#<bii^ (2-^Da-WJy-4-^l-) 
7iV (42mg, 0. 2mmo 1 ) tJj:Vt'7i-^-4-^/l'.f>'S (4-75/^ 
f^-7x-;H -7;FIli(49mg. 0. 1 4mmo 1 ) 2-7nAV 
-;U ( lmL) fcit/h'Jx^TSy (20 0 juL) +<Ofi£tt£aarFfc2BISH«l £ 
U». £tfc«£ftfciB»U *7A?D7b/57^- (v-y^y/k CH 2 C 1 2 *» 

£>CH 2 C 1 2 4><7)1 0%«7)2Mc?)NH3/MeOH) IZi WMti t , t'7i-/P- 

[ (4-^f-;krsy-^V'Jy-2->f;wr5/) 
] -7x-/H -TS H ( 1 Omg, 1 5%) **efe<Offl*t LTf#*>*lfc. 
ESI MS m/e 474 M + H* ; 'H NMR (400 MHz, DMSO-cUS 10.19 (s, 1 H), 8.02 (d, J = 
7.2 Hz, 2 H), 7.86 (d, J = 8.4 Hz, 1 H), 7.80 (d, J = 8.4 Hz, 2 H), 7.73 (d, J 
= 7.2 Hz, 2 H), 7.68 (d, J = 7.6 Hz. 2 H), 7.50-7.15 (m, 8 H), 7.01 (t, J = 8.4 
Hz, 1 H), 4.51 (d, J = 6.4 Hz, 2 H), 3.30 (s, 3 H), 3.20 (s, 3 H). 
[0593] 

Mt«2 336 
Ht276] 




2 CF 3 C0 2 H 



yX-N2 - (4- [2- {A--fu=t-2-Y V7)U*nj< is-<yis)\,T 5 J 
) -x^] -isfv^i/JU) -N4 , N4 -i?X1-)l>-*-tVy>-2, 4-^'TS 

[0594] 

Xr-yTA : : sX- [4- ( 2 -Kyy';W y*M-*7S / -xf ;H 

y7- [4- ( 2-757 -x^;U) -v?o>Mry;H -tf^s'S yi?t -7+)Vx. 
Xf;M4. 84g, 20mmo l ) £OCH 2 C l 2 ( 5 OmL ) fcitX h 'Jxf-^TS 
y (3. 06mL, 22mmo l ) mW.C ^D^yy^ (3. 1 3mU 22m 

mo 1 ) ztoz.. m&-&m£4mmmfuz<, ^tfcfi^ft**. im^hc i*jg?g 
x-mi. Na 2 so 4 ±"c««s*. rat, «»tfc. wgm*5J»?v?\>r5 

7<- (->U^y;P. CH 2 C 1 2 KCH 2 C 1 2 4><01 0%MeOH) £i OfSIJ-f 
St, yX- [4- ( 2-Kyy;my^/^-iL'75y-xf;H -y^D^yjl- 
]-^W\'iySt-7fyHWK5. 46g, 73%) tfm&co*-4)l-bLX®L> 
tit.:. 

ESI MS m/e 377 M + H* ; 1 H NMR (400 MHz, DMSO-dg).* 7.36-7.24 (m, 5 H), 7.19 (t, 
J = 5.6 Hz, 1 H), 6.76 (d, J = 6.8 Hz, 1 H), 4.91 (s, 2 H), 3.40 (m, 1 H), 2.99 
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(m, 2 H), 1.44-1.33 (n, 20H). 
[0595] 

Xf-y/B: i/X- [2- ( 4 -7 S^-S^o-Mr^) -xfvl/] 

i/X- [4- ( 2-^y^;U^>'^;^^T$y-xf-7i^) -y^n^y^] - 

^ASySt-yf^XXf^MS. 2 6g. 1 4mmo 1 ) CO. CH 2 C 1 2 +<^)5 
0%TF A (60mL) SMteSiBT 1 BaBJJtffLfc. :OiOJIlU S»£t& 
SNaHC0 3 *»» , PBRLfc. 7j<Jl£CH 2 C 1 2 TttifiUfc (30) . *fSfl£N 
a 2 S0 4 ±T1£«$^. Wtf&fc. 5/X- [2- (4-7S/-^O^y/l,) - 
if;H-^A^yi^y'/HXf/M3. 5g. 9 1%) aWfctoM LTff 

ESI MS m/e 277 M + H + ; »H NMR (400 MHz, DMSt>-d 6 )S 7.72 (b, 2 H), 7.34-7.27 (in, 
5 H), 7.21 (t, J = 5.2 Hz, 1 H), 4.97 (s, 2 H), 3.14 (m, 1 H), 2.99 (q, J = 6.4 
Hz, 2 H), 1.58-1.34 (a, 11 H). 
[0596] 

ZtvTC : isX- <2 - [4- ( 4 -3/**rt/r$ S-*+*/V >- 2 -A )VT 5 
/) -v?ckv*^/l-] -xf;H -*/^^y8<yy^xxf^M 

(2. 4 5g. 10. 2mmo 1 ) &£l/z/X- [2 - (4-7^-y^u^ 
-xf-/H -*/W^yg<yy';|/XXf^ (3. 3g, 10. 2mmo 1 ) fcj; 
tfUjXWSyd. 6 5mU 10. 2mmol)M^2-7DAV-;Kl 
* 5mL) WO^, X^X • V>f ^n^x— ^jsKSB (Smith Microwave Synthesi 
zer) £ffiffiLT. 17 0tt4 5MMLtc ^iOJiMU «ffl**#5A 
^?b/77^- (y»J*y;k CH 2 C 1 2 *>fcCH 2 C 1 2 * 1 0%O2MONH 
3 /MeOH) fc«kO»S!*tSt, >-X { 2- [4- (4-y^f^7Sy-*t/!/y 
-2-4)VT$S) -y7u^y/H -xfvM -i;W^y^yy>xxf^ (4 
. 48g. 85%) )VkLX%t>tiJZ. 

ESI MS m/e 448 M + H + ; iH NMR (400 MHz, DMSO-dg)^ 8.07-7.20 (m, 11 H), 4.98 (s 
, 2 H), 4.08 (m, 1 H), 3.39 (b, 6 H), 3.04 (in, 2 H), 1.70-1.30 (m, 11 H). 
[0597] 

Xf77D : isX-H* - [4- ( 2 -75 J -X*/U) -x^n^^U] -N« 
, N4-y7f^-W'jy-2, 4-^75^^ 

yX {2 - [4- (4-^^T5y-^r^/ , Jy-2->f;^75y ) -y?DM 
-xfvl/} -^;W^5ygg^y^XXx^ (4. 47g. lOmmo 1 ) <7)Et 
OH (20mL) 1 , 4-y^n^fyXy (20mL) fcjtfl 0%Pd/ 

C200mg£jD*fc. :«iO^Sfitl8B$rWL, -fe5-f h^v KTiPii 
U «KUfc. afif»*A5^?nvh/?7^ (S/Uay/k CH 2 C 1 2 *<D5% 
*^1 5%<7)2M^NH 3 /MeOH) fcj: OSShTSfc . >-X-N2 - [ 4 _ (2-7 
$y-xf^) -S^D^f^/l-] -N^ , -y7f;i/-^t/'jy-2, 4-^7 
5y(2. 41g, 7 7%) iqtfecO^^/^LTflfeftfc. 

ESI MS m/e 314 M + H + ; *H NMR (400 MHz, DMS0-d 6 ) d 7.82 (d, J = 8.0 Hz, 1 H), 7. 
44 (t, J = 6.8 Hz, 1 H), 7.27 (d, J = 8.0 Hz, 1 H), 6.97 (t, J = 6.8 Hz, 1 H), 6 
.31 (brs, 1 H), 3.97 (■. 1 H), 3.37 (b, 2 H) , 3.17 (s, 3), 3.14 (s, 3 H), 2.62 
(t, J = 7.6 Hz, 2 H), 1.68-1.31 (m, 11 H). 
[0598] 

Xf -?rE : ^X-N2 - {4 - [2 - ( 4 - /ni- 2 - h >J 7)V*U* h*i>>- 

2, 4-y7^Zh'j7/^aii^M 
f/X-N2 - [4- ( 2-75y-x^;l/) -x^n'V^/H -N* , -i/*^ 

;U-*^V r U>-2, 4-x7Sy<31. 4mg. 0. lmmo 1 ) ti^-Zot 
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-2-YV7)l'%VtX\-*tl"<->XT)VTt Y (26. 9mg s 0. ImmoDWMe 
OH (\mh) mmm&-Cm*ltz. mmk, NaBH(OAc) 3 (85mg, 0 

. 4mmo i ) >ktfzfc-&mm&x'-&8muz. mm^m, **?>5o 
%dmso (2mD -e^itwc. znmi?mmmi. ^mPLc^x*)nmuc 
. ummzizhit. wmmtht. w-n^ - (4- [2- u-7n*-2- 

hVyfrXv* h*~>-<yi/JVT$./) -x^-;W] -S^cw^/H — N 4 , N 4 - 
^f-;W-^Vyy-2, 4-y7Syih , J7;WPMS (32. 2mg, 4 1% 

ESI MS m/e 566/568 M (fflE^S) + H* ; 'H NMR (400 MHz, DMS0-d<;)S 12.76 (brs, 1 H) 
, 8.81 (b, 2 H), 8.43 (m, 1 H) , 8.09 (d. J = 8.4 Hz, 1 H), 7.71-7.56 (m, 4 H), 7 
.35 (d, J = 8.0 Hz, 1 H), 7.29 (t. J = 8.0 Hz, 1 H), 4.15 (m. 3 H). 3.39 (m. 6 H 
), 2.97 (m, 2 H), 1.67-1.30 (m, 11 H). 
[0599] 

5WJ23 3 7 
M277] 



*/X-2, 6-v^OQ-N- \ 2- [4- ( 4 - VMnVT S J V~2~ 



Xr-yy-A: >-X-2, 6-y?OD-N- {2- [4 - 

yX-N 2 - [4- (2-7Sy-X^) -y?DMy^] -N 4 . N 4 
)U-*i-yy>-2, A- : JTi> (3 1. 4mg, 0. 1 mm o 1 ) fcj:lflg-{fc2 , 6 
-j/7oD'<>'VM/K20. 7mg. 0. 1 mm o 1 ) f)DMF ( 0 . 5mL)ifi[K 
. h'Jx^TSy (2 0/xL. 0. 14mmo 1 ) ZMi.tz. ,T<0a&!|$j£giBT'6B# 
IBHHffLfcftfc, DMSO(0. 5mL)£jD;i, .ro?g-£!}$!l£#lXH P L CfcJ: Offli? 
I*. «»$r#«££;btf, Wmm-fht, i/X-2, 6-i-'?tra-N- {2- [4 
- (4- i J**f-)V7$.;-* J }-YVV-2-'()VT$;) -v?n^fv/l^] -x^-;H 
-<yXTS Kb »7)V*umm ( 1 7. 6mg, 2 9%) LTft&ft 
fc. 

ESI MS m/e 486 M (»M) + H* ; 'H NMR (400 MHz. DMS0-d 6 ) 5 11.93 (brs. 1 H), 8. 
26 (t, J = 5.2 Hz, 1 H). 8.14 (d, J = 8.0 Hz, 1 H) , 7.95 (brs, 1 H), 7.76 (t, J 
= 8.4 Hz, 1 H), 7.52-7.31 (m, 5 H), 4.15 (>, 1 H), 3.45 (b, 6 H), 3.29 (n, 2 H), 

1.76-1.31 (m, 11 H). 

[0601] 

HSS0IJ2 3 38 




H 



CF 3 C0 2 H 



[0600] 
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HL278] 




2 CF 3 C0 2 H 



i/X-N2- [4- (2-Xh^y-Wy>7Sy) -y?n^y;MW] -N 
[0602] 

Xf77A : (4-TSy^^-^O^^) ^i?t -7* 

-*;W^5yigt-7^XXx^ (9. 68g, 40mmol) OTHF ( 1 OOmL 
) JSiSfc. THF4>^1MC0BH 3 (8 0mU 8 0mmo 1 ) £3 OtfiWTjDXfco 

^ b U ^ A*»«ESr«atianifc. «W*«ETtl»*L. *Jf £CH 2 C 1 2 TtttHL 
fc (20) . ffl/l^K^bU^A±T^$^. «EETKaHftt6i:. (4- 

. 16g. 5 7%) fcLTtltfUfc. 

ESI MS m/e 229 M + H + ; *H NMR (400 MHz, DM50-d 6 ) d 6.67 (d, J = 6.8 Hz, 1 H), 3. 
43 (■> 1 H), 2.41 (d, J = 6.4 Hz, 2 H) 1.49-1.22 (m, 18 H) . 
[0603] 

Ay-vTB : vX- {4- [ ( 4 - *JX*)V7 S /-^/U V- 2 - -f ;W7 5 7 ) 
-^f-yl/] -y^D^^H -^A'^St- 

xx- (4-7S^f;l/-y^nMy;i/) -*;^^S y&t -7f;l/XXf;M 1 
. 14g. 5mmo 1 ) % nMMl<7)ATv7BTnhtlt: (2-?OD-WJy- 
4-4 )V) -y^f^-7S> (1. 035g, 5mmo 1 ) fc Jltfh L/XfvKTS V ( 
1. 5mL, Hmmol)K^2-raA7wM2. 5mL)^I^», X 
SX- ^^n^x-^SaMSftWLT. 17 0X;T3 5#BBWRLfc. 
MIL, M^7^o7b/77^ (S^UXry;K ch 2 c 1 2 HCH 2 c 

1 2 +OI 0%^2M^NH 3 /MeOH) fc J: OSS-fat > S'*- (4 - [ (4-5/ 

y|t-/f;^r/Ml. 28g. 80%) #fift<0[Sftt LTWMifc. 
ESI MS m/e 400 M + H + ; *H NMR (400 MHz, DMS0-d 6 ) 8 8.04-7.06 (m, 4 H), 6.77 (d, 
J = 6.0 Hz, 1 H), 3.40*3.16 (m, 9 H), 1.70-1.37 (id, 18 H). 
[0604] 

Xf7/C : S^-N? - (4-7Sy-y?nMy;Mf^) -N* , N« 
^f/P-WJy-2, 4-y7Sy^)M 

vX- (4- [ (4-i?X&)VT^S-*+VVV-2-4)VTi;) -^^] 
?u"v*>7H -*/^^yit-7>;l/XXr^ ( 1 . 2g. 3mmol)^ CH 2 
C1 2 **>5 0%TFA (2 0mL)»«tafflt1iffLfc. 3 ,Itf>fi£tt£« 
«U 1 M^ggffi7j<K^hU^A*^r#KL^o *JB*. CH 2 C 1 2 t 

aajLfc (20) . £fc*fc*»i*Na 2 so 4 ±T9a»5^ rat. ww-st. 

xX-N2 - (4-7$y-y?DMy;Mf/K -N« , N« -s^f^-^^/'J 
y-2, 4-^T5V(0. 88g. 98%) ifi^<m^tLX%htltz. 
ESI MS m/e 300 M + H + ; *H NMR (400 MHz, DMS0-d 6 ) d 7.85 (d, J = 7.6 Hz, 1 H), 7. 
47 (t , J = 6.8 Hz, 1 H). 7.27 (brs, 1 H), 7.0 (t, J = 7.2 Hz, 1 H) , 6.66 (brs, 
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1 H), 3.33-3.14 (m, 9 H), 1.69-1.48 (m, 9 H). 
[0605] 

Xf-y/D : ^X-N2 - [4- ( 2-xh*^^7 57 ) -x^o^v 
;Mf/H -N^ , N 4 -^f;l/-^t/ 1 J>'-2, 4-y7S>'Ih , J7Wutll 

S/X-N2 - (4-7y-^nMy/Mf/H -N 4 , N 4 -S^^-*^/ 
»Jy-2, (30mg, 0. lmmol) fc J:tf2 -Xh* ^yXT/Ur 

tMl 5mg. 0. lmmo 1 ) COM e OH ( lmL) SJSSSiB^flfPLfc. 3B#[a 

NaBH(OAc>3 (85mg, 0. 4mmol) £JD;U 
&®#L£> 4tfcfi^ftS:*+^5 0%DMSO < 2mL) TtfihStf. S&fcttftH 
PLCtiOWHLfc. KfMr4mfc-&*rti\ aSK^&fc. 5/X-N2 - [4- (2 
-Xh^y-\yy/l/75/) -^^O^f/;^^] — N 4 , N 4 -i?X^)V-*1r 
YVy-2, 4-y7SyZb , J7/^o»K(33mg, 5 0%) *^fe^SI*t LT 

ESI MS m/e 434 M (jBSffl) + H + ; *H NMR (400 MHz, DMSO-dg ) ^ 13.03 (brs, 1 H) , 8 
.79 (brs, 1 H), 8.49 (m, 2 H), 8.15 (d, J = 8.4 Hz, 1 H), 7.77 (t, J = 7.6 Hz, 1 

H), 7.40-7.33 On, 4 H) , 7.07 (d, J = 7.6 Hz, 1 H), 6.99 (t, J = 7.2 Hz, 1 H) , 4 
.11-4.06 On, 4 H), 3.47-3.41 (m, 8 H), 3.15 (m, 1 H), 1.90-1.60 On, 9 H) , 1.37 ( 
t, J = 7.2 Hz, 3 H). 

[0606] 

IW2 339 
HL279] 




isA-3, 5-y?on-N- {4- [ (4-*JX*frT $S 2-4 >U 

ray) -^u^i/)V) -^yX7$Khy:7/fc*DBiw 

[0607] 

AtvTA: 5-y7oo-N- {4- [ (4-y^W5y-W 

- (4-7Sy-y^a^y;Mf;H — N 4 , N 4 -x^^-^V 
tfy-2, 4-y'7^(30mg, O. lmmo 1 ) fcWMS, 5-y?no^y 
VA)V (2 0. 9mg, O. lmmo 1 ) fc«tt/tyi/V (12juL, 0. 2 5mmo 1 
) ?)DMSO ( lmL) satSSjlT- Miff Lfc. i«l*»*4HRHPLCCJ: f)» 
RLfc. tt*^#B££;M\ actSSiai^fc. 5/X-3, {4- [ 

(4-^f-;UTSy-^f^y»Jy-2-^;UT5y) -y^n^y;H - 

^yXTS HhU 77P*o»S<a (18mg. 3 1%) **&ft<Ollttfc 
ESI MS m/e 472 M (j«M) + H + ; *H NMR (400 MHz, DMS0-d 6 )S 12.13 (brs, 1 H), 8. 
34 (d, J = 7.2 Hz, 1 H), 8.15 (d, J = 8.8 Hz, 1 H) , 8.06 (brs, 1 H), 7.82-7.73 ( 
m, 4 H), 7.45 (d, J = 7.6 Hz. 1 H), 7.36 (t, J = 7.6 Hz, 1 H), 3.9 (m, 1 H), 3. 
47-3.25 (n, 8 H), 1.83-1.56 (m, 9 H) . 

[0608] 
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mtm\23 4 0 
[-ft280] 




H 

2 CF 3 C0 2 H 



b^yx-N2 - {4- [ (2, 3-5/^ h^^-^y^ur^y ) -*^] -y7 
[0609] 

*?§+T^a^tl^x^^ (250ml) fcit^k ( 2 0 OmL) 
+^h^>X-4-T5y-v'^n^^y^;^yK (37. 7g s 0. 24mmol 
)0>*»fc* lMCDTmit+hWJ^mW. ( 1 0. 07g, 0. 2 5mo 1 ) teXTf ( 
Boc) 2 0(57. 6g. 0. 2 6mo 1 ) SrJnifc. ^^iS^ft$r^at1S#L 

(30) . *«£*&*T*#fflU lM<OHCl*»jS (pH=2) TBttfcU 

)-x?n^t/^/fi(47. 4g, 76. 8%) #efe<0@{*;fc LT»£*l*: 

ESI MS m/e 258 M + H + ; 2 H NMR (400 MHz, CDC1 3 ) ^ 11.95 (brs, 1 H), 6.79 (t, J = 
6.0 Hz, 1 H), 2.76 (t, J = 6.0 Hz, 2 H), 2.11 (m, 1 H) , 1.87 (m, 2 H) , 1.69 (m, 
2 H), 1.36 (s, 9 H), 1.27 (m, 3 H), 0.90 (m, 2 H) . 
[0610] 

Xr>y7°B : Yyyx- [4- (t-/h^y*;W^7Sy-^f^) -S^o 

Y7>X-4~ (t-7h*i'l?)l'#-)l<T$y-*?-)l) -is9u^+t>t!)V#> 
&(46. 9g. 0. 18mol)^y-b>(3 0 0mL)M^ h'Jxf/PrSV 
(24. 2g. 0. 24 mo 1 ) fcitfT j;ftS/7x^W?X*!)^ (5 5. 9g. 0. 
2 0mo 1 ) £Jn£fc # Ri£^^S:8 0 o CT-lB#rajS#L^o ^S^fc^i^r 
/^;M2 5. 9g. 0. 24mo 1 ) ^Ml. 1 0 0*CC4 B#fefii# Lfco &we<I 
tf>»£ft*. £fflfc-«?f»]U SHU 4^««JEtOAc(:i^U:, 
#$W£*T*&^L (30) . ML SS»*7A;o7h^7^ (MW/U 
. ^fy^50%EtOAc) JCkOttSWSi:, h^VX- [4- (t-/h^y 
^^-yl/T^y-^^) -i/?WK*is)V] -^;l/A^yi^yy>xxt;l/ (66 
. 7g. 10 0%) tf&&<nmWtLX%btltz. 

ESI MS m/e 363 M + H + ; NMR (400 MHz, CDC1 3 )S 7.24-7.23 (m, 5 H), 5.06 (s, 
2 H), 4.57 (m, 2 H), 3.44 (brs, 1 H) , 2.97 (t, J = 6.4 Hz, 2 H) . 2.04 (m, 2 H), 
1.79 (m, 2 H), 1.43 (s, 9 H), 1.08-0.76 (m, 5 H). 
[0611] 

Ztv7C : hyyx- (4-7S/-y?o^y;Mf;W -%)W*$yMt- 

hyyx- [4- ( t-7Y*i/j])Vit-)VT$iS-X1-)V) -y?oMy;H 
;WN'SyI\yy;l/XXf^ (5. 32 g. 0. 0 1 5mo 1 ) (7)EtOH (200mL 
) S»(c. 1 0%c/)Pd/C (50mg) §rJO;cfc, £<9ig£»£SST\ *^#HmT 
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?n7h^77^ (vU*^;k CH 2 C 1 2 *03%<02M?)NH3 /MeOH ) C 

yf-;UX^r^*%fe^il* (3. 1 9 7 g . 9 5 . 4%) h LT*fe*lfc. 
ESI MS n/e 229 M + H + ; *H NMR (400 MHz, CDC1 3 )S 8.44 (brs, 1 H), 4.59 (b, 1 H) 
, 2.96 (id, 2 H), 2.08 (m. 2 H), 1.83 (id, 2 H), 1.43 (s, 9 H), 1.08 (m, 5 H). 
[0612] 

AT y/D : hyyA-N? - {4-7 $ J *^)V-i<>9u^is)V) — N 4 , N 4 

- f^-*-^/ y y - 2 , 4 - y? a yz h u omwb^* 

(0. 24 g, lmmo 1 ) it^llM 1 COXf" 7rBT1#A>ilfc 
yyy-4->f;W) ~y^f^-7Sy (0. 3 2g. 1. 4mmol)HW2-r 
pA7-;M5mL) *<7>iI3*2\ • v4 ?u^x-7'£j£SI§£$fflLT. 1 
7 0tT'3 0MiD^UCo I^HKl9@i03iU: 9 Rfcfi£ft*£*>tf s 

?D7b/77>f- {zsVitrM itzk^mmtht. iww>iitti. i3g#f*«i*: 

. £Ojtfe<AllttS\ CH 2 C 1 2 ^50%TFA (2 0mL) fcjftl»U 

*»tc*ffu:. lowiBift. u a»*a»HPLCfcj:MiB 

i^pA^n,) -n 4 , N4-y7f;l/~W'Jy-2, 4-^7Syih'j7W 
ngf®&(0. 4 9g. 5%) *»i«stLtt^^to 

ESI MS m/e 300 M (jttgtM) + H + ; *H NMR (400 MHz, CDC1 3 ) ^ 9.16 (d, J = 5.6 Hz, 

1 H), 8.11 (id, 2 H), 7.86 (d, J = 8.0 Hz, 1 H) , 7.51 (t, J = 7.6 Hz, 1 H), 7.41 
(d, J = 8.0 Hz, 1 H), 7.18 (t, J = 6.8 Hz, 1 H), 3.8 (brs, 1 H), 3.47 (s, 6 H), 
2.10 (id, 2 H), 1.92 On, 2 H), 1.42-1.12 (m, 5 H). 

[0613] 

XT'xTE: h y>A- - { 4 - [ ( 2 , 3 -5^ h^i^-O'J^T 5 J ) - 

-istu^i/)),} — n 4 , N4-y7f^tyijy-2, 4-y*7^yz 

2, 3-y7h^^yX7^ftH ( 1 5mg s 0. 09mmo 1 ) . h5>X-N 

2 - (4-7$y^^-5/?u^^;U) — N 4 , N 4 - y^f;l/-W l Jy-2, 
4 - y 7 ^1 h 'J 7 ; W Dg»S ( 2 8 m g , 0. 053mmo 1) . NaBH (OA 
c) 3 (76mg, 0. 36mmol) fcitfMeOH (2mL) X 

vjtuiy^-y^&Lmmmix. ioox;?4o#bs&w:. tkitzis&m 

- {4 - [ (2, 3-^h^v-^y^TSy) -^f^] -y?DMy;H -N 
4 , N4-y7f;l/-^rtyyy-2, 4-yr5y-hU7;^0»KS ( 1 O. 2m 
g, 2 8%) aWi&hJte, 

ESI MS m/e 450 M (jttJfcS) + H + ; *H NMR (400 MHz, CDC1 3 )S 9.68 (d, J = 6.0 Hz, 
1 H), 9.41 (brs, 1 H) , 7.85 (d, J = 7.6 Hz, 1 H) , 7.52 (t, J = 7.2 Hz, 1 H) , 7.4 
6 (d, J = 8.0 Hz, 1 H), 7.19 (t, J = 7.2 Hz, 1 H), 7.09 (t, J = 8.0 Hz, 1 H), 6. 
98 (d, J = 7.2 Hz. 1 H), 6.90 (d, J = 7.6 Hz, 1 H), 4.16 (s, 2 H) , 3.96 (s, 3 H) 
, 3.87 (s, 3 H), 3.75 (m, 1 H), 3.47 (n. 6 H) , 2.80 (in, 2 H), 2.11 (m, 2 H) , 1.8 
6 On, 2 H), 1.48-1.50 On, 5 H) . 
[0614] 

18*012 34 1 
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CI 




2 CF 3 C0 2 H 



^x-N2 - [4^ (3, 5->>7na-<>i/;lsT$; ) -i/?u^i/)V^ -N* 
[0615] 

Xf 77A : x*- (4-t-7"h^^;U^;UT$y-^^n^^l/) 
i/x-4-t-^b^^yu^;i/T^y-i/^o^^y^^;Ky^ ( 50. Og. 

2 0 6mmol)^yt>iSI^ h UX^I/T 5>- ( 2 6 . 9g. 2 6 6mmol 
) &XTfTi?<V)>&i?7*-!\>3LAT}V (6 2. 2g, 2 2 6mmol) SrJnifc. <L 
^RJElg^SrSOrTl^jatfLfeo ^^7W-;K3 1. 4g. 290mm 

EtOAcfc£tfH 2 OWB^Lfc. *«W£4ittU *JiS:EtOAcTHiajLfc (2 
0) o ^i>^*«lS:MgS04±-CSaiS-fr. F»U «B8U 777^;n7b 
?*?7>f- (xU*y;K MtV+(7)3 0%EtOAc) fciOSSTS'f:, 5"*- ( 
4 - t - 7 h * isX)VX~)VT i/)V ) -f))V) < 5 yg?^ V y>XXf/l^ 

(54. lg, 7 6%) *%feC07f-f;l/t LT*6*lfc. 

ESI MS m/e 349 M + H + ; *H NMR (400 MHz, DMSO-d^tf 7.34-7.28 (n, 5 H), 7.12 (d, 
J = 5.6 Hz, 1 H), 6.62 (brs, 1 H), 4.98 (s, 2 H), 3.39-3.37 (m, 2 H), 1.60-1.45 
(in, 8 H), 1.37 (s, 9 H). 
[0616] 

3dfcffl2 3 4 OWyrc^«S«fflU, ^S^^&tfJt. 
ESI MS ra/e 215 M + H + ; l H NMR (400 MHz, DMS0-d 6 )S 6.60 (d, J = 6.0 Hz, 1 H), 3 
.30-3.28 (m, 1 H), 2.74 (s, 1 H), 1.59-1.51 (m, 2 H), 1.45-1.37 (m, 15 H). 
[0617] 

Xf^rC: i/X~ [4- (4-i?*1-fr7§S-*1* % /V>-2-4)l'T$S) - 

5/*- (4-T^/-y^nMy;H -^^ylt-7'f^xxf/MO. 5g 
. 2. 3mmo 1 ). mfiWllWATvTBT'&btlti (2 -?nn-WJy-4 - 
>f;I/> (0. 5 3. 2. 6mmol), >-M VratVUxf-yl/TS > 

(1. 2 2mU 7. Ommo 1 ) fcJ:tf2-rny\V-7M 1 ■ OmL) 

-7 A ^n^i-y^j^gltffifflLTs 1 7 0°CT1 WDiL/L\ <r<OS 

SM*5^;n7h/57 -f- (isVityfr. CH 2 C 1 2 4 , ^2%*^4%C02MC0 
NH 3 /MeOH) fci OfSS^S t . [4- (4-^f/i'7^-^tV" l Jy 

-2-4;l/r$y) -y^o^y^] ygt - /f ;l/XXf ^ (22. lg 

. 0. 057mol, 6 1%) itm&>*4 )\stLX%btltZ. 

ESI MS ra/e 386 M + H + ; l W NMR (400 MHz, DMS0-d 6 )S 7.85 (d, J = 8.0 Hz, 1 H), 
7.47 (t, J = 8.4 Hz, 1 H), 7.27 (d, J = 8.0 Hz, 1 H), 7.00 (t, J = 7.6 Hz, 1 H), 
6.60 (brs, 1 H) , 6.18 (brs, 1 H), 3.89-3.88 (in, 1 H), 3.39 (brs, 1 H), 3.19 (s, 
6 H), 1.77-1.71 (in, 2 H), 1.68-1.52 (m, 6 H), 1.38 (s, 9 H). 
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[0618] 

3 3 s<r)XT v?c<?)*m.zmLx. m<wt-&M&w-z. 

ESI MS m/e 286 M + H* ; *H NMR (400 MHz, DMSO-dgJS 7.84 (d. J = 8.4 Hz, 1 H), 7 
.45 (t, J = 6.8 Hz, 1 H), 7.26 (d, J = 8.4 Hz, 1 H), 6.99 (t, J = 7.6 Hz, 1 H), 
6.20 (brs, 1 H), 3.90-3.89 (m, 1 H), 3.18 (s, 6 H), 2.79 (s, 1 H), 1.74-1.71 (a, 

2 H), 1.57-1.41 (m, 8 H). 

[0619 J 

Xf77E: i^X-N2-[4-(3, 5 -V9 uu-O&VT 57 ) -i"?0<N 
^S/AO-N*. N4 4-5^TS>'Zhy7^tn|HIB 

yX-N2 - (4-TSy-^^n^df^) -N« , N« - ^^;|/-^V»J y- 
2, (31. 4mg, 0. llmmol)«MeOH (0. 5mL) WfclZ 

. 3, H ( 1 7. 5mg, 0. 1 Ommo 1 ) Zmitc. Z 

nm-sm*. m&x-o. 5mmmwi. vor^h^t^miti-vo^A (85mg 

. 0. 4 Ommo 1 ) fcloifc. £<OS£ft*-*JJBtU RIB*. 5 0%DM S 

0(1. OmL) T#±$tf*:. ^om-^Mrfl-JRHPLCKJ: OHIILfc. 

Wfflfi*t*i:, >-^-N2 - [4- (3, 5-y?oo-^y>7Sy) - 
i^tw^AO -N* , N4 -^V^-df^-yy>-2, 4 -v t 7$>'~ MJ?;M- 
o»Ktt(23mg, 0. 04 1mmol, 3 7%) #6fe<7)Ef*:i LT»4>flfc. 
ESI MS m/e 444 M 088130 + H* ; >H NMR (400 MHz, DMSO-dsJS 13.55 (s, 1 H), 8.9 
0 (brs, 3 H), 8.17 (d, J = 8.0 Hz, 1 H), 7.79 (t, 7.6 Hz, 1 H), 7.68 (s, 1 H), 7 
.61 (s, 2 H), 7.41 (d, J = 7.6 Hz, 1 H), 7.36 (t, J = 7.6 Hz, 1 H), 4.23 (s. 2 H 
), 4.07 (s, 1 H), 3.48 (s, 6 H), 2.00-1.92 (m, 4 H), 1.82-1.74 (m, 4 H). 
[0620] 

381012 34 2 
M282] 



H 

CF 3 C0 2 H 



i/Z-N- [4- (4-5/^ ^)VT ^J-*^fVy-2-4fVT^J) -ispa^ 
x/H - 3, 4 - y - <yX7 S H h 'J 
[0621] 

Xf77°A: yX-N- [4- ( 4 -5s**fr7 5 7 -**Vy V- 2 -4/1/7 S J 
) -y?n^y/P] - 3, 4 - y7^D-^yXT^ F h U 7/^ni»M 

ESI MS m/e 426 M + H + ; } H NMR (400 MHz, DMS0-d 6 )^ 12.46 (brs, 1 H). 8.36 (s, 1 
H) , 8.15 (d, J = 8.0 Hz, 1 H), 7.97 (brs, 1 H), 7.94-7.89 (m, 1 H) , 7.77-7.73 ( 
m, 2 H), 7.56-7.49 (n. 1 H), 7.41 (brs, 1 H), 7.36 (t, J = 7.6 Hz, 1 H), 4.07 (id 
, 1 H), 3.87 (in, 1 H), 3.47 (brs, 6 H), 1.89 (id, 2 H) , 1.74 (id, 6 H). 
[0622] 

SB*W2 34 3 
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H 

2 CF 3 C0 2 H 



vX-4-^X^75y-N- [4- {4-i?*+/VT$J-*1rWV-2-<ilV 



XfvTA: yX-4-^f^T$y-N- [4- ( 4-^^75 

4-^^/1/7 5 y£,E#ffi (16. 5mg v 0. 1 Ommo 1 ) CODMF (0. 5m 
L)*»fc* HATU(4 5. 6mg x 0. 1 2mmo 1 ) s yMVrn^Xf^TS 
y(34. 8jLtL. 0. 20mmo 1 ) fcj:tf|||fe0!|2 3 4 l^Xf77DTHW:y 
X-N2 - (4-T5y-^^u^i/;p) -N^ , -^f^-^^/'J 2 , 
4-^7^(28. 5mg, 0. 1 Ommo 1 ) &&?-&Xffi Lfco 

fi£*£DMSO (0. 5mL) flWL P LCK J: 9 MRU:. 

atssa»"tsfc. ^x-4-^f-^r^y-N- [4- u->\x?7i/7$y 

(34. lmg, 0. 0 5 2mmoU 5 2%) ^afecOHfrt Lt#^>tl?to 
ESI MS m/e 433 M (JS^tM) + H + ; *H NMR (400 MHz, DNSO-ds)^ 12.73 (s, 1 H) , 8.3 
4 (s, 1 H), 8.16 (d, J = 8.0 Hz, 1 H), 7.78-7.70 (m, 4 H), 7.43 (d, J = 7.6 Hz, 
1 H), 7.35 (t, J = 8.0 Hz, 1 H) , 6.67 (d, J = 8.8 Hz, 2 H), 4.05 (m, 1 H), 3.86 
(b, 1 H), 3.47 (s, 6 H), 2.95 (s, 3 H), 2.53 (s, 3 H) , 1.91 (m, 2 H), 1.75-1.72 
(m, 6 H). 

[0624] 

HJfcflaj2 344 
H1284] 



h^yx-4-yn^-N- [4- ( A-i/*^)VT V- 2 -4 /l/7 5 

y) -^^n^^;i/] -2 - HJ 7;^o^ h^^-^ynfy^/^yrs Y 



Yyyx-l, 4-y75/-y?DMt^ ( 1 Og, 0. 088mo 1)0)1, 4 
-S/**^ (4 0 0mL) Jgfflfo:. (Boc) 2 0(4. 78g, 0. 022mol) 
, 4-iS$**r> (10 0ml) m$.£30ftPttXMt?Z<> iOft^HjfcaSBT- 
**»U KWC. JB5+TS/**ify*»*Lfc. 4t3taK»*H 2 O (500mL 

>fc*a>u ^^lWtUo i^oist. y-Boc-fiois/Tsy-^oA, 

*EtOACd*ajLfe (30) 0 H 2 OTiftftLfc. WJMgS 



[0623] 




H 



[0625] 
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ylt-yf;l/XXf/M4g, 0. 0 19mol, 85%) tfftktltz. 
ESI MS m/e 215 M + H + ; ] H NMR (400 MHz, DMSO-d^S 6.63 (d, J = 8.0 Hz, 1 H) , 3 
.11-3.09 On, 1 H), 2.44-2.37 (m, 1 H), 1.70-1.67 (in, 4 H) , 1.41-1.31 (m, 11 H), 
1.20-0.95 (m, 4 H). 
[0626] 

*T-yTB : hy>X- [4- ( 4 2 - HJ y)\s*U* h^y-^y-tfy 

b?y.x- (4-ray-y^o^^) -^Ajygt-yf^xxf/Kig 

s 0. 0 04 7mo 1 ) <7)CH 2 C 1 2 jgftfc:* VTnb^Xf^T^ (1.63 
mU 0. 0093mo 1 ) ^it/^b4-yn^-2-hU7;U^O^ h^r^-^y^f 

y^;|/* ( 1 . 03mL, 0. 0 0 5 1 m o 1 ) ZMltz . RiE^^SrSat' 1 
P B «U 7j<t^L^ 0 *1^CH 2 C 1 2 TtttBL ( 20) . 

MgS0 4 iT«^ «H8W:. ±tfcifcWft*CH 2 C I 2 fiitfA^y? 
S& B B H $^I>^ byyx- [4- (4-^n^e-2-hU7;^n^h^^-^y-ify 
x/U*-/P7$y) ->-?u^r>7l/] -*;w^ylt-yf;l/XXf^ (2. 39 g 
. 0. 0 04 6mol s 9 9%) tfftbtltz. 

ESI MS m/e 517 M + H + ; *H NMR (400 MHz, DMS0-d 6 )S 7.99 (d, J = 7.6 Hz, 1 H), 7. 
85 (d, J = 8.0 Hz, 1 H), 7.79-7.77 (m, 1 H), 6.67 (d, J = 8.0 Hz, 1 H) , 3.14-2.9 
4 (m, 2 H), 1.70-1.60 (ra, 4 H) , 1.34 (s, 9 H) , 1.30-1.18 (m, 2 H), 1.14-1.03 (m, 

2 H). 

[0627] 

Xf'vTC : h^yx-N- (4-T$y-S/?UA^/p) -4-^-2- h 

ESI MS m/e 417/419 M + H + ; 1 H NMR (400 MHz, DMS0-d 6 )S 7.85 (d, J = 8.4 Hz, 1 H) 
, 7.79-7.76 (m, 3 H), 3.32 (brs, 2 H), 3.03-2.95 (m, 1 H), 2.41-2.36 (m, 1 H) , 1 
.67-1.57 (m, 4 H), 1.28-1.18 (m, 2 H), 0.99-0.89 (a, 2 H). 
[0628] 

Xf77D : ^yX-4-7*U^-N- [4- (4-y>f^T5/-WJy 

-2-A)VT^J) -ispn+^Wl - 2 - 7;M-n;* h^y-^y-tryx^y 

h^y^-N- (4-757-^^0^^) -4-7'o^-2-hU7/^n^ h 
^y-^y«tfyx;i/7^yr5 K ( 1 OOmg, 0. 24mmo l ) co2-roAV-;P ( 
O. 5mL)}»afc. lOfeffl 1 £>Xf v 7"B Tftfcflfc (2-?nn-WJy-4- 
>f/I/) -S/^f-;U-T5y ( 54. 7mg N 0. 26mmol ) Zttiltz. Z<Dl&&fy$: 
. ^^7^o»)x-/M»U, 170°Cri5^»L^ o icofi 
£ft*«»U »9«^07h/57^ (CH 2 C 1 2 *<92%*^4%02M<7)N 
H 3 /MeOH) KckOSfS-fSfc. h7yX-4-7"o^E-N- [4- (A-lst^iV 

rsy-^^v>jy-2->f;ur5y ) -v^d^^] - 2-h'j7;i/^h^y 

-^y^fyx^yrS F (4 2mg. 0. 7 1mmol % 3 0%) **efe<9ll*fcLT 

ESI MS m/e 588/590 M + H + ; *H NMR (400 MHz, DMS0-d 6 ) $ 8.02 (d, J = 7.6 Hz. 1 H 
), 7.88 (d, J = 8.4 Hz, 1 H) , 7.82-7.77 (m, 3 H), 7.45-7.41 (m, 1 H) , 7.25-7.41 
(m, 1 H), 6.99 (t, J = 7.2 Hz, 1 H) , 6.37 (brs, 1 H), 3.68-3.67 (m, 1 H), 3.16 ( 
s, 6 H), 3.09-3.02 (m, 1 H), 1.89-1.86 (m, 2 H). 1.69-1.67 (ra, 2 H), 1.40-1.17 ( 
m, 4 H). 
[0629] 

&M2 34 5 
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H 



hyyx-4' -7;Wn-h'7x-;l/-4-*;l/^K [4- (4->\X^;I/7$y 
[0630] 

r;Urfy»HmT^. 4-7n*3cJl#«<5g. 0. 025mo 1 ) OTHF (1 5 
OmDMC, (h'j7x-/^X7^y)A 4 7^A (0) (862mg 

. 0. 7 5mmo 1 K 2MOTa 2 C0 3 *»«t (3 0mL) & J;tf4 - 7/WD7 x 
-/^ny»(3. 48g, 0. 0 2 5mo 1 ) ^1810X^7^ (-lOmL) 

£ftfcS»te?ftSIU 1MOHC i*»»SrJniTKt«bLfc. *fl£Et 2 otHMBL 
fc (30) . MgS0 4 ±-CHa»S*. Fi&U «KUfco £fcfcifclB 

ft*Et 2 OtJitX^^y+Tteft^tS-frSi:. 4' -7Wu-t'7x-/H4-* 
^sKyft(4. 4g. 0. 0 2 0moU 8 2%) ^afe^Hftfc LTt»£*lfc. 
iH NMR (400 MHz, DMSO-dg) d 12.96 (s, 1 H) , 8.00-7.98 (m, 2 H) , 7.78-7.75 (m, 4 

H), 7.34-7.31 (m, 2 H). 

[0631] 

Xt 7/B : h^y^- [4- (4-^^;U7^y-^r^yy>'-2--f;l/T^y 
) -v^a^^;H -*;w^ ygt - 7'f ;l/XXrWM 
3 4 4^*TvTD<0#JB£ttJBl/C. llH0>fc£* 
ESI MS m/e 386 M + H + ; 1 H NMR (400 MHz, DMS0-d 6 ) a 7.83 (d, J = 8.0 Hz. 1 H), 7. 
46 (t, J = 6.8 Hz, 1 H), 7.27-7.25 (m, 1 H), 6.99 (t. J = 7.2 Hz, 1 H) , 6.71 (d, 
J = 8.4 Hz, 1 H), 6.38 (brs, 1 H), 3.72 (m, 1 H), 3.17 (s, 6 H), 1.92-1.90 (□, 
2 H), 1.79-1.76 (m, 2 H), 1.37 (s, 9 H), 1.34-1.23 (m, 4 H). 
[0632] 

Xf 7 7C : h^yX-4' -7iWn-t7x-^-4-*^*yi [4- (4- 

h^XX- [4- (4-y^f;l/7ay-Wyy-2-^;l/7^) -y^oM 
-*^A'5ylt-/f^XXf^(0. 7 6g.O. 2 Ommo 1 ) ?)CH 2 C 
1 2 (2 0mL) jgJSfc. TFA(304juL, 0. 3 9mmo 1 ) SJlIifc. ZCDmffl. 
ta«-C4i*BII»ffUfc. ^tfcfi^fttjftBL. S»£CH 2 C 1 2 C^^t^o * 
^#NaOH;J<»«):VNaHC03*M-C»Lft 4 7j<JI£CH 2 C 1 2 ti 
JUL (20) . MgS0 4 iT«H, «e» (0. 1 g 

)fcj:tf4' -7/Wo-h'7x^-4-*/^fi (76mg, 0. 3 5mmol) 
COCH 2 C I 2 »iRfc:. HOAt (62mg, 0. 46mmo 1 ) , WSC ■ HC 1 (8 
7mg, 0. 46mmol) i3j;tf>M yroK;UX^T 5 > (31//L, 0. 18m 
mo l ) «n£fc. :^ftSSfl?mHSffU ^**T#jhS*fc. **£C 
H 2 C l 2 r«iajL3t (20) o *WB*£*rti\ MgS0 4 ±T*»3tf. «»U S 
g»7^D7h/77^ (v- l J#y/k CH 2 C 1 2 *^2%H4%^2MO 
NH 3 /MeOH) fciOttK^Sfc, h?>X-4' -7/^n-t"7x^-4-/; 
;UjK^»[4- (4-5/^f-;WT5y-^/yy-2— f;WTSy> -S^u'v*^ 
] -7SK (35mg, 0. 072. 2 1%) W&&M#bLXftt>tlA:. 
ESI MS m/e 484 M + H* ; *H NMR (400 MHz, DMS0-d 6 )S 8.30 (brs, 1 H), 8.12 (brs, 
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2 H), 7.92 (d, J = 8.4 Hz, 2 H), 7.77-7.72 (id, 5 H), 7.44 (brs, 1 H), 7.34-7.28 
On, 3 H), 3.82 (brs, 2 H), 3.47 (brs, 6 H), 2.04 (m, 2 H) , 1.94 (id, 2 H), 1.54-1 
.48 On, 4 H). 
[0633] 

mmm23 4 6 

HL286] 




H 

2CF3CO2H 



^X-N2 - [4- (4-yn^-2-hU7;l/^o^h^r^-^yi/>r^y) 
?oa^S/;p] -N4-t-/f;^^t/)jy-2, 4-y'7^yZh'j7;WnSi 
tg 

[0634] 

Xt'vTA: t-y^- (2-?on-^f/'jy-4-^;H -7^<7)M 
MS«10Xr-/rBT1#^il^2, 4-y7nn-^/)Jy (4g, 2 0mmol 
)OTHF ( 5 0mL) ?§fS^. t -7^-/1/7* 5 V (2. 1 5mU 20. 5mmoI) 
fcilXi/MyrntVI/X^T^y (3. 5mU 2 1mmol ) 2rjn^7t. d?)}Ft£» 

Z*?mi. Na 2 S0 4 ±TlS*i£$-tf\ r$L£» .I^S^ft^iiffl^Si: . t-7 
(2-^on-W'jy-4-^;l/) -7^y#Sfe<0[lft ( 3 g . 64%) h 

ESI MS m/e 36 M + H + ; *H NMR (400 MHz , DMS0-d 6 ) d 8.40 (d, J = 8.4 Hz, 1 H), 
7.75-7.36 (m, 2 H), 7.58 (d, J = 8.4 Hz, 1 H), 7.48 (t, J = 7.2 Hz, 1 H), 1.52 
(s, 9 H). 
[0635] 

Xf 7/B : yX-N2 - (4-7^-y^oMy;l/) -N* -t-7^;U-3r 

4-^rsy^jS; 

i/X- (4-7$y-y?n^y;H Vigt -T^/Ux^tvM 1 2 2m 

g. 0. 5 7mmo 1 ) <7)2-yu;\V-;U (2mL) SSffilC (2-? 
DD-^rt/»jy-4-^K -T^y ( 1 OOmg, 0. 4 2mmo 1 ) tiXlfiSJ V 
7 0 utVW-/l/7$y ( 18 0//U 1 mmo 1 ) ZMl. <IO?g^S:. X^X - H 

^D7b^7>f- (S/'J^k CH 2 C 1 2 ^3%MeOH) ^iDttS^S 
i: s [4- (4~ t -7> ^^/-^rt/'J y- 2-^/1/75 7 ) ->-?n^rx7U] 
-^;l/^^ygSt-7>;uxx^;u ( l 1 2mg. 6 5%) ifift&crmwt LX%htitz 
. i/X- [4- (4-t-7>;I/TSy-^r^/ , Jy-2-^^T5y ) -S^da^ 
;H -#;l/AS ygSt-7>;UXXx^ ( 9 5mg, 0. 2 3mmo 1 ) <7)CH 2 C 1 2 
OmDBmmz, hU7MnSl(2mL) fcSfflllLfc. ^RJE^^MiflT 
2mmWUz. iMML, ^ftNaHC0 3 7j<JMfeJ:t/lMcr)7KB?^hU^i. 
^^T'T/I^U'fLL (pH = 9) . 7K«^CH 2 C 1 2 Tmmttz (30) <> 

-N2 - (4-7^y-i/?n^ri^) -N« - t y- 2 . 4-^ 
ray (44. 6mg. 53%) tim&CDffifat LZftbtltz. 

ESI MS m/e 314 M + H + ; *H NMR (400 MHz, CDC1 3 )S 7.48 (t, J = 6.8 Hz, 1 H), 7.3 
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8 (in, 2 H). 7.04 (t, J = 8.0 Hz, 1 H), 5.42 (brs, 1 H). 4.15 (m, 1 H), 2.85 (m, 

1 H), 1.20-1.90 (m, 17 H). 
[0636] 

XrvTC : - [4- ( 4 -T'ot- 2 - h »J 7)1>*UX h^Ss-ly ^ 

ESI MS m/e 566 M + H + ; *H NMR (400 MHz, CDC1 3 )S 9.36 (d, J = 8.0 Hz, 1 H) , 7.6 
7-7.64 (m, 2 H), 7.53-7.48 (m. 3 H), 7.43 (s, 1 H), 7.33 (m, 1 H) , 6.17 (s, 1 H) 
, 4.45 (m, 1 H), 4.28 (s, 2 H), 3.35 (b, 1 H) , 2.14 -1.60 (m, 17 H). 
[0637] 

H*«2 34 7 




4-7'o^-N- {4- [ (4-y7f/l/7^y-WJ y-2-A)VT^J) 
[0638] 

Xf 7/A : {4 - [ (4-i?*+)VT$.S-*1rWy-2-' l)VT$J ) 
;H -"O^/W -*il/A^ylt-7'f/l/XXf/^M 

ESI MS ffl/e 377 M + H + ; J H NMR (400 MHz, DMSO-d 6 ) S 8.38 (brs, 1 H), 8.08 (brs, 1 
H), 7.70 (brs, 1 H), 7.47 (brs, 1 H), 7.36 (t, J = 6.2 Hz, 1 H), 7.30 (d, J = 8 

.0 Hz, 3 H) , 7.16 (d, J = 7.6 Hz, 2 H), 4.60 (d, J = 6.4 Hz, 2 H) , 4.07 (d, J = 

6.0 Hz, 2 H), 3.39 (s, 6 H), 1.37 (s, 9 H). 
[0639] 

-KVzS)V) -*;W^y|[t-7'f^XXf^ (3. 90g. 9. 57mmol)<DM 
eOHMt:, E 1 2 O+031WUOHC 1 (67. Oml, 67. Ommol) SrjD;u 

)-N4, N4-y^fy|/-W»jy-2, 4 - ^7 5 >mzm*&&<7)&&mik ( 3 
. 48g, 95. 6%) fcLT*3fc*lfc. 

ESI MS m/e 308.2 M (jffigftSD + H + ; *H NMR (400 MHz, CD 3 0D) d 8.16 (d, J = 7.2 Hz 
, 1 H), 7.75 (brs, 1 H) , 7.48 (n, 5 H) , 7.39 (brs, 1 H), 4.76 (s, 2 H) , 4.12 (s, 

2 H), 3.51 (m, 6 H). 

[0640] 

XrvTC : {4~ [ ( 4 -v^/I^TS »J >- 2- A 

JlT^y) -Kyi?)V\ ~2-YV7)V%u*y*i/-<>*£>A)VTb>T$L 

N2 - (4-75 y^^)V-^y'J)V) -N4 , N4 -^f;l/-^tV'jy-2, 4 
-VT^yfflBm (5 0. Omg, 0. 1 3 lmmo 1 K J&fc4 ~yo^- 2 - HJ 7 
WD^hdfy-<y-fe>^-;M5 3. 3mg, 0. 1 5 7mmo 1 ) fcil/yM 
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yroe/UX^/WTSy (9 lu K 0. 524mmol)(!02-7DAV-;Kl. 5 
mL) jgftfcgfflt^llSISHSffbfc. ±tfcil£*l*iB«U «S»*;&5A?nvh7' 
77^- (v'J#77k CH 2 C 1 2 +»10%MeOH) fcj: 9SI£t6 fc , 4-7u 
t-N- {4- [ (4-^f-;PTSy-^yj>- 2--f/PT5/) -K 

Omg, 5 0%) fcLT#&*Ut. 

ESI MS m/e 612 M + H + ; 'H NMR (400 MHz, DMSO-de)^ 8.51 (t, J = 6.4 Hz, 1 H), 8 
.06 (brs, 1 H), 7.76-7.67 (m, 4 H), 7.54-7.41 (m, 2 H), 7.24 (d, J = 7.6 Hz, 3 H 
), 7.14 (d, J = 8.0 Hz, 2 H), 4.56 (d, J = 6.0 Hz, 2 H), 4.08 (d, J= 6.0 Hz. 2 H 
), 3.36 (s, 6 H). 
[0641] 

Hfc288] 



y h nr Br 
CCl N XT« F3 

H 



[4- ( 4 - y^f ^7^-^ tV'U y- 2-^/1/7 5 7) -7x 

[0642] 

Xr<yTA : (4-7S/-7x-/l/) -^/Wn'S VKt -/f^XXfy^M 

ESI MS m/e 209 M + H + ; *H NMR (400 MHz, DMSO-ds)^ 8.75 (s, 1 H), 7.03 (d, J = 
7.6 Hz, 2 H), 6.43 (dt, J = 9.5, 2.7 Hz, 2 H) , 4.71 (s, 2 H), 1.43 (s, 9 H). 
[0643] 

AtvTB\ N2 - (4-7S/-7x^) -N4 , -y^f;l/-W)jy 
-2, 4-^r5yffilHg^J« 

5X0. 5g, 2. 6mmo 1 ) fcit>* (4-T5y-7x-;P) -^A'SySt- 
WlXfiMO. 5g, 2. 6mmol)H^CH 2 Cl 2 (2mL) 

x^x^mmzx^o. i3oxjT2 04HBUijRLfc. d^fi^»*«Bfrrsi:. 

[4- (4-y>f;l/7^y-WJy-2-^;P75y) -7x^] -*;w^y 
Kt-y^l/XXT^giaifeOHft (0. 8 6 g, 8 7%) ra££6@5£ 
OiSU ^X^mk^h^ht, 8. 5gtt>ofc. £<£>£/£ft(8. 5g, 2 2. 
4mmo 1 ) OMeOH (250mL) MCy^Wy^4M^HC 1 (8. 4ml 
.33. 6mmo 1 ) fcffl&DU £^»^*S»-C--«JWF Lfc. S^ft*««t&k 
, N2 - (4-7^-7xX;|/) -N* , -y7f;P-WJy-2, 4-y7 
5ytSlt^»^t 0 y^fec7)|lf*: (6. 2g N 87. 5%) f:LT»fe*lfc. 
ESI MS m/e 280 M + H + ; *H NMR (400 MHz, D 2 0) 6 7.84 (d, J = 8.8 Hz, 1 H), 7.54 
(td, J = 7.8, 1.2 Hz, 1 H), 7.46 (dt, J = 9.5, 2.7 Hz, 2 H), 7.27-7.16 (m, 4 H), 

3.35 (b, 3 H), 3.12 (b, 3 H). 

[0644] 

Xfvrc : 4-7'o^-N- [4- ( 4 -*J*+WT 5 J -**Vy V- 2 ->f 

) -7x«w -2- b U7y^o^ b*^-^yHfyx;p*yrs k^jS 

ESI MS m/e 584 M + H + ; »H NMR (400 MHz, DMS0-d 6 ) 10.27 (brs, 1 H), 9.14 (brs, 
1 H), 7.98 (d, J = 8.4 Hz, 1 H), 7.80-7.71 (a, 5 H), 7.60-7.56 (a, 1 H), 7.44 (d 
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, J = 8.4 Hz, 1 H), 7.15 <t, J = 7.4 Hz, 1 H), 6.95 (d, J = 16.8 Hz, 2 H), 9.29 
(s, 6 H). 
[0645] 

IM2 34 9 
UL289] 




H 

CF 3 C0 2 H 



4' -9un-\L7±-)V-4-ti)VXy®i [4- ( 4 -'J^^JUT S / -**V"J V 
[0646] 

Xf77°A: 4' -^DD- t'7x^-4 - [ 4 - ( 4 - y^f ;!/7^ 

HSfe01j2 3 4 8c7)XT^7 o BTl#feiXJtN2 - (4-7^-7x^/1/) -N* f 

4-yr$yS^JS (81. 6mg, 0. 2 58mmol 
) > 4' -?no-t'7i^-4-iMy8 (50. Omg. 0. 2 15mmol) 
, HATU ( 1 06mg. 0. 280mmol) fc JztfvM Vrnt7PX^;l/7 5 V ( 1 
5 0//U 0. 8 6 0mmo 1 ) OCH 2 C 1 2 (2mL) i^fc^^-fclMfFU *I 
^**iBIBUfc. «9ft*HPLCtJ:0»«-r6i:. 4' -?nn-t'7x^-4- 
#/M<y^[4- (4-^f-;ur5y-^y'Jy-2-> f;UT5^) -7x^] - 
TSHh J j7;l/^n^eJ!iA^efec7)ilfr (lOmg, 9%) fcl/CfcMlfc. 
ESI MS m/e 494 M + H + ; l tt NMR (400 MHz, DMSO-de)^ 10.33 (s, 1 H), 8.17 (d, J = 

8.0 Hz, 1 H), 8.80 (d, J = 8.8 Hz, 2 H), 7.85-7.75 (m, 7 H), 7.63-7.53 (m, 6 H) 
, 7.36 (t, J = 7.6 Hz, 1 H), 3.46 (s, 6 H). 

[0647] 

[<ffc290] 




N — [1- (A-i/yt^lT^S-^l-VVy-l-AiV) -\Z^)i?y-A-4!V* 
[0648] 

AtvTA: N- [1- (A-V*^)VT\J-*^V')y-Z-A)V) -tWJS/ 

4 - r $ y ^ tr^u 1 - v» t - 7^)Vhat)V ( 6 0 m g . 0 . 

2 8mmo 1 ) fcJ:l>*SM V 7°D tVi/Xf-y^T 5 V (4 9mL, 0. 28mmol)<7)C 
H 2 C1 2 (2mL) Sft2-7/Wu^y-fe'yXW-;M54mg, 0. 2 

8mmo 1 ) icoa-&**SiBT18lBfia8lffLfco 
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( o . 7 omD am, mm-i8&f®mwuz. Rm^mmmt. mm 

NaHCO 3 *?t$W0l*:. 7K«SrEtOAcfttaiL. %®mimt& t . 2- 
7/M-n- N - e^. 'J i/y- 4 - >M ^u-'sy-fe" yx;p*y 7 5 K#$fSfe<7)Ilft t 
LX'&htltz. Z(r>Wk(0. 076g. 0. 2 8mmol)fcJ:[;y>fy7Dt;Hf 
/U7$y(0. 072mL. 0. 4 2 mm o 1 ) <F>2 -7°n/NV-;K 3 m L) mMz „ 

HjMs^Jicoxf-vrBTIf^tiTt (2-^op-df^-y'»jy-4— f;P) -y'^f-n—r 
5> (0. 044 g, 0. 2 lmmo 1 ) £flD;i. 4t^?l^$r 1 0 O'CT'l S,^m 
fPL,fc. >lc7)jI^^iiffiL. S«^7A^D7h/77^- (^U^'/k CH 2 
C 1 2 ^5%MeOH) (CiO^S-T^i. N- [1- U-v'-Xf-^TSy-^-fV 
yy-2-4>v) -tx^y-4-^Mf;H -2-7;^n-'<.y-(i>x;P*yT 
5 Ymm^mW ( 0 . 024g, 2 6%) LTf#£>ft*:. 

ESI MS m/e 444 M + H* ; *H NMR (400 MHz, DMS0-d 6 )* 7.98 (m, 1 H), 7.86 (m, 1 H), 
7.77 (ml H), 7.67 (m, 1 H), 7.47-7.29 (m, 4 H), 7.02 (m. 1 H), 4.69 (m, 2 H) , 

3.21 (s, 6 H), 2.76 (■, 4 H), 1.66 (m, 3 H), 1.00 (m, 2 H). 
[0649] 

9mM23 2 9(T)*m.*&mi. #&HPLClCj:9fi?i!!LT. Hifcf?iJ2 3 5 1-2 8 
1 gcDft^Wc. 

HM42 3 3 lcD^mt&mi. ^KHPLCKiOfifSLT, HMW2 8 2 0-2 8 
4 2^ttl^£f#7t, 

HM"J2 3 3 2^PI^ffifflLT, HJSM284 3-3 0 0 3^1=* 

HM"J2 3 3 3^!i£«fflLT, »30 0 4-3 0 9 0<7Mb-&U£#*:. 

HJS0J2 3 3 4<7)*li£ttfflLT, HJfe#J3 0 9 1-3 16 1 tftft&ftfcfcfc. 

j**W2 3 3 5*)#Jll£ttJflU ^JRHPLCt«fcO««UT, HMW3 1 6 2-3 1 
7 8<0fl:£fll*:»fc. 

HMfl2 3 3 6«0#W*ttfflLT, mm3 1 7 9-3 2 0 8<^fc^**»!t. 

HJt0"j2 3 3 7<7)3M!£«fflLT, HJS01J3 2 0 9*>fl:£%£ftfc. 

936012 3 3 8<0#4I£ffifflL-C\ HSfifRJ3 2 1 0-3 2 2 5«Mfc£fljS:f»fc. 

mm2 3 3 9<#N«£ttffll/C. HjMs0J3 2 2 6-3 2 2 8*tfb&«j£*fc. 

SatW2 3 4 0<34MH£ttJBbT. HM0932 2 9-32 3 l^k^jSr^Jt. 

WI(«234 1««MU, HttW3 2 3 2-3 3 9 3^^**^. 

Hfefi&J 2 3 4 2 «*IR*ffiffl LT » Sdtftl 3394-3472 

HJ60J2 34 3(r>mm^LX. I6KW3 4 7 3-3 5 2 7tf>l*b£ft£f*fc. 

5tBStM2 3 4 6<0#WS:ttfflL-C, &itffl3 5 2 8-3 5 3 50Xfc&ft£»fc. 

3(3t«2 3 4 7tf>#«£ttfflU #KHPLCKJ;9fff!LT. ME013 5 3 6-3 5 
4 5<0ft^^#fc. 

*tt«2 3 4 8<0#JtHWHU 4MRHPLCK«I:0»»LT. MfiiflB 5 4 6-3 5 
4 8<0-ffc£»£#fc. 

SSMSW2 34 9<0¥«SrffifflL-T, HMsflJ3 5 4 9-3 5 6 7eXfc&ft*ftfc. 

H*60!l2 3 5O£O#«S-ffifflt. 4HRHPLCtJ:9««UT. HS6WI3568-35 
7 9^4L-£W#7 I L% 
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[31369] 







ESI- MS 




2351 


CFaCOaH 


454.0 (M + H) 


3.60 


2352 


9 

0, 

CF 3 COjH 


530.2 (M + H) 


4.02 


2353 


JO 

2CFjCO,H 


545.4 (M + H) 


3.05 


2354 


0 

^ X 3~0 a JO 

o 2 

CF»C0 2 H 


496.4 (M + H) 


3.49 


2355 


v° 

CFaCOjH 


537.4 (M + H) 


3.24 


2356 


Cxi 

CFaCOjH 


440.0 (M + H) 


3.47 
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[31370] 



2357 


CF,COjH 


484.4 (M + H) 


3.49 


2358 


CFjCOjH 


470.2 (M + H) 


3.20 


2359 


HN^ 

0, 

2CF a CO,H 


539.4 (M + H) 


3.12 


2360 


9 

HN 

CFaCOjH 


522.2 (M + H) 


4.22 


2361 


jcro 

o 2 

2CF,C02H 


599.0 (M + H) 


3.48 


2362 


CF 3 C0 2 H 


560.2 (M + H) 


3.99 
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t«371] 



2363 




548.4 (M + H) 


4.06 


2364 


HN 

2CF,CO,H 


534.0 (M + H) 


3.11 


2365 


CC^N^|^, H ^ 

s 

CFjCQjH 


502.4 (M + H) 


3.81 


2366 


-jo 

o 2 

CFjCCbH 


530.2 (M + H) 


4.04 


2367 


CF 3 C0 2 H 


532.4 (M + H) 


3.85 


2368 


CF 3 C0 2 H 


520.2 (M + H) 


3.86 
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[31372] 



2369 


HN-— 

CFjCO,H 


474.2 (M + H) 


3.72 


2370 


HN 

CF,COaH 


518.2 (M + H) 


3.71 


2371 


2CF 3 C0 2 H 


573.2 (M + H) 


3.15 


2372 


9 

HN 

o, 

CF»CO,H 


556.2 (M + H) 


4.38 


2373 


JO'"0 

2CF 3 CO,H 


633.4 (M + H) 


3.48 


2374 


o, 

CF 3 CO,H 


594.2 (M + H) 


4.23 
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[£373] 



2375 


0 2 

CFsCOjH 


582.4 (M + H) 


4.26 


2376 


jo 

CFtCOjH 


536.2 (M + H) 


4.06 


2377 


o» ! 

CFaCOaH 


564.2 (M + H) 


4.32 


2378 


0" 

CFjCOjH 


566.4 (M + H) 


4.11 


2379 


CFjCOaH 


554.2 (M + H) 


4.10 


2380 


CF,C0 2 H 


614.2 (M + H) 


4.26 
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[^374] 



2381 


HN— 

CCx 

CF 3 CO,H 


524.4 (M + H) 


3.87 


2382 


CF 3 C0 2 H 


568.2 (M + H) 


3.87 


2383 


0, 

CF 3 COjH 


586.2 (M + H) 


4.18 


2384 


CF 3 C02H 


614.2 (M + H) 


4.45 


2385 


02 

CFjCOjH 


620.4 (M + H) 


4.32 j 


2386 


V- 

CF a C0 2 H 


468.2 (M + H) 


3.20 
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[S875] 
(jc<£>o<?#) 



2387 


V 

a 

H 

CF,CO a H 


551.6 (M + H) 


2.82 


2388 


\ 

NM 

ex 4 ! 

CF,CO,H 


454.0 (M + H) 


3.06 


2389 


o 2 

CFjCOjH 


498.6 (M + H) 


3.10 


2390 


CF3CO2H 


484.2 (M + H) 


2.76 


2391 


2CF»C0 2 H 


553.6 (M+H) 


2.40 


2392 


9 

HN 

CF1CO2H 


536.4 (M + H) 


3.77 
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[H376] 



2393 


2CF 5 CO,H 


613.4 (M + H) 


2.74 


2394 


s? 

CFaCOaH 


623.4 (M + H) 


3.06 


2395 


o a 

CFjCOjH 


574.4 (M+H) 


3.51 


2396 


o 2 

CF3CQ2H 


562.2 <M + H) 


3.59 


2397 


0 2 

2CF3CO2H 


548.6 (M + H) 


2.48 


239» 


-JO 

o 2 

CFaCOjH 


516.4 (M + H) 


3.39 
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1*377] 



239* 


o a 

CF 3 C0 2 H 


550.4 (M + H) 


3.56 


2400 


CF a CQaH 


546.2 (M + H) 


3.38 


2401 


CFaCOjH 


534.0 (M +H) 


3.43 


2402 


$ 

0, 

CFjCOjH 


608.2 (M + H) 


3.75 


2403 


CF 3 C0 2 H 


518 (M + H) 


3.22 


2404 


HN^ °^ 

CF 3 CO ? H 


562.2 (M + H) 


3.20 
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[SI378] 



2405 


o 2 

CFsCOjH 


626.0 (M + H) 


3.76 


2406 


CFsCOjH 


614.0 (M + H) 


3.72 


2407 


0, 

CFjCOaH 


610.0 (M + H) 


3.57 


2408 


9 

CF 3 COaH 


598.2 (M + H) 


3,97 


2409 


0 

C" 

CFjCOjH 


564.2 (M + H) 


3.46 


2410 


a 

CFaCC^H 


508.0 (M + H) 


3.44 
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[SB79] 



2411 


Oj 

CF s C0 2 H 


616.2 (M + H) 


3.94 


2412 


CFjCOaH 


604.2 (M + H) 


4.51 


2413 


0^ 

CFsCOjH 


600.2 (M + H) 


4.32 


2414 


C&rn a A 

Oj 

CFaCCbH 


588.0 (M + H) 


4.38 | 


2415 


F 

CF 3 C0 2 H 


650.2 (M + H) 


4.20 


2416 


9 

f 

CF 3 C0 2 H 


726.4 (M + H) 


4.52 
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[5880] 



2417 


P ■ 

V F-j-F 

> 

SCFjCOjH 


741.6 (M + H) 


3.59 


2418 


Ol J. 

F 

CF»CO a H 


692.2 (M + H) 


4.12 


2419 


? 

0 .j., 
**•> 

2CF,CO,H 


767.6 (M + H) 


4.59 


2420 


Y 

CFaCOaH 


733.4 (M + H) 


3.87 


2421 


CFjCOjH 


636.2 (M + H) 


4.08 


2422 


HN*^^ ^ F— I— F 
F 

CF 3 COaH 


680.2 (M + H) 


4.07 
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[JI381] 



2423 


HN^° H Fj-F 

CFjCOjH 


666.0 (M + H) 


3.86 


2424 


o 

2CF a C0aH 


735.4 (M + H) 


3.50 


2425 


CF^COaH 


718.4 (M + H) 


4.64 


2426 


2CF 3 C02H 


795.6 (M + H) 


3.70 


2427 


rr' 

HN F-j-P 

F 

CF a C0 2 H 


744.2 (M + H) 


4.43 


2428 


HM -0 F-j-F 
F 

CF 3 CO,H 


698.0 (M + H) 


4.26 
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[3882] 



2429 


HN*^^ F-j-F 
F 

CF 3 C02H 


732.4 (M + H) 


4.37 


2430 


HW < ^ X F-j-F 

> 

CF^COaH 


726.4 (M + H) 


4.52 


2431 


W*-^^ F-J-F 

CF,C0 2 H 


728.4 (M + H) 


4.36 


2432 


CFsCOjH 


716.4 (M + H) 


4.32 


2433 


F 

CFjCOjH 


616.0 (M + H) 


4.22 


2434 


9 

F 

CF 3 C0 2 H 


692.0 (M + H) 


4.57 



(792) 



#132004-31551 1 (P2004-315511A) 



[«883] 



2435 


p 

2CF3COTH 


707.2 (M + H) 


3.64 


2436 


0 

°> o 
r+r 
r 

CF»CO a H 


658.2 (M + H) 


4.15 


2437 


? 

0 

F 

CF3C02H 


733.2 (M + H) 


4.68 


2438 


0 

Of O 

'4-' 

CFjCOjH 


699.2 (M + H) 


3.88 


2439 


P 

F 

CFjCOjH 


646.4 (M + H) 


4.08 


2440 


F 

CF 3 C02H 


632.4 (M+H) 


3.86 



(793) 



#(32004-315511 (P2004-315511A) 



[S884] 



2441 


F 

2CF a C02H 


701.4 (M + H) 


3.51 


2442 


F 

CFjCOaH 


684.2 (M + H) 


4.75 


2443 


jcro 

2CF 3 C0 2 H 


761.2 (M + H) 


3.74 


2444 


CFaCOjH 


722.2 (M + H) 


4.59 


2445 


HN ^XT 

F 

CF 3 COjH 


710.2 (M + H) 


4.60 


2446 


02 0 
F+F 
F 

2CF,CO a H 


696.2 {M + H) 


3.53 j 



(794) 



^2004-315511 (P2004-315511A) 



[*385] 



2447 


°*'f 

CF 3 COaH 


664.2 (M + H) 


4.39 


2448 


F 

CF3CQ2H 


692.0 (M + H) 


4.65 


2449 


f 

CF,CO a H 


698.0 (M+H) 


4.59 


2450 


CF 3 C0 2 H 


694.2 (M + H) 


4.42 


2451 


CFjCOjH 


682.2 (M + H) 


4.42 


2452 


CF 3 CO a H 


590.2 (M + H) 


4.28 



(795) 



1SIPI2004-31551 1 (P2004-31551 1A) 



[31386] 



2453 


9 

Oj F 

CFjCOjH 


666.2 (M + H) 


4.61 


2454 


2CF 3 COjH 


681.2 (M+H) 


3.72 


2455 


0 

O a F F 
CFjCOjH 


632.4 (M + H) 


4.21 


2456 


9 

2CF,COaH 


707.2 (M + H) 


4.70 


2457 


V 

o 

CFaCOaH 


673.2 (M + H) 


3.94 


2458 


CFjCOjH 


576.2 (M + H) 


4.16 



(796) 



®I12004-315511(P2004-315511A) 



[SB87J 



2459 


0 2 F 

CF 3 C0 2 H 


620.4 (M + H) 


4.19 


2460 


iTj* N F H~ F 

O2 F ^ 

CFjCOjH 


606.6 (M + H) 


3.94 










2461 


Oa F 

2CF 3 CO,H 


675.4 (M + H) 


3.59 


2462 


CF,COiH 


658.6 (M + H) 


4.82 


2463 


Oa F 

2CF 3 COaH 


735.4 (M + H) 


3.82 


2464 


Oa f F 

CF 3 CO,H 


696.0 (M + H) 


4.56 



(797) 



^^2004-315511 (P2004-315511A) 



2465 


— " S ^ X,, 
0 2 F 

CF 3 C0 2 H 


684.4 (M + H) 


4.61 


2466 


HN^ — ^N^ N 

Oa f F 
2CF 3 COaH 


670.2 (M + H) 


3.56 


2467 


Oa f F 

CFjCOjH 


638.2 (M + H) 


4.43 


2468 


0 2 F 

CFjCOaH 


666.2 (M + H) 


4.68 


2469 


Oj F f 
CFaCOaH 


672.2 (M + H) 


4.60 


2470 


O a F 

CF 3 CO>H 


668.2 (M + H) 


4.44 



(798) 



^132004-315511 (P2004-315511A) 



2471 


o 2 r F 

CF 3 C0 2 H 


656.4 (M + H) 


4.47 


2472 


2CF 3 CCbH 


595.4 (M + H) 


3.32 


2473 


CF 3 COaH 


534.0 (M + H) 


3.8 J 


2474 


CF,COjH 


520.4 (M + H) 


3.56 


247S 


2CF 3 C0 2 H 


589.2 <M + H) 


3.25 


2476 


9 

HN 

CF 3 C0 2 H 


572.4 (M + H) 


4.47 



(799) 



# B32004-315511 (P2004-315511A) 



[1890] 



2477 


' CO 

2CF 3 CO,H 


649.4 (M + H) 


3.50 


2478 


CFjCOsH 


610.4 (M + H) 


4.26 


2479 


rrS 

CF,COiH 


598.2 (M + H) 


4.30 


2480 


HN~ 

2CF 3 C0 2 H 


584.4 (M + H) 


3.29 


2481 


CF 3 CO,H 


552.6 (M + H) 


4.11 


2482 


CF 3 CO,H 


580.6 (M + H) 


4.40 



(800) ^^2004-315511 (P2004-315511A) 



[J891] 



2483 


CFaCOzH 


586.2 (M + H) 


4,30 


2484 


6 

CF 3 CO>H 


582.4 (M + H) 


4.14 


2485 


CF,CO„H 


570.2 (M+H) 


4.14 


2486 


V 

CF 3 C0 2 H 


504.2 (M + H) 


3.94 


2487 


,P 

CF 3 CO,H 


580.6 (M + H) 


4.34 


2488 


2CF 3 C02H 


595.2 (M + H) 


3.41 



(801 ) 



#^2004-315511 (P2004-315511A) 



[1892] 



2489 




490.2 (M + H) 


3.84 


2490 


HN 

Co. 


534.2 (M + H) 


3.84 


2491 


CF 3 COjH 


520.4 (M+H) 


3.60 


2492 


MM 

X) 

2CF,CO,H 


589.2 (M+H) 


3.29 


2493 


ITTjl 

CFjCOjH 


572.4 (M + H) 


4.51 


2494 


Co. 

2CF 3 CO ? H 


649.4 (M + H) 


3.52 



(802) #112004-31551 1 (P2004-31551 1A) 



CH393] 



2495 


CFjCOjH 


610.2 (M + H) 


4.29 


2496 


^ N H^O hp 

CFjCOjH 


598.2 (M + H) 


4.34 


2497 


CFjCOjH 


552.6 (M + H) 


4.13 


2498 


N "To * 

CFjCOjH 


580.6 (M + H) 


4.37 


2499 


CFaCOaH 


586.2 (M + H) 


4.30 


2500 


CF 3 CO ? H 


570.2 (M + H) 


4.18 



(803) 



SM2004-315511 (P2004-315511A) 



[SI394] 



2501 


0 U ■ 

2CF 3 CO,H 


547.4 (M + H) 


1 1 
3.69 


2502 


9 

2CF,CQ,H 


623.4 (M + H) 


4.10 


2503 




638.2 (M + H) 


3.20 


2504 


0 

cor 

2CF,CO»H 


589.2 (M + H) 


3.62 


2505 


9 

0 

3CF,C0 2 H 


664.4 (M + H) 


4.25 


2506 


V 
ft 

N 

2CFJC02H 


630.4 (M + H) 


3.35 



(804) 



«004-31551 1 (P2004-31551 1A) 



[£395] 



2507 


0 KJ 1 

2CF 5 C02H 


533.2 (M + H) 


3.57 


2508 


2CF a COjH 


577.6 (M + H) 


3.58 


2509 


2CF 3 C03H 


563.2 (M+H) 


3.28 


2510 


3CFjC0sH 


632.6 (M + H) 


3.06 


2511 


9 

HN 

rrS 

2CF3C02H 


615.4 (M + H) 


4.30 


2512 


jcno 

3CF 3 COzH 


692.2 (M + H) 


3.38 



(805) 



WI82004-315511 (P2004-315511A) 



2513 


^sX) n jOl i 

2CF,C0 3 H 


641.4 (M + H) 


4.13 


2514 


STXJ 

2CF,C0,H 


595.4 (M + H) 


3.89 


2515 


2CF 3 COaH 


623.4 (M + H) 


4.20 


2516 


2CF,C0jH 


629.2 (M + H) 


4.15 


2517 


2CF a CC)2H 


613.2 (M + H) 


4.02 


2518 


CC^nYI » o c. 

CI 

CF 3 CO,H 


528.2 (M + H) 


4.03 



(806) 



m 132004-315511 (P2004-315511A) 



[S897] 



2519 


0 

CFjCOjH 


570.2 (M + H) 


3.96 


2520 


V 

N 

CF 3 CO,H 


611.0 (M + H) 


3.69 


2521 


HN'' 

CF,CO,H 


514.2 (M + H) 


3.94 


2522 


° XJ 1 

2CF»COjH 


625.4 (M + H) 


3.94 


2523 


/ 4 

HN 

o TVci 

CI s 

CF 3 C0 2 H 


558.2 (M + H) 


3.96 


2524 


r 

HN 

CI 

CF 3 CO ? H 


544.2 (M + H) 


3.67 



(807) 



ftM2004-315511 (P2004-315511A) 



ISB98] 



2525 


HN 

2CF3C02H 


613.2 (M + H) 


3.3) 


2526 


9 

HN 

°J> ci 

CFaCOjH 


596.2 (M + H) 


4.69 


2527 


9 

CI 5 

2CF 3 C02H 


673.4 (M+H) 


3.57 


2528 


CI^ S 

CF 3 C0 2 H 


634.4 (M + H) 


4.41 


2529 


xx r 

HN 

CF 3 COjH 


622.2 (M + H) 


4.45 


2530 


CF3C03H 


576 (M + H) 


4.25 



(808) 



#132004-315511 (P2004-315511A) 



[21399] 



2531 


a s 

CF 3 C02H 


604.4 (M + H) 


4.52 


2532 


XT 

o jQ^c, 

CI s 

CFaCOjH 


610.2 (M + H) 


4.40 


2533 


CF^COjH 


606.4 (M + H) 


4.29 


2534 


Out 

CF3CO2H 


594.2 (M + H) 


4.27 


2535 


2CF 3 C02H 


571.8 (M + H) 


4.99 


2536 


CF 3 CO;H 


609.8 (M + H) 


4.43 



(809) 



^2004-315511 (P2004-315511A) 



[«400] 



2537 


XT" 

CF 3 C0 3 H 


536.4 (M + H) 


4.86 


2538 


MM 

CFaCOzH 


564.6 (M + H) 


5.13 


2539 


0 

CFjCOjH 


530.6 (M + H) 


4.65 


2540 


O 

o 

2CF 3 C02H 


605.6 (M + H) 


5.21 


2541 


°r 

o 

CFsCOjH 


571.6 (M + H) 


4.45 


2542 


2CF 3 C0 2 H 


568.8 (M + H) 


4.09 



(810) ^132004-31551 1 (P2004-315511A) 



[*401] 



2543 


i CF a CO a H 


570.6 (M + H) 


5.11 


2544 


P 

2CFjCOaH 


629.6 (M + H) 


4.37 


2545 


0 XXV 

2CFiCQjH 


655.6 (M + H) 


5.35 


2546 


°r 

CD 

N 

0 

CFaCOaH 


621.8 <M + H) 


4.63 


2547 


9 

CFjCOjH 


606.8 (M + H) 


5.45 


2548 


MN 

CF3CO2H 


644.6 (M + H) 


5.2! 



(811) 



1f H2004-315511 (P2004-315511A) 



[£402] 



2549 


P' 

HN 

CFjCOjH 


632.6 (M + H) 


5.25 


2550 


Q 

2CF,COaH 


6lft.6(M + H) 


4.29 | 


2551 


6 

CFaCOzH 


616.6 (M + H) 


5.14 


2552 


f"% 

CFjCOaH 


604.6 (M + H) 


5.13 


2553 


9 

CF s CO a H 


544.6 (M + H) 


5.03 


2554 


9 

N 

rf XX 

2CF 9 C0 2 H 


585.6 (M + H) 


5.13 



(812) 



15882004-315511 (P2004-315511A) 



[*403] 



2555 


p 

AX 

2CF a CO a H 


623.6 (M + H) 


4.25 


| 2556 


0 

CFaCOaH 


574.6 (M + H) 


4.73 


2557 


9 

2CF,CO,H 


649.0 (M + H) 


5.25 


2558 


°r 
0 

CF,C0iH 


61 5.0 (M + H) 


4.51 


2559 


°XX 

2CF,COjH 


617.4 (M + H) 


4.15 


2560 


9 

HN 

Ax 

CFjCOsH 


600.6 (M + H) 


5.37 



(813) 



13H32004-315511 (P2004-315511A) 



[H404] 



2561 


9 

°xx 

2CF S C0,H 


677.0 (M + H) 


4.45 


2562 


MM 

•"a. 


638.6 (M + H) 


5.18 


2563 


C> 

MN ^ 

2CF 3 C02H 


612.6 (M + H) 


4.16 


2564 


CF 5 C0 2 H 


580.0 (M + H) 


5.01 


2565 


°tx 

CFjCOiH 


608.0 (M + H) 


5.26 


2566 


M 

CI 

2CF,C0,H 


613.6 (M + H) 


4.44 



(814) 



:ff 132004-315511 (P2004-315511A) 



[£405] 



2567 


p 

0 

2CF 3 COaH 


639.6 (M + H) 


5.48 


2568 


/ 

MM 

V 

CFsCOaH 


552.6 (M + H) 


4.92 


2569 


MN 

2CF 3 C0 2 H 


607.8 (M + H) 


4.33 


2570 


9 

CI 

2CF 3 COaH 


667.4 (M + H) 


4.67 


257! 


V 

CF 3 C0 2 H 


628.6 (M + H) 


5.29 


2572 


0 

./ 

rrS 

CI 

2CF 3 CO*H 


602.6 (M + H) 


4.35 



(8 15) 



#BB20M-315511 (P2004-315511A) 



2573 


0 yl 

a 

CFiCOjH 


570.6 (M + H) 


5.23 


2574 


/Or. 

CF s CO a H 


805.4 (M + H) 


4.91 


2575 


C&U-. 

•V 

2CF.C02H 


730.8 (M + H) 


4.47 


2576 


MN 

•'tX. 

CF s CO,H 


771.6 (M + H) 


4.93 


2577 


CFjCOjH 


745.6 (M + H) 


5.01 


2578 


N 

^^/^ 

CF s C0 2 H 


580,8 (M + H) 


5.18 



(8 16) 



#^2004-31551 KP2004- 



[H407J 



2579 


9 
0 

fx? 

2CF,CO>H 


621.8 (M + H) 


5,27 


2580 


V 

CF 3 COaH 


587.6 (M + H) 


4.51 


2581 


MM 

2CF 3 CO a H 


584.6 (M + H) 


4.21 


2582 


d CO 

CF 3 CO a H 


582.8 (M + H) 


5.03 


2583 


HN 

CF 3 COaH 


653.8 (M + H) 


4.90 


2584 


CF 3 CO,H 


604.6 (M + II) 


5.33 



(817) If ^2004-315511 (P2004-315511A) 



[SI408] 



2585 


p 

0 

rrS 

H 

2CF,COjH 


645.6 (M + H) 


5.41 


2586 


HN*' 

CFaCOjH 


458.6 (M + H) 


4.39 


2587 


° XJX f 

CFjCOaH 


458.6 (M + H) 


4.40 


2588 


OC^N^Y^, H 
CFjCOaH 


474.6 (M + H) 


4.39 


2589 


HN 

CF 3 CO,H 


474.6 (M + H) 


4.58 


2590 


CO* 

CF 3 CO,H 


542.6 (M + H) 


4.79 



(818) ^^2004-315511 (P2004-315511A) 



[#109] 



2591 


HN ' 

CF 3 C0 2 H 


518.6 (M + H) 


4.51 


2592 


HN'' 

1 

CF a COjH 


500.8 (M + H) 


4.33 


2593 


CO 

CFaCOjH 


524.6 (M + H) 


4.61 9 


2594 


CF3CO2H 


508.6 (M + H) 


4.57 


2595 


CF,COjH 


496.8 (M + H) 


4.87 


2596 


HN'' 

CF 3 CO,H 


446.8 (M + H) 


4.29 



(819) 



^^2004-315511 (P2004-315511A) 



[H410] 



2597 


CF»CO,H 


472.8 (M + H) 


4.47 


2598 


CFjCOjH 


472.8 (M + H) 


4.53 


2599 


° u 

CF 3 C0 2 H 


488.6 (M + H) 


4.55 


2600 


CF,COjH 


487.6 (M + H) 


4,65 


2601 


CFsCOaH 


556.6 (M + H) 


4.91 


2602 


CFaCOjH 


532.4 (M + H) 


4.61 



(820) 



^132004-315511 (P2004-315511A) 



[*411] 



2603 


i 

CF,CO,H 


514.8 (M + H) 


4.43 


2604 


CFaCOzH 


538.6 (M + H) 


4.80 


2605 


CF,COjH 


510.6 (M + H) 


5.00 


2606 


CFjCOjH 


460.6 (M + H) 


4,40 


2607 


CF 3 C0 2 H 


486.6 (M + H) 


4.60 


2608 


CF a C0 2 H 


484.6 (M + H) 


4.64 



(821 ) 



«004-315511 (P2004-315511A) 



1*4121 



2609 


0 IJ 

CFjCO,H 


503.6 (M + H) 


4.74 


2610 


0 XJ 

CF,CO,H 


502.6 (M + H) 


4.86 


2611 


CF 3 CO a H 


570.8 (M + H) 


5.00 


2612 


0 U 

CFjCC^H 


546.0 (M + H) 


4.80 


2613 


1 

CF»CO}H 


528.8 (M + H) 


4.63 


2614 


CF 3 C0 2 H 


552.8 (M + H) 


4.90 



(822) 



t#li2004-315511(P2004-315511A) 



1*413] 



2615 


CF 3 COjH 


536.6 (M + H) 


4.82 


2616 


CF,CO,H 


524.8 (M + H) 


5.07 


2617 


CFjCOjH 


474,6 (M + H) 


4.55 


2618 


-.J 

° u 

CF 3 C0 2 H 


468.4 (M + H) 


4.59 


2619 


CFjCOjH 


502.6 (M + H) 


4.81 


2620 


0 TXv 

CF 3 C0 2 H 


552.8 (M + H) 


4.94 



(823) ft H2004-31551 1 (P2004-31551 1A) 



2621 


CFaCOjH 


482.6 (M + H) 


4.73 


2622 


° Use, 

CFaCOjH 


546.6 (M + H) 


4.85 


2623 


/tV' 

CFjCOjH 


536.4 (M + H) 


5.08 


2624 


°XX 

CFjCOjH 


630.4 (M + H) 


5.1 1 


2625 


F 

CFjCC^H 


604.6 (M + H) 


5.16 


2626 


CF 3 CO ? H 


518.6 (M + H) 


4.75 



(824) 



ft 132004-315511 (P2004-315511A) 



1*415] 



2627 


0 UJ 

CFjCOsH 


518.6 (M + H) 


4.91 


2628 


2CF 3 CO a H 


561.6 (M + H) 


4.61 


2629 


-J 

H ^ ' AS 
0 IJ 

CF»C0 2 H 


500.8 (M + H) 


4.75 


2630 


CF,CO,H 


500.2 (M + H) 


4.85 


2631 


—J 

CFjCOjH 


516.6 (M + H) 


4.81 


2632 


-.J 

CFjCOjH 


516.6 (M + H) 


4.95 



(825) 



#132004-315511 (P2004-315511A) 



[H416] 



2633 


CFaCOjH 


584.6 (M + H) 


5.18 


2634 


CF^COjH 


560.6 (M + H) 


4.87 


2635 


CF»CO,H 


542.8 (M + H) 


4.80 


2636 


CF 3 C0 3 H 


566.6 (M + H) 


5.01 


2637 


0 U 

CF,COjH 


550.8 (M + H) 


4.95 


2638 


CF 3 C0 2 H 


538.6 (M + H) 


5.20 



(826) 



^^2004-315511 (P2004-315511A) 



2639 


0 L> 

CFjCOjH 


488.6 (M + H) 


4.65 


2640 


OC^N-Y^l H „ 
CFjCOaH 


482.6 (M + H) 


4.73 


2641 


-J 

CF,COjH 


516.8 (M + H) 


4.97 


2642 


o HI F \ F 

CF,C02H 


566.6 (M + H) 


5J2 


2643 


CFaCCbH 


496.8 (M + H) 


4.89 


2644 


CF a C0 2 H 


560.0 (M + H) 


4.98 



(827) ^2004-315511 (P2004-315511A) 



2645 


T 

CFjCCH 


550.6 (M + H) 


5.21 


2646 


CFaCOiH 


532.6 (M + H) 


4.99 


2647 


° XXJ 

CFjCOjH 


532,6 (M + H) 


5.03 


2648 


-.J 

2CF S C02H 


575.8 (M + H) 


4.80 


2649 


CF 3 C02H 


486.6 (M + H) 


4.64 


2650 


CF 3 C0 2 H 


486.6 (M + H) 


4.66 



(828) 



#|S§2004-315511 (P2004-315511A) 



t«419] 



2651 


°Xj 

CFjCOsH 


502.6 (M + H) 


4.72 


2652 


H n 

CF 3 CO,H 


502.6 (M + H) 


4.87 


2653 


Ct-N-V^ H „ P 
CFjCOiH 


570.6 (M + H) 


5.03 


2654 


0 u 

CFjCOaH 


546.6 (M + H) 


4.77 


2655 


1 

CFjCOjH 


528.8 (M + H) 


4.68 


2656 


CF 3 C0 2 H 


552.8 (M + H) 


4.89 



(829) 



WH2004-315511 (P2004-315511A) 



[H420] 



2657 


0 U 

CF,CO,H 


536.6 (M + H) 


4.85 




HN^ 






2658 


CC^-v^ H „ 

CF,COaH 


524.8 (M + H) 


5.15 










2659 


CF,CO,H 


474.8 (M + H) 


4.63 










2660 


° u 

CFaCOzH 


468.4 (M + H) 


4.61 










2661 


CF 3 C0 2 H 


502.6 (M + H) 


4.86 










2662 


CFaCC^H 


546.6 (M + H) 


4.64 



(830) 



WH20W-315511 (P2004-315511A) 



[*421] 



2663 


T 

CI 

CF 3 COjH 


536.4 (M + H) 


4.8 1 


2664 


CFaCOjH 


630.4 (M + H) 


4.85 


2665 


CF 9 C0 2 H 


604.6 (M + H) 


4.87 


2666 


HN^ 

° XJ 

CF 3 C0 2 H 


5)8.6 (M + H) 


4.67 


2667 


CF 3 CO,H 


5I8.6 (M + H) 


4.90 


2668 


ZCFsCCfcH 


56I.6 (M + H) 


| 4.64 



(831) ^^2004-315511 (P2004-315511A) 



[^422] 



2669 


CF 3 CO,H 


500.8 (M + H) 


4.73 


2670 


Ov^nY^I h „ 

CF 3 COaH 


500.8 (M + H) 


4.74 


2671 


HN^C 

CFjCOjH 


516.6 (M + H) 


4.89 


2672 


CFaCC^H 


516.6 (M + H) 


4.93 


2673 


HN^C 

CF,CO a H 


560.0 (M + H) 


4.89 


2674 


CF 3 C0 2 H 


542.8 (M + H) 


4.76 



(832) 



#^2004-315511 (P2004-315511A) 



[f£423] 



2675 


CF,C0,H 


566.6 (M + H) 


5.03 


2676 


CF,CCbH 


550.8 (M + H) 


4.96 


2677 


CFjCOjH 


538.8 (M + H) 


5.25 


2678 


HN^T 

°^:-^0..:./ 

0 J J 

CFjCOjH 


488.6 (M + H) 


4.67 


2679 


CF 3 C0 2 H 


482.4 (M + H) 


4.71 


2680 


CF 3 C0 2 H 


516.6 (M + H) 


4.95 



(833) #192004-315511 (P2O04-315511A) 

[£424] 



2681 


HN^C 

CFjCOjH 


566.8 (M + H) 


5.07 


2682 


CFaCOjH 


496.8 (M + H) 


4.83 


2683 


CFaCOaH 


560.6 (M + H) 


5.01 


2684 


T 

CI 

CF 3 CO a H 


550.6 (M + H) 


5.07 


2685 


CFaCOjH 


644.6 (M+H) 


5.29 


2686 


CF 3 C02H 


618.6 (M + H) 


5.25 



(834) 



=8132004-315511 (P2004-315511A) 



[H425] 



2687 


CFjCOaH 


532.6 (M + H) 


5.01 


2688 


O^N^N^N H n 

0 UQ 

CFsCOaH 


532,6 (M + H) 


5.04 


2689 


2CFjCOaH 


575.8 (M + H) 


4.75 


2690 


HN 

CFjCQjH 


484.6 (M + H) 


4.51 


2691 


HN 

0 U 

CF,CO,H 


500.8 (M + H) 


4.59 


2692 


HN 

CF 3 CO,H 


500.8 (M + H) 


4.71 



(835) m W2004-31551 1 (P2004-31551 1A) 



[H426] 



2693 


HN 

° o 

CF,CO,H 


544.6 (M + H) 


4.63 


2694 


HN 

1 

CFjCOjH 


526.8 (M + H) 


4.55 


2695 


HN 

° u 

CF,C0jH 


550.6 (M + H) 


4.79 


2696 


HN 

° u 

CF,C0,H 


534.6 (M + H) 


4.69 


2697 


HN 

CFaCOjH 


522.4 (M + H) 


5.03 


2698 


.A 

HN 

'TO 

CF 4 C0 2 H 


472.8 (M + H) 


4.43 



(836) 



If HB2004-315511 (P2004-315511A) 



[*427] 



2699 


A 

HN 

OC^N-^, | u 

0 KJ 

CF,COjH 


466.6 (M + H) 


4.50 


2700 


HN 

CF,CO,H 


550.6 (M + H) 


4.87 


2701 


HN 

°XX 

CF 3 C0 2 H 


480.6 (M + H) 


4.65 


2702 


HN 

CFjCOjH 


544.6 (M + H) 


4.75 


2703 


Oi^N^Y^I H „ 

T 
a 

CFaCOjH 


534.6 (M + H) 


4.90 


2704 


CFjCOjH 


628.6 (M + H) 


5.08 



(837) WW2004-315511 (P2004-315511A) 

[^428] 







2705 


HN 

F 

CF,COjH 


602.6 (M + H) 


5.10 


2706 


HN 

CF 3 COjH 


516.8 (M + H) 


4.71 


2707 


HN 

0 UJ 

CF 3 COjH 


516.8 (M + H) 


4.81 


270S 


HN 


559.6 (M + H) 


4.50 


2709 


J 

° u 

CF 3 C0 2 H 


498.8 (M + H) 


4.64 


2710 


I 

HN 

CF 3 CO,H 


498.8 (M + H) 


4.73 



(838) 



#^2004-315511 (P2004-315511A) 



[*429] 



2711 


J 

CFaCOjH 


514.8 (M + H) 


4.87 


2712 


y 

HN 

CFjCOjH 


564.6 (M + H) 


4.93 


2713 


y 

HN 

CF 3 C0 2 H 


548.6 (M + H) 


4.87 


2714 


y 

HN 

He 

CF 3 C0 2 H 


536.6 (M + H) 


5.19 


j 2715 


/ — NM 

CFjCOjH 


603.8 (M + H) 


4.76 


2716 


4- 

0 o 

r 

CFjCOjH 


603.4 (M + H) 


4.87 



(839) 



sRf§H2004-315511 (P2004-315511A) 



[H430] 



2717 


CFjCOjH 


671.6 (M + H) 


5.05 


2718 


+ 

V 

r 

HN 

CF 5 C0 2 H 


647.6 (M + H) 


4.79 


2719 


HN 

C^N^N'^V^ S I H 

CO 

CF 3 CO a H 


629.8 (M + H) 


4.67 


2720 


+ 

CF 3 C0 2 H 


653.8 (M + H) 


4.91 


2721 


r 

HN 

CFjCOjH 


637.8 (M + H) 


4.85 


2722 


4- 

V 

r 

HN 

CF 3 CO a H 


625.8 (M + H) 


5.14 



(840) 



#112004-315511 (P2004-315511A) 



[«431] 



2723 


HN 

CF 3 CO,H 


575.6 (M + H) 


4,63 


2724 


4- 

r 

MM 

CFjCOjH 


569.8 (M + H) 


4.66 


2725 


4- ; 
V 

r 

CFjCOaH 


603.8 (M + H) 


4.88 


2726 


CF a C0,H 


653.8 (M + H) 


5.01 


2727 


r 

MM 

CFjCOjH 


583.8 (M + H) 


4.77 


2728 


4- 
V 

r 

MM 

nX 

CF 3 CO,H 


647 (M + H) 


4.92 



(841) ^2004-315511 (P2004-315511A) 



[«432] 



2729 


? 

CFjCOjH 


637.8 (M + H) 


5.13 


2730 


CF»CO,H 


731.6 (M + H) 


5.19 


2731 


if. 

CFjCO,H 


705.8 (M + H) 


5.22 


2732 


HN 

Ax 

CFaCO^H 


619.8 (M + H) 


4.91 


2733 


HN— ' 

OCX 

CFjCOjH 


619.8 (M + H) 


4.93 


2734 


•if 

2CF a COaH 


663.0 (M + H) 


4.67 



(842) 



^^2004-31551 1 (P2004-31551 1A) 



1*433] 



2735 


CFjCdH 


63I.8(M + H) 


5.01 


2736 


°» CI 

CFjCOjH 1 


699.0 (M + H) 


5.19 


2737 


CFsCOaH 


675.8 (M + H) 


4.95 


| 2738 


CF,COjH 


657.8 <M + H) 


4.81 


2739 


CFjCCH 


665.8 (M + H) 


4.97 


2740 


CF 3 C0 2 H 


653.8 (M + H) 


5.27 



(843) 



ft gS2004-31551 1 (P2004-31551 1A) 



[#134] 



2741 


CF,COjH 


603.4 (M + H) 


4.77 


2742 


f ^NM 

CF 3 C02H 


597.8 (M + H) 


4.79 


2743 


CFjCOjH 


631.8 (M + H) 


5.02 


2744 




681.8 (M + H) 


5.14 


2745 


o rN ccr 

CFaCOiH 


611.8 (M + H) 


4.93 


2746 


CFaCC^H 


675.0 (M + H) 


5.05 



(844) 



#M2004-315511(P2004-315511A) 



[*435] 



2747 


^ S ^ CI 

CF 3 CO,H 


665.8 (M + H) 


5.29 


2748 


CFaCOjH 


759.6 (M + H) 


5.31 


2749 


CFaCOzH 


733.8 (M + H) 


5.36 


2750 


CF 3 CO s H 


647.8 (M + H) 


5.05 


2751 


CF 3 co 2 H 


647.8 (M + H) 


5.08 


2752 


2CF 3 CO ? H 


691.0 (M + H) 


4.89 



(845) #132004-315511 (P2004-315511A) 

IH436J 

m<DK5%) 



2753 


CF,COjH 


559.6 (M + H) 


4.51 


2754 


CFjCOjH 


575.6 (M + H) 


4.57 


2755 


HN >IH 

VvN^V 
CFaCOaH 


575.6 (M + H) 


4.69 


2756 


o a 

CFaCOaH 


619.6 (M + H) 


4.63 


2757 


"fa 0 

NH 

CFaCOjH 


625.8 (M + H) 


4.72 


2758 


NH 

CFjCC^H 


609.8 <M + H) 


4.67 



(846) 



If SJ2004-31551 1 (P2004-31 551 1 A) 



[£437] 



2759 


NH 

CF,COjH 


541.8 (M + H) 


4.45 


2760 


lIH 

°^cu xr° CF ' 

CF,CO,H 


625.8 (M + H) 


4.38 


2761 


NH 

CFjCOzH 


555.8 (M + H) 


4.57 


2762 


NH 

CF^CC^H 


609.8 (M + H) 


4.94 


2763 


CFjCOaH 


677.8 (M + H) 


5.05 


2764 


NH 

CF 3 C0 2 H 


591.6 (M + H) 


4.73 



(847) 



#^2004-315511 (P2004-315511A) 



2765 


NH 

CFjCOjH 


591.6 (M + H) 


4.75 


2766 


2CF s COjH 


635,0 (M + H) 


4.47 


2767 


H 2 N 

NH 

2CF,COjH 


503.6 (M + H) 


3.83 


2768 


2CF a C02H 


503.6 (M + H) 


3.99 


2769 


H 2 N. 

NH 

°» a 

2CF 3 C02H 


571.6 (M + H) 


4.16 


2770 


NH 

°* Br 

2CF S C02H 


547.6 (M + H) 


3.85 



(848) 



#^2004-315511 (P2004-315511A) 



CH439] 



2771 


NH 

2CF 3 C02H 


529.6 (M + H) 


3.75 


2772 


H 2 N^ 

O a 

2CF 3 COjH 


553.8 (M + H) 


3.99 


2773 


H a N^ | 
S*H 

o 2 

2CF 3 C02H 


537.6 (M + H) 


3.93 


2774 


NH 

2CF 3 C02H 


525.$ (M + H) 


4.22 


2775 


H 2 N^ 

NH 

2CF 3 C0 2 H 


475.6 (M + H) 


3.64 


2776 


H 2 N^ 

NH 

2CF 3 C02H 


469.6 (M + H) 


3.71 



(849) 



#132004-315511 (P2004-315511A) 



[H440] 



2777 


H a N^ 

2CF,CO a H 


503.6 (M + H) 


3.97 


2778 


o 2 

2CFjCOjH 


553.8 (M + H) 


4.17 


2779 


NH 

^rn a rr 

2CF 3 C0 2 H 


483.4 (M + H) 


3.87 


2780 


KIH 

2CF 3 COjH 


547.6 (M + H) 


4.04 


2781 


^— ^"^ S CI 
2CF s CCbH 


537.4 (M + H) 


4.23 


2782 


2CF 3 C02H 


63!.6<M + H) 


4.23 



(850) WM2004-315511 (P2004-315511A) 

[*441] 



2783 


H 2 N^ 

NH 

2CF 3 COjH 


605.8 {M + H) 


4.41 


2784 


"X 

2CF 3 C0 2 H 


519.6 (M + H) 


4.01 


2785 


H 2 N. 

NH 

2CF 4 C0 2 H 


519.6 (M + H) 


4.07 


2786 


Oj 

3CF 3 CO,H 


562.6 (M + H) 


3.77 


2787 


NH 

8, 

2CF 3 C0 2 H 


531.6 (M + H) 


3.90 


2788 


NH 

2CF 3 C02H 


531.6 (M + H) 


4.04 



(851) 



!ff H82004-315511 (P2004-315511A) 



[£442] 

(*<£>0-3£) 



2789 


°> it 

2CF 3 CO,H 


599.6 (M + H) 


4.24 


2790 


2CF 3 C02H 


575.0 (M + H) 


3.95 


2791 


SjlH 

2CF s COaH 


557.6 (M + H) 


3.86 


2792 


NH 

2CF 3 COaH 


565.6 (M + H) 


4.03 


2793 


^^tTY^ h rr^ 

2CF 3 C02H 


554 (M + H) 


4.29 


2794 


SjlH 

2CF3COJH 


503.6 (M + H) 


3.78 



(852) 



M004-315511 (P2004-315511A) 



[^443] 





H 7 N^ 






2795 


NH 

2CFjCO,H 


497.6 (M + H) 


3.83 


2796 


2CFjCO,H 


531.6 (M + H) 


4.05 


2797 


"\ 

NH 

2CF3COjH 


582.0 (M + H) 


4.23 


2793 


2CF s CO a H 


511 (M + H) 


3.95 










2799 


2CF 3 CO a H 


575.6 (M + H) 


4.10 










2800 


2CF,CO,H 


565.0 (M+H) 


4.32 



(853) 1WB2004-315511 (P2004-315511A) 

[SI444] 



2801 


2CF 3 COaH 


659.6 (M + H) 


4.35 


2802 


2CF 3 COjH 


634.0 (M + H) 


4.43 


2803 


\ 

2CF 3 COsH 


547.6 (M + H) 


4.09 


2804 


NH 

2CF s COaH 


547.6 (M + H) 


4.15 


2805 


3CF 3 C02H 


590.6 (M + H) 


3.93 


2806 


H a N. 

2CF 3 CO,H 


459.6 (M + H) 


4.07 



(854) 



$f 182004-315511 (P2004-315511A) 



[^445] 



2807 


2CF 3 CO,H 


477.6 (M + H) 


4.07 


280$ 


H 2 N. 

2CF 3 C02H 


475.6 (M + H) 


4.07 


2809 


2CF s CO,H 


475.6 (M + H) 


4.23 


2810 


H 2 N. 

2CF3COJM 


501.8 (M + H) 


4.15 


2811 


2CF,C02H 


509.4 (M + H) 


4.27 


2812 


2CF,C0 2 H 


525.6 (M + H) 


4.37 



(855) #^2004-315511 (P2004-315511A) 

[H446] 



2813 


2CF a COjH 


5I9.6(M + H) 


4.25 


2814 


2CF3C02H 


509.4 (M + H) 


4.49 


2815 


2CF 3 CCfeH 


603.0 (M + H) 


4.60 


2816 


2CF 3 C02H 


577.6 (M + H) 


4.72 


2817 


2CF 3 C02H 


491 (M + H) 


4.31 


2818 


H 2 N. 

2CF3C02H 


491.6 (M + H) 


4.33 



(856) 



#112004-315511 (P2004-315511A) 



[*447] 



2819 


8, XJT 

3CF.C02H 


534.6 (M + H) 


4.01 


2820 


Oj 

2HCI 


325.4 (M + H) 


3.91 


2821 


2HCI 


359.4 (M + H) 


4.24 


2822 


F^F 

2HCI 


409.4 (M + H) 


4.51 


2823 


r 

° IJk 

2HCI 


339.6 (M + H) 


4.09 


2824 


2HCI 


403.4 (M+H) 


4.28 



(857) 



#132004-315511 (P2004-315511A) 



[*448] 







2825 


NH 

2HCI 


393.0 (M + H) 


4.57 


2826 


f 

X 

2HCI 


521.6 (M + H) 


4.69 


2827 


X 

2HCI 1 


461.6 (M + H) 


4.77 


2828 


0 XJ 

2HC1 


375.4 (M + H) 


4.33 


2829 


NH 

2HC1 


375.4 (M + H) 


4.39 


2830 


2HCI 


418.8 (M+H) 


4.33 



(858) #^2004-315511 (P2004-315511A) 

t«449] 



2831 


2HCI 


343.4 (M + H) 


3,96 


2832 


2HCI 


343.4 (M + H) 


4.03 


2833 


NH 

° \J 

2HCI 


359.4 (M + H) 


4.05 


2834 


NH 

o'TJ 

2HCI 


359.4 (M + H) 


4.24 


2835 


r 

2HCI 


403.4 (M + H) 


4.07 


2836 


Co" 

2HCI 


385.4 (M + H) 


4.00 



(859) 



!Rf ^2004-31551 1 (P2004-31551 1A) 



[H450] 



2837 


NH p 

0 \J 

2HCI 


409.4 (M + H) 


4.32 


2838 


NH 

2HCI 


393.6 (M + H) 


4.23 


2839 


2HCI 


381.6 (M + H) 


4.62 


2840 


2HCI 


330.8 (M + H) 


3.83 


2841 


NH 

2HCI 


361.4 (M + H) 


4.05 


2842 


NH 

2HCI 


427.4 (M + H) 


4.51 



(860) 



H M2004-315511 (P2004-315511A) 



[SI451] 



2843 


2CF 3 COjH 


458.4 (M + H) 


3.22 


2844 


H " 
2CF,CO a H 


415.4(M + H) 


3.01 


2845 


2CF s CO a H 


432.6 (M + H) 


3.26 


2846 


2CF,COjH 


396.2 (M + H) 


2.81 










2847 


2CF S C0 2 H 


450.0 (M + H) 


3.09 


2848 


H 

2CF 3 C03H 


408.4 (M + H) 


2.85 



(86 1) 



^2004-315511 (P20O4-315511A) 



[3M52] 



2849 


H 

2CF,C0 2 H 


434.4 (M + H) 


2.89 


2850 


2CF 3 C03H 


440.0 (M + H) 


3.20 


2851 


2CF,COjH 


482.4 (M + H) 


3.43 


2852 


2CF,COsH 


466.4 (M + H) 


2,71 


2853 


H 

2CF,COaH 


380.2 (M + H) 


2.72 


2854 


H F 
2CF 3 C0 2 H 


426.2 (M + H) 


2.91 



(862) 



#132004-315511 (P2004-315511A) 



[*453] 



2855 


H O 

1 

2CF,C0 2 H 


450.0 (M + H) 


2.82 


2856 


n 0 
2CF,CO,H 


434.4 (M + H) 


2.69 


2857 


2CF s COsH 


440.0 <M + H) 


2.85 


2858 


2CF,C02H 


550.6 (M + H) 


3.80 


2859 


3CF 3 C02H 


441.4 (M + H) 


3.03 


2860 


ZCF 3 C0 2 H 


446.6 (M + H) 


3.41 



(863) 



WI32004-315511 (P2004-315511A) 



[H454] 



2861 


2CF a CO,H 


448.4 (M + H) 


2.91 


2862 


H 

2CF,COjM 


424.2 (M + H) 


3.05 


2863 


H 

3CF 3 COaH 


441.4 (M + H) 


2.68 


2864 


H T 1 
3CF,COjH 


463.4 (M + H) 


2.76 


2865 


H 

2CF 3 C02H 


408.4 (M + H) 


2.91 


2866 


CC*1 XT OCr cl 

H CI 
2CF 4 CO,H 


492.2 (M + H) 


3.30 



(864) 



WW2004-315511 (P2004-315511A) 



[H455] 



2867 


2CF 3 C02H 


464.2 (M + H) 


2.93 


2868 


2CF3CO2H 


474.4 (M + H) 


3.27 


2869 


2CF,C02H 


390.6 (M + H) 


2.88 


2870 


0 

2CF 3 C02H 


482.2 (M + H) 


3.43 


2871 


H 

2CF 3 COjH 


408.4 (M + H) 


2.91 


2872 


H .6 

2CF 3 C0 2 H 


420.4 (M + H) 


2.91 



(8 



!ftll2004-315511(P2004-315511A) 



2873 


N N ^ Br 
2CF S C02H 


468.2 (M + H) 


3.09 


2874 


^N" OH 
H 

2CF,CO,H 


406.4 (M + H) 


2.80 


2875 


1 

2CF 3 C0 2 H 


464.2 (M + H) 


2.97 


2876 


3CF 3 COjH 


524.6 (M + H) 


3.12 


2877 


2CF 3 C02H 


442.4 (M + H) 


3.10 


2878 


H F 
2CF,CO a H 


426.2 (M + H) 


2.90 



(866) 



WBB2004-31551 1 (P2004-31 551 1A) 



[S?457] 



2879 


2CF,CO,H 


480.2 (M + H) 


2.89 


2880 


H 

2CF 3 C0 2 H 


468.2 (M + H) 


3.07 


2881 


" Th 

2CF,CO,H 


422.4 (M + H) 


2.61 


2882 


2CF,COjH 


450.0 (M+H) 


2.93 


2883 


H 

2CF 3 CO a H 


404.6 (M + H) 


3.01 


2884 




436.4 (M + H) 


3.08 



(867) 



#^2004-315511 (P2004-315511A) 



[H458] 



2885 


H 

2CF 3 COaH 


440.0 (M + H) 


3.18 


2886 


H 1 
2CF a C02H 


470.4 (M + H) 


3.25 


2887 


H T 

2CF 4 COjH 


450.0 (M + H) 


3.01 


2888 


2CF,COiH 


466.4 (M + H) 


3.40 


2889 


H N 

2CF 3 C02H 


415.4 (M + H) 


2.83 


2890 


2CF1CO2H 


458.4 (M+H) 


3.25 



(868) #^2004-315511 (P2004-315511A) 

[*459] 



(*tf>o^#) 



2891 


Br 

^^^N N — ^ 
2CFjCO a H 


468.2 (M + H) 


3.00 


2892 


2CF,CO,H 


406.4 (M + H) 


2.66 


2893 


2CF3COaH 


420.4 (M + H) 


2.92 


2894 


3CF 3 C0 2 H 


379:4 (M + H) 


2.71 


2895 


2CF 3 C0 2 H 


434.4 (M + H) 


2.87 


2896 


2CF 3 C0 2 H 


480.2 (M + H)\ 


3.17 



(869) 



#^2004-315511 (P2004-315511A) 



[*460] 



2897 


Y 

Co £T»~xy f 

2CF a C02H 


426.2 (M + H) 


2.98 


2898 


H / ^ T 

2CF 3 C02H 


480.2 (M + H) 


2.99 


2899 


2CF,CO,H 


528.4 (M + H) 


3.15 


2900 


2CF,C0 2 H 


458.4 (M + H) 


3.19 


2901 


2CF 3 C02H 


480.2 (M + H) 


2.92 


2902 


2CF 3 CO ? H 


470.4 (M + H) 


3.27 



(870) #132004-315511 (P2004-315511A) 



2903 


H 1 
2CF 3 C0 2 H 


404.6 (M + H) 


2.87 


2904 


2CF 3 C02H 


460.4 (M + H) 


3.48 


2905 


H 

2CF 3 C0 2 H 


410.4 (M+H) 


2.96 


2906 


2CF,CO a H 


450.0 (M + H) 


3.03 


2907 


H IT 
2CFjC0 2 H 


434.4 (M + H) 


3.08 


2908 


2CF 3 C0 2 H 


452.2 (M + H) 


2.79 



(87 1 ) 



ft!B2004-315511 (P2004-315511A) 



[*462] 



2909 


H 

2CF S C0,H 


396.2 (M + H) 


2.81 


2910 


3CF,C0,H 


459.4 (M + H) 


3.21 


2911 


H CI 
2CF3C03H 


458.2 (M + H) 


3.08 


2912 


H 

2CF a CO ? H 


410.4 (M+H) 


2.88 


2913 


2CF 3 C0 2 H 


426.2 (M + H) 


3.01 


2914 


3CF3CO2H 


429.4 (M + H) 


2.97 



(872) =tf B32004-315511 (P2004-315511A) 

mm) 



2915 


3GF,C02H 


507.2 (M + H) 


3.51 


2916 


fit r^TrtVs 

2CF,CO,H 


522.4 (M + H) 


3.56 


2917 


3CF a CO,H 


483.2 (M + H) 


2.80 


291S 


Br 

SCFaCOjH 


507.2 (M + H) 


3.27 


2919 


N 8 

2CF a CO,H 


474.2 (M + H) 


3.10 


2920 


2CF 3 C0 2 H 


450.0 (M + H) 


3.00 



(873) W8H2Q04-315511 (P2004-315511A) 

[H464] 



2921 


H 1 
2CF3C0 2 H 


498.4 (M + H) 


3.15 


2922 


3CFaC03H 


459.4 (M + H) 


2.99 


2923 


n 

2CF 3 C02H 


476.0 (M + H) 


3.10 


2924 


^N*' OH 

" cr 

2CF 3 COaH 


518.2 (M + H) 


3.10 


2925 


n F 

2CF,C02H 


476.2 (M + H) 


3.12 


2926 


2CF 3 CO a H 


490.4 (M + H) 


3.35 



(874) 



#^2004-315511 (P2004-315511A) 



[*465] 



2927 


^ 0^ 
H 

2CF a COjH 


434.4 (M + H) 


3.11 


2928 


N [1 ! 

r° 

2CF,CO,H 


478.4 (M + H) 


3.29 


2929 


2CF S C02H 


438.2 (M+H) 


3.01 


2930 


3CF 3 COjH 


433.4 (M + H) 


2.59 


2931 


H Y 

2CF 3 C0 2 H 


438.2 (M + H) 


2.90 


2932 


H 

2CF 3 C0 2 H 


456.2 (M + H) 


3.10 



(875) 



#132004-315511 (P2004-315511A) 



[H466] 



2933 


2CF 3 C0 2 H 


492.2 (M + H) 


3.25 


2934 


"n" F+F 

H F 

2CF 3 C0 2 H 


476.2 (M + H) 


3.11 


2935 


2CF 3 COaH 


490.4 (M + H) 


3.20 


2936 


T 

2CF 3 CO,H 


448.4 (M + H) 


3.17 


2937 


Y 1 F 

2CF 3 C0 2 H 


489.6 (M + H) 


3.31 


2938 


2CF 3 COjH 


528.2 (M + H) 


3.03 



(876) 



#112004-315511 (P2004-315511A) 



[*467] 



2939 


"nT f-4-f 

2CF 3 CO,H 


476.2 (M + H) 


2.99 


2940 


2CF a C02H 


447.4 (M + H) 


2.66 


2941 


2CFjCOaH 


532.4 (M + H) 


3.66 


2942 


^N^ OH 

H Br 
2CF 3 C02H 


5 14.4 (M + H) 


3.08 


2943 


Y 

H 

3CF,C0 2 H i 


393.4 (M + H) 


2.79 


2944 


H 

2CF!C0 2 H 


474.4 (M + H) 


3.24 



(877) 



#^2004-315511 (P2004-315511A) 



CSI468] 



2945 


H F-l-F 
F 

2CF 3 eO*H 


526.6 (M + H) 


3.44 


2946 


^N* F-|-F 

H F 
2CF,C0 8 H 


526.6 (M+H) 


3.42 


2947 


-N" F+F 

CO. jCT«"Or s 

2CF 3 C02H 


490.4 (M + H) 


3.35 


2948 


H ° 
2CF 3 CO a H 


462.2 (M + H) 


3.43 


2949 


H 1 

2CF 3 C02H 


418.6 (M + H) 


3.13 


2950 


c& B Jcrno 

2CF3C07H 


458.4 (M + H) 


3.10 



(878) 



=8IPi2004-315511 (P2004-315511A) 



[H469] 



2951 


C^l CT H » xft 

2CF»C0jH 


476.4 (M + H) 


3.19 


2952 


^ F 

H ,o 

2CFiC0 2 H 


438.2 (M + H) 


2.95 


2953 


^N^ OH 

H OH 
2CF 3 C0 2 H 


422.4 (M + H) 


2.61 


2954 


H CI 
2CF 3 C0 2 H 


458.2 (M + H) 


3.07 


2955 


T 

H 

2CF 3 C07H 


470.4 (M + H) 


3.45 


2956 


2CF 3 C0 2 H 


471.6 (M + H) 


2.88 j 



(879) 



^^2004-315511 (P2004-315511A) 



[*470] 



2957 


2CF 3 C0 2 H 


472.4 (M + H) 


3.36 


2958 


Y 

H 1 
2CF 3 CO,H 


450 (M + H) 


2.75 


2959 


2CF»COaH 


448.4 (M + H) 


3.20 


2960 


H ,o 

2CFjC0 3 H 


508,4 (M + H) 


3.00 


2961 


N N OH 
2CF 3 C0 7 H 


420.4 (M + H) 


2.80 


2962 


H 

2CF 3 CO,H 


474.4 (M + H) 


3.20 



(880) 



#^2004-315511 (P2004-315511A) 



[*471] 



2963 


2CF 3 C02H 


404.4 (M + H) 


2.87 


2964 


C?JUXc6 

fi^^ CI 
2CF 3 CO>H 


458.2 (M + H) 


3.00 


2965 


H 

3CF,COjH 


394.4 (M + H) 


2.30 


2966 


N N ^ O 
2CF 3 C0 2 H 


505.4 (M + H) 


2.60 


2967 


N N ^ 
H 

2CF 3 C0 2 H 


424.2 (M + H) 


3.00 


2969 


H OH ' 
2CF 3 C02H 


436.4 (M + H) 


2.71 



(881) ^2004-315511 (P2004-315511A) 

[*472] 



2969 


2CF,C0 2 H 


432.4 (M + H) 


3.30 


2970 


N a 

2CFjC0 2 H 


424.2 (M + H) 


2.95 


2971 


H ill 
N 

2CF 3 C02H 


415.4 (M + H) 


2.79 


2972 


H T 

2CF 3 CO J H 


480.2 (M + H) 


3.00 


2973 


o 

6 

2CF 3 C02H 


496.2 (M + H) 


3.46 


2974 


2CF 3 C02H 


562.2 (M + H) 


2.99 



(882) 



4^012004-315511 (P2004- 



[*473] 



2975 


2CF 3 C02H 


492.4 (M + H) 


3.64 


'JOT* 


Y ?' F F 
H 

2CF3CO2H 


492.2 (M + H) 


3.25 


if 77 


2CFjC0 3 H 


448 4 CM + H) 


3.22 




F F 

2CF 3 C0 2 H 


456.2 (M + H) 


3.09 


2979 


Y 

2CF 3 CO,H 


434.4 (M + H) 


2.89 


2980 


^N' OH | 
H 

2CF 3 CO,H 


436.4 (M + H) 


2.79 



(883) 



^2004-315511 (P2004-315511A) 



[H474] 



2981 


2CF 3 C0 2 H 


438,2 (M + H) 


2.91 


2982 


3CFjC0 2 H 


441.4 (M + H) 


2.55 


2983 


2CF 3 CO a H 


446.4 (M + H) 


3.13 


2984 


3CF,CO,H 


461.4 (M + H) 


2.46 


2985 


2CFiC02H 


422.2 (M + H) 


3.01 


2986 


2CF 3 C0 3 H 


510.2 (M + H) 


2.85 



(884) 



8HB2004-31551KP2004- 



[*E475] 



2987 


H 

2CF 3 C02H 


414.4 (M + H) 


2.36 


2988 


f 

rt^l jTT^s ti 

H 

2CF 3 C02H 


534.2 (M + H) 


3.13 


2989 


Y 

2CF,C0 2 H 


424.2 (M + H) 


3.08 


2990 


C?I jCnrtV 

H F— |— F 

F 

2CF 3 COiH 


510.4 (M + H) 


3.32 


2991 


"N" F-4-F 

H CI 
2CF,C0 2 H 


510.4 (M + H) 


3.17 


2992 


2CF 3 C0 2 H 


476.4 (M + H) 


3.17 • 



(885) 



&H2004-315511 (P2004-315511A) 



[ 31476] 



2993 


F— p-F 
F 

2CF5COJH 


476.2 (M + H) 


3.21 


2994 


N N y OH 
H F 

2CF 3 COiH 


454.2 (M + H) 


2.77 


2995 


N H T 9 

2CFjCOsH 


468.4 (M + H) 


2.89 


2996 


Y 

2CF 3 C02H 


418.6 (M + H) 


3.12 


2997 


2CF 3 CO a H 


496.4 (M + H) 


3.29 


2998 


3CF 3 C02H 


472.6 (M + H) 


2.99 



(886) ft HB2004-315511 (P2004-315511A) 

[«477] 



2999 


2CF s CO,H 


466.4 (M + H) 


3.37 


3000 


2CF 3 C0 2 H 


574.2 (M + H) 


3.64 


3001 


H 

2CFjCO,H 


430.4 (M + H) 


3.05 


3002 


H 1 1 
2CF 3 CO,H 


532.4 (M + H) 


4.05 


3003 


v 

V N" O F 
2CFjCO,H 


552.0 (M + H) 


3.37 


3004 


CF,CQ 2 H 


448.4 (M + H) 


3.51 



(887) 



WRJ2Q04-315511 (P2004-315511A) 



[*478] 



3005 


^n" 0 
CF 3 C0,H 


454.2 (M + H) 


3.91 


3006 


^N" 0 

rrS rr« A ici 

H CI 
CF 3 C0 2 H 


472 4 fM + HS 


4.02 


JvW f 


CF s C0»H 


494 4 f M + HI 


4.01 


3008 


^n" o 

CFjCOjH 


537.4 (M + H) 


3.77 


3009 


Si" o 
CF 3 C0 2 H 


418.6 (M + H) 


3.63 


3010 


CF 3 C02H 


418.6 (M + H) 


3.51 



(888) 



#^2004-315511 (P2004-315511A) 



[31479] 



3011 


^N" 0 
H 

CFjCOjH 


396.2 (M + H) 


3.47 


3012 


CFjCOjH 


434.4 (M + H) 


3.52 


3013 


^n" o 

CF»CO,H 


395.4 (M + H) 


3.15 


3014 


x n" 0 
CFjCOjH 


460.2 <M + H) 


4.03 


3015 


^ O 
CFjCOaH 


418.6 (M >H) 


3.65 


3016 


CF 3 CO a H 


462.2 (M + I I) 


4.09 



(889) 



^^2004-315511 (P2004-315511A) 



3017 


^n' 0 

^^^^ 
CF 3 CO,H 


484.2 (M + H) 


3.79 


3018 


CF,COjH 


498.6 (M + H) 


3.88 


3019 


N02 

CF 3 C02H 


483.2 (M + H) 


3.80 1 


3020 


CFjCOjH 


478.2 (M + H) 


3.49 


3021 


O 

CF 3 CO a H 


450.0 (M + H) 


3.61 


3022 


H 

CF 3 COjH 


448.2 (M + H) 


3.70 



(890) 



*lffi2004-315511 (P2004-315511A) 



[31481] 



3023 


CI 

CF 3 C0 2 H 


554.4 (M + H) 


4.41 


3024 


V 

CI 

CFaCOjH 


598.2 (M + H) 


4.03 


3025 


oi.JCT'^O""' 

N R 

CFjCOjH 


499.2 (M + H) 


3.59 


3026 


CF,COjH 


524.6 (M + H) 


3.84 


3027 


2CF 3 C0 2 H 


497.4 (M + H) 


3.80 


3028 


H 

CF 3 C0,H 


4I0.2(M + H) 


3.43 



(89 1 ) 



$5fHB2004-315511 (P2004-315511A) 



[4(482] 



3029 


CF a C0 2 H 


468.2 <M + H) 


3.77 


3030 


Nl" O 

H NO, 

CFjCOjH 


463.2 (M + H) 


3.73 


3031 


^n" OF 


490.4 (M + H) 


3.91 


3032 


" « v 

CFjCOjH 


490.4 (M + H) 


3.94 


3033 


H 

CF 3 C0 2 H 


490.4 (M + H) 


3.85 


3034 


CF 5 COjH 


490.4 (M + H) 


3.87 



(892) 



$1132004-315511 (P2004-315511A) 



[*483] 



3035 


CFjCOjH 


490.4 (M + H) 


3.63 


3036 


^ O 
H 

CF 3 C02H 


490.2 (M + H) 


3.54 


3037 


^N^ O CF» 

R CF, 
CF 3 COaH 


540.4 (M + H) 


3.95 


3038 


N*" O F 
CF 3 COjH 


440.4 (M + H) 


3.58 


3039 


LJ 

CF 3 COjH 


458.4 (M + H) 


3.56 


3040 


CF 3 C0 2 H 


476.4 (M + H) 


3.83 



(893) 



&IH2004-315511 (P2004-315511A) 



CH484] 

($00^) 



304 1 


N N y CI 

H F 
CF,C0,H 


490.4 (M + H) 


3.82 


3042 


CF 3 COjH 


508.0 (M + H) 


3.85 


3043 


^n" ' 0 
CF s CO,H 


438.2 <M + H) 


3.71 


3044 


H I \ 
CFjCOjH 


464.2 (M + H) 


3.65 


3045 


CF,C02H 


448.4 (M + H) 


3.47 


3046 


CF 3 C0 2 H 


440.4 (M + H) 


3.59 



(894) 



1#I!2004-315511 (P2004-315511A) 



3047 


^ 0 

H ^0 1 
CF 3 CO,H 


464.2 (M + H) 


3.36 


3048 


CF,COsH 


464.4 (M + H) 


3.39 


3049 


^ O 
CFjCOjH 


432.4 <M + H) 


3.81 


3050 


CF 3 C0 2 H 


448,4 (M + H) 


3.69 


3051 


CFjCOaH 


438.2 (M + H) 


3.69 


3052 


" CI 
CF 3 C0 2 H 


472.4 (M + H) 


4.03 



(895) 



t#H2004-315511 (P2004-315511A) 



[^486] 

(^t£>Q<3g) 



3053 


H CN 
CFjCO^H 


429.2 (M + H) 


3.47 


3054 


A 

CF,C0 2 H 


488.4 (M + H) 


4.60 


3055 


c&,xrA. 

H W 
CFaCOaH 


424.2 (M + H) 


3.41 


3056 


CF 3 CO,H 


530:2 (M + H) 


3.83 


3057 


^n" o 

CF 3 C0 2 H 


446.4 (M + H) 


4.02 


3058 


CF 3 C0 3 H 


438.2 (M + H) 


3.70 



(896) 



^M2004-315511 (P2004-315511A) 



[11487] 



3059 


O CF 3 

(TV'S r — t — 's^SrS 

H 

CF 3 COjH 


472.4 (M + H) 


3.55 


3060 


CFjCCbH 


506.4 (M + H) 


3.71 


3061 


O 1 

CFaCOzH 


530.2 {M + H) 


3.61 


3062 


V 

CF 3 COjH 


474;4 (M + H) 


4.41 


3063 


CF 3 CO»H 


476.4 (M + H) 


4.14 


3064 


CF 3 CO z H 


502.4 (M + H) 


4.83 



(897) 



#f)2004-315511 (P2004-315511A) 



[H488] 



3065 


^N-" o 
CF,CO,H 


480.4 (M + H) 


4.09 


3066 


^N^ 0 CI 
CFjCOjH 


ASM A (KA 4 l-tt 


3.84 


3067 


^n" o f 
CFjCOjH 






in/a 
Judo 


>" 0 F 


494 4 fM + l-H 


3.79 


3069 


^N^ O CI 
H 

CFjCOjH 


472.4 (M + H) 


3.55 


3070 


CF 3 CO ? H 


464.4 (M + H) 


3.63 



(898) 8882004-315511 (P2004-315511A) 

mm] 

(^g)-o<3#) 



3071 


F 

CF,COjH 


458.2 (M + H) 


3.69 


3072 


J 

CFjCOjH 


440.4 (M + H) 


3.69 


3073 


u I 

. H p 

CFjCCHH 


440.4 (M + H) 


3.66 


3074 


CFaCOjH 


422.4 (M + H) 


3.55 


3075 


CF,COjH 


460.4 (M + H) 


4.24 


3076 


^M" 0 
H 

CF 3 C0 2 H 


429.2 (M + H) 


3.42 



(899) 



8IB2004-315511 (P2004-315511A) 



mm 



3077 


CFjCOjH 


434.4 (M + H) 


3.61 


3078 


Out. jO^^O. 

H CF 3 
CFiCC^H 


488.4 (M + H) 


3.86 


3079 


CFjCOaH 


518.6 (M + H) 


4,74 


3080 


^N^ O F 
CFjCOjH 


458.2 (M + H) 


3.68 


3081 


H 

CFjCOjH 


410.4 (M + H) 


3.58 


3082 


CFaCOaH 


540.4 (M + H) 


4.19 



(900) 



ft H2004-315511 (P2004-315511A) 



mm] 



3083 


H 

CF,COaH 


422.2 (M + H) 


3.50 


3084 


CF,COjH 


494.4 (M + H) 


3.39 


3085 


H 

CFjCOjH 


440.0 (M + H) 


3.55 


3086 


CFjCO^H 


438.2 (M + H) 


3.48 


3087 


CF,CO,H 


454.2 (M + H) 


3.75 


3088 


H 

CF 3 C0 2 H 


472.4 (M + H) 


3.83 



(90 1) 



^^2004-315511 (P2004-315511A) 



[*492] 



30*9 


CCa XT i,a O' f 

CFaGOzH 


422.2 (M f H) 


3.51 


3090 


N*' 0 
CFaCOaH 


472.4 (M + H) 


3.87 


3091 


Nl' O P 
CFjCOsH 


500.4 (M + H) 


3.03 


3092 


^N" o 

H I 
2CF,COjH 


447.4 (M + H) 


2.59 


3093 


H W // 
CFjCOjH 


486.4 (M + H) 


3.25 


3094 


CF 3 CO a H 


488.4 (M + H) 


2.81 



(902) 



#112004-315511 (P2004-315511A) 



[fM93] 



3095 


c&„xr«' s xx t , 

N N / CI 
H 

CF 3 COaH 


452.4 (M + H) 


2.98 


3096 


CFaCOaH 


496.4 (M + H) 


3.29 


3097 


CF 3 CO,H 


448.4 (M + H) 


2.77 


3098 


CFaCOjH 


458.4 (M + H) 


3.06 


3099 


N H 

CFaCOaH 


484.4 (M + H) 


3.40 


3100 


CF 5 C0 2 H 


418.6 (M + H) 


2.69 



(903) 



ttl5SJ2004-315511 (P2004-315511A) 



[£494] 



3101 


2CF s CO*H 


496.4 (M + H) 


3.0i 


3102 


^N - ** O Ct 
H 

CFsCOzH 


483.4 (M + H) 


2.79 


3103 


^ 0 
CFjCOiH 


420.4 (M + H) 


2.76 


3104 


^N*' O CI 
CF 3 C0 2 H 


516.2 (M + H) 


3.03 


3105 


CF,C0 2 H 


480.4 (M + H) 


2.41 


3106 


CF 3 C0 2 H 


483.2 (M + H) 


2.84 



(904) 



^#^2004-315511 (P2004-315511A) 



[*I495] 



3107 


0 

H 

2CF 3 CO a H 


455 (M + H) 


2.45 


3108 


^n" O 
2CF 3 COiH 


455 2(M + H) 


3.19 


3109 


j Bis 
CF s COaH 


461 4 CM + H> 


2.60 


3110 


^ 0 
2CF3C02H 


470.4 (M + H) 


2.74 


3111 


^n" O 

H 0 
CFaCOaH 


446.6 (M + H) 


2.61 


3112 


OH 

CF 3 CO*H 


464.4 (M + H) 


.2.35 



(905) WW2004-315511 (P2004-315511A) 



3113 


CFjCOjH 


468.4 (M + H) 


3.04 


3114 


2CF,COsH 


456.2 (M + H) 


2,44 


3115 


N N N 
2CF*CO*H 


455.2 (M + H) 


2 11 


3116 


^N^ 0 OH 

H CI 
CFsCCfeH 


454.2 (M + H) 


3.21 


3117 


CXa b XX b JO i 

2CF 3 C02H 


433.6 (M + H) 


2.34 


3118 


2CFjC0 2 H 


444.6 (M+) 


2.93 



(906) 



#§32004-315511 (P2004-315511A) 



[31497] 

(*<JDO-3#) 



3119 


0 

1 it 
2CF 3 C02H 


421.4 (M 4 H) 


2.23 


J IZU 


CF 3 C0 2 H 


*Hrt A f\A 4- H\ 

juo.i \ivi t ri) 


^ 11 
j.^ 1 


nil 

J121 


<> 

2CF,C0jH 


en £ i\* 4. i|\ 
3 J 1 .0 (1V1 -r H; 


,j.x 1 


■31 XX 


^N" o 
CFjCOjH 


479 4 + HI 


3.60 


3123 


CF3CO2H 


434.4 (M + H) 


2.37 


3124 


CF3CO2H 


516.4 (M + H) 


3.02 



(907) #^2004-315511 (P2004-315511A) 

[21498] 



3125 


H 

CFjCOjH 


394.4 (M + H) 


2.45 


3126 


^ 0 
CFjCOjH 


450.2 (M + H) 


2.41 


3127 


2CF,CCbH 


4T7.0 (M + H) 


2.88 


3128 


2CF»C0 2 H 


405.6 (M + H) 


2.61 ! 


3129 


CF 3 C0 3 H 


472.6 (M + H) 


3.17 


3130 


H 

CFsCC^H 


464.4 (M + H> 


2.59 



(908) 



If ISJ2004-315511 (P2004-315511A) 



[H499] 



3131 


0 CI 

CFjCOjH 


484.2 (M + H) 


2.99 


' 3132 


0 CI 

H 

2CF 3 C02H 


453.0 (M + H) 


2.45 


3133 


O OH 

^ N N y 

CI 

CF3CO2H 


488.4 (M + H) 


3.59 


3134 


F 

0 j^y f 

CF 3 COjH 


454,2 (M + H) 


2.81 


3135 


H 

2CF 3 COaH 


421.4 (M + H) 


2.89 


3136 


OH 

CF 3 C0 2 H 


468.4 (M Ml) 


2.53 



(909) 



#^2004-315511 (P2004-315511A) 



1*500] 



3137 


H CI 
2CF 3 C0 3 H 


483.2 (M + H) 


2.83 


3138 


CF 3 COaH 


487.4 (M+2H+) 


3.40 


3139 


v n" O „ 
CF 3 CO,H 


445.6 (M + H) 


2.36 


3140 


^N^* O CI 
2CF 3 C02H 


453.2 (M + H) 


2.46 


3141 


/ 

CF a C0 2 H 


478.4 (M + H) 


2.77 


3142 


V N^ O OH 
CF 3 COaH 


672.2 (M + H) 


3.92 



(9 10) 



^2004-315511 (P2004-315511A) 



[51501] 



3143 


^N^ 0 OH 

H Br 
CFjCCfeH 


576.2 (M + H) 


3.71 


3144 


-n" o 

H 

2CF a C02H 


421.2 (M + H) 


2.0) 


3145 


^ o 

H NO, 
CF,CO,H 


494.4 (M + H) 


2.77 


3146 


^n" o 

2CF 3 CO a H 


405.6 (M + H) 


1,99 


3147 


CF 3 C0 2 H 


488.4 (M + H) 


3.13 


3148 


CF 3 C0 2 H 


430.4 (M + H) 


2.91 



(911) 



If H32004-315511 (P2004-315511A) 



[«502] 



3149 


^n" o 

2CFjCO?H 


459.4 (M + H) 


2.47 


3150 


" 0 
CFaCOjH 


486.6 (M + H) 


2.93 


3151 


t tin? 

CF3CO2H 


474.4 (M + H) 


3.03 


3152 


^N^ 0 OH 
M NO, 
CF 3 COjH 


465.2 (M + H) 


3.13 


3153 


H 1 
M Br 

2CF 3 C0 2 H 


483.4 (M + H) 


2.67 


3154 


Nl" 0 
CF 3 COjH 


556.4 (M + H) 


2.84 



(9 12) 



=tf $52004-315511 (P2004-315511A) 



[«503] 



3155 


^ 0 
2CF s CO a H 


443.4 (M + H) 


2.94 




o >r 

N a 

CF 3 CO a H 




3.20 


3157 


0 

CF,COjH 








^n' 0 v 

ca„xr B icq 

CF 3 COaH 




3.58 


3159 


Q 

CI 

CFsCOjH 


535.4 (M + H) 


3.51 


3160 


o 

CI 

CF,C0 2 H 


504.4 (M + H) 


3.49 



(9 13) 



^2004-315511 (P2004-315511A) 



[«504] 



3161 


" Q 

CI 

CF 3 C0 2 H 


572.4 (M + H) 


3.71 


3162 


CF,COjH 


460 2 (M + H) 


3.80 


3163 


CF 3 C0 2 H 




4.00 


"XtAA 
J 10** 


CF a C0 2 H 


492.2 (M + H) 


3.90 


3165 


CF 3 C0 7 H 


478.2 <M + H) 


3.80 


3166 


CF 3 C0 2 H 


607.6 (M + H) 


4.00 



(9 14) 



#882004-315511 (P2004-315511A) 



[£505] 



3167 


CFjCOjH 




J,HU 


3168 


CFaCOjH 


506.2 (M + H) 


3.90 


3169 


CF 3 CO a H 


480.2 (M + H) 


3.80 


3170 


CFjCOaH 


466.2 (M + H) 


3.70 


j i / ■ 


CI 

CFjCOjH 


515.2 (M + H) 


3.90 


3172 


. H Y 0s < 

rrS 0 

CI 

CFaCOjH 


644.2 (M + H) 


4,10 



(9 15) 



#^2004-31551 1 (P2004-31 551 1A) 



[SB06] 



3173 


CF,C0 2 H 


488.2 (M + H) 


3.90 


3174 


CFsCOjH 


474.4 (M + H) 


3.80 




Ay 

CF,COjH 


525 4 (M + H) 


3.70 


3176 


CFjCC^H 


654.2 {M + H) 


3.90 


3177 


CFaCOjH 


428.2 (M + H) 


3.10 


3178 


H 

CF 3 C0 2 H 


414.4 (M + H) 


2.90 



(9 16) 



^^2004-315511 (P2004-315511A) 



[H507] 



3179 


H 1 

2CF 3 C0 2 H 


506.4 (M + H) 


3.04 


3180 


N ft \ 

2CF 3 C0 2 H 


578.8 (M + H) 


3.50 


3181 


2CF 3 C0 2 H 


520.6 (M + H) 


3.19 


3182 


> 

2CF,C0 2 H 


448.4 (M + H) 


2.80 


3183 


2CF 3 C0 2 H 


494.6 (M + H) 


2.66 


3184 


2CF 3 C0 2 H 


478.4 (M + H) 


2.66 



(9 17) 



#182004-315511 (P2004-315511A) 



[H508] 



3185 


"J 
2CF 3 C0 2 H 


492.6 (M + H) 


2.94 


3186 


2CF,C0 2 H 


464.4 (M + H) 


2.65 


3187 


X 

2CF 3 C0 2 H 


464.4 (M + H) 


2.68 


3188 


2CF 3 C0 2 H 


566.4 (M + H) 


3.03 


3189 


2CF 3 C0 2 H 


512.6 (M + H) 


2.85 


3190 


2CF 3 C0 2 H 


474.4 (M + H) 


3.09 



(9 18) 



$£112004-31551 1 (P20O4-31551 1A) 



[31509 J 



3191 


i 

3CF 3 C0 2 H 


477.4 (M + H) 


2.51 


3192 


2CF 3 C0 2 H 


464.4 (M + H) 


2.67 


3193 


2GF 3 C0 2 H 


494.6 (M + H) 


2.78 


3194 


2CF 3 C0 2 H 


494.6 (M + H) 


2.60 


3195 


2CF 3 C0 2 H 


434.6 (M + H) 


2.67 


3196 


2CF 3 C0 2 H 


546.4 (M +41) 


4.30 



(9 19) 



#112004-315511 (P2004-315511A) 



imo) 

(^(PO-jgr) 





2CF,C0 2 H 


606 6 f M + hft 

UuUiU ^ 1VJ 1 11/ 


3.95 


3198 


2CF 3 C0 2 H 


536.6 (M + H) 


J.HJ 


3199 


OTl XT T 

2CF 3 C0 2 H 


492.4 (M + H) 


2.97 


3200 


2CF 3 C0 2 H 




'J TO 


3201 


H 

2CF 3 COjH 


542.0 (M + H) 


2.85 


3202 


Y h<W 0 — 

H 

2CF 3 C0 2 H 


492.6(M + H) 


2.8! 



(920) 



^2004-315511 (P2004- 



[«511] 



3203 


1 Br 

2CF 3 C0 2 H 


590.4 (M + H) 


3.02 


3204 


CI 

Y H f\ 

H 

2CF 3 C0 2 H 


502.2 (M + H) 


2.91 


3205 


H 

2CF 3 C0 2 H 


480.4 (M + H) 


2.51 


3206 


H 1 

2CF 3 C0 2 H 


536.4 (M + H) 


3.21 


3207 


Y » rP 

H 

3CF 3 COjH 


443.6 (M + H) 


2.66 


3208 


Y H f\°^ 

H 1 

2CF 3 C0 2 H 


536.4 (M + H) 


3.08 



(92 1) 



=ttPf32004-315511 (P2004-315511A) 



[31512] 

(*(0o-cJ#) 



3209 


H 

2CF } C0 2 H 


520.0 (M v H) 


3.51 


3210 


2CF3CO3H 


480.4 (M + H) 


2.58 


3211 


F 

2CF 3 C0 2 H 


552.0 (M+H) 


3.11 


3212 


2CF 3 C0 2 H 


464.4 (M + H) 


3.22 


3213 


2CF 3 C0 2 H 


450.4 (M + H) 


2.70 


3214 


2CF 3 C0 2 H 


450.4 (M + H) 


2.58 



(922) 



8 ^2004-315511 (P2004-315511A) 



[*513] 



3215 


1 

2CF 3 C0 2 H 


480.4 (M + H) 


2.73 


os I o 


3CFjC0 2 H 


H£/,«f ^IV| ~ Tl) 


j.^y 


17 


2CF 3 C0 2 H 


AQ(\ O /ky| i U\ 

tolr.x ^iVl tnj 


O HQ. 




2CFjCO } H 


522 4 fM + HI 


3.77 


3219 


2CF 3 C0 2 H 


450.2 (M + H) 


2.57 


3220 


1 

2CF 3 C0 2 H 


498.0 (M + H) 


2.97 



(923) 



#^2004-315511 (P2004-315511A) 



imu] 



3221 


k 

2CF 3 C0 2 H 


478.4 (M + H) 


3.17 


3222 


OC^N^S , 

2CF 3 C0 2 H 


480.0 (M + H) 


3.08 


3223 


B I ! 
k 

2CF 3 C0 2 H 


590.2 (M + H) 


4.20 


3224 


" JUL 1 

2CF,C0 2 H 


576.4 <M + H) 


3.95 


3225 


"o<kJ 

k 

2CF,C0 2 H 


512.4 (M + H) 


3.86 


3226 


CF,C0 2 H 


472.4 (M + H) 


3.07 



(924) 



^2004-315511 (P2004-315511A) 



[*515] 



3227 


H 

CF 3 C0 2 H 


540 6(M + H) 


3 75 


JZ29 


H 

CF 3 C0 2 H 


AtLA A IKA J. 

*fO*t,*» (IVl + fi) 


3.07 


322? 


GCXO «;>> 

H / 
2CFjC0 2 H 


478.4 (M + H) 


3.40 


inn 


H F+F 
F 

2CF 3 C0 2 H 


J3Z.O T rtj 




3231 


H ^ Br 
2CF 3 C0 2 H 


590.2 (M + H) 


3.60 


3232 


H 

2CF 1 C0 2 H 


418.6 (M + H) 


3.25 



(925) 



^^2004-315511 (P2004-315511A) 



ime] 



3233 


^^7s) N — 
H 

2CF 3 C0 2 H 


382.2 (M + H) 


2.67 


3234 


1 

2CF 3 C0 2 H 


436.4 (M + H) 


3.05 


3235 


Y h F Y^] 

2CF 3 C0 2 H 


394.4 (M + H) 


2.75 


3236 


2CF 3 C0 2 H 


420.4 (M + H) 


2.82 


3237 


H 

2CF 3 C0 2 H 


426.4 (M + H) 


3.17 


3238 


9 

Y h nr° 

H 

2CF 3 C0 2 H 


468.4 (M + H) 


3.44 



(926) 



If 112004-315511 (P2004-31 551 1A) 



[«517] 



3239 


0" 

H fV° H 
2CFjC0 2 H 


452.2 (M + H) 


2.69 


3240 


2CF 3 C0 2 H 


436.4 (M + H) 


2.80 


3241 


S N X H C 'W 0H 
2CF 3 C0 2 H 


426.2 (M + H) 


2.79 


3242 


2CF 3 C0 2 H 


536.4 (M + H) 


3.75 


3243 


H 

3CF 3 C0 2 H 


427.2 (M + H) 


2.95 


3244 


2CF 3 C0 2 H 


432.4 (M + H) 


3.41 



(927) 



iff HS2004-315511 (P2004-315511A) 



3245 


Y * fVi 

H 

2CF 3 C0 2 H 


434.2 (M + H) 


2.84 


3246 


H 

2CF3C0 2 H 


410.2 (M + H) 


3.02 


3247 


■ ^ . X 3 

_ J /N V aN«- -*^"s~ M 

3CF3C0 2 H 


427.4 (M + H) 


2.61 


3248 


Y « jrY 

2CF 3 C0 2 H 


450.4 (M + H) 


2.91 


3249 


2CF 3 C0 2 H 


460.4 (M + H) 


3.19 


3250 


N N 

2CF,C0 2 H 


468.4 (M + H) 


2.79 



(928) 



1*682004-315511 (P20O4-315511A) 



[31519] 



3251 


T » rV 
O^jO* 

2CF 3 C0 2 H 


394.4 (M + H) 


2.83 


3252 


T h (Tr Br 

2CF 3 C0 2 H 


454.2 (M + H) 


3.08 


3253 


2CF 3 C0 2 H 


392.4 (M + H) 


2.73 


3254 


0 

H 

2CF 3 C0 2 H 


450.4 (M + H) 


2.92 


3255 


^ H r ft 

F^T F 
F 

3CF 3 C0 2 H 


510.4 (M + H) 


3.17 


3256 


H 

2CF 3 C0 2 H 


428.2 (M + H) 


3.08 



(929) 



&H82004-315511 (P2004-315511A) 



[^520] 



3257 


Y h A 

H 

2CFjCO,H 


392.4 (M + H) 


2.63 


3258 


Y h fx 

H 

2CF 3 C0 2 H 


412.2 (M + H) 


2.83 


3259 


2CF>C0 2 H 


466.4 (M + H) 


2.89 


3260 


T h rS 

2CF 3 C0 2 H 


454.0 (M + H) 


3.05 


3261 


N N 
H 

2CF 3 C0 2 H 


408.2 (M + H) 


2.53 


3262 


H 

2CF 3 CO z H 


390.4 (M + H) 


2.92 



(930) 



^132004-315511 (P2004-315511A) 



[H521] 



3263 


Y H jTT s " 

H 

2CF 3 C0 2 H 


422.2 (M + H) 


3.05 


3264 


2CF 3 C0 2 H 


456.4 (M + H) 


3.25 


3265 


2CF,CO,H 


452.2 (M + H) 


3.37 


3266 


Y « iT*" 

2CF 3 CO,H 


401.2 (M + H) 


2.76 


3267 


CO /j 

2CF 3 C0 2 H 


444.4 (M + H) 


3.17 


3268 


H 

2CF n C0 2 H 


392.4 (M f H) 


2.61 



(931) #^2004-315511 (P2004-315511A) 

[£5223 



3269 


2CF 3 C0 2 H 


406.4 (M + H) 


2.86 


3270 


^N^ H HN "A 
3CF 3 C0 2 H 


365.4 (M + H) 


2.61 


3271 


2CF 3 C0 2 H 


420.4 (M + H) 


2.83 


3272 


1 

2CF 3 CG 2 H 


466.4 (M + H) 


3.10 


3273 


ifY^ N fY v ^^" Bf 

H 

2CF 3 C0 2 H 


514.4 (M + H) 


3.13 


3274 


F 

H 

2CF 3 C0 2 H 


444.4 (M + H) 


3.17 



(932) 



#^2004-31551 1 (P2004-31551 1A) 



[H523] 



3275 


0' 

Y h /V" 

H 

2CF 3 C0 2 H 


466.4 (M + H) 


2.86 


3276 


H 

2CF 3 C0 2 H 


456.2 (M + H) 


3.22 


3277 


2CF 3 C0 2 H ; 


446.6 (M + H) 


3.45 


3278 


H 

2CFjC0 2 H 


436.4 (M + H) 


2.95 


3279 


2CF 5 C0 2 H 


420.2 (M + H) 


3.03 


3280 


H fT S \ 

2CF 3 C0 2 H 


382.4 (M + H) 


2.72 



(933) 



«004-31551 1 (P2004-31551 1A) 



[31524] 

(*<Z>o-3#) 



3281 


H 

2CF 3 C0 2 H 


444.4 (M + H) 


3.07 


3282 


H 

2CF,C0 2 H 


396.2 (M + H) 


2.79 


3283 


2CF 3 C0 2 H 


412.4 (M + H) 


2.95 


3284 


32CF 3 C0 2 H 


493.4 (M + H) 


3.57 


3285 


s 

H 

2CF 3 C0 2 H 


508.2 (M + H) 


3.52 


3286 


CC^JCr 8 ^ 

H 

2CF,C0 2 H 


469.6 (M + H) 


2.76 



(934) 



=8132004-315511 (P2004-315511A) 



[«625] 



3287 


3CF 3 C0 2 H 


493.2 (M + H) 


3.17 


3288 


Br 

H 

2CF 3 C0 2 H 


460.2 (M + H) 


2.95 


3289 


H 

2CF 3 C0 2 H 


0 


484.2 (M + H) 


3.14 


3290 


F 

H 

2CF 3 C0 2 H 


-F 


462.2 (M + H) 


3JI 


3291 


H 1 
2CF 3 C0 2 H 


— F 


462.2 (M + H) 


3.11 


3292 


F 

H 

2CF :> C0 2 H 


476.4 (M + H) 


3.39 



(935) 



=8112004-315511 (P2004-31551 1A) 



[S526] 



3293 


H 1 

2CF 3 C0 2 H 


420.4 (M + H) 


3.05 


3294 


2CF 3 C0 2 H 


464.2 (M + H) 


3.21 


3295 


F 

H 

2CF3C02H 


424.2 (M + H) 


2.94 


3296 


3CF 3 C0 2 H 


419.4 (M + H) 


2.51 


3297 


3CF 3 C0 2 H 


366.4 (M + H) 


2.26 


3298 


2CF 3 C0 2 H 


424.2 (M + H) 


2.93 



(936) 



^182004-315511 (P2004-315511A) 



[11527] 



3299 


2CF 3 C0 2 H 


442.4 (M + H) 


2.97 


3300 


F 

T h rl 

2CF 3 C0 2 H 


478.2 (M + H) 


3.19 


3301 


F 

kA^^ F-}-F 
H F 

2CF 0 CO 3 H 


462.2 (M + H) 


3.05 


3302 


F y. F 

2CF 3 C0 2 H 


476.4 (M + H) 


3.20 


3303 


N H 

2CFjCOjH 


366.4 (M + H) 


2.64 


3304 


y h F in 

2CF 3 C0 2 H 


412.4 (M + H) 


2.85 



(937) 



^2004-315511 (P2004-315511A) 



[H528] 



3305 


OH 

r^t^H ^^^^ 
2CF 3 C0 2 H 


420.4 (M + H) 


2.67 


3306 


3CF 3 C0 2 H 


449.4 (M + H) 


2.74 


3307 


F 

2CFjC0 2 H 


394.4 (M + H) 


2.86 


3308 


CI 

H 

2CF 3 C0 2 H 


478.2 (M + H) 


3.38 


3309 


2CF 3 C0 2 H 


444.4 (M + H) 


3.09 


3310 


y » n 

H 

2CF 3 C0 2 H 


376.4 (M + H) 


2.82 



(9 38) 



#^2004-315511 (P2004-315511A) 



3311 


Y h A 

2CF 3 C0 2 H 


406.4 (M + H) 


2.87 


3312 


H 

2CF 3 C0 2 H 


436.4 (M + H) 


2.91 


3313 


2CF3C0 2 H 


426.2 (M + H) 


3.13 


3314 


2CF3C0 2 H 


436.4 (M + H) 


2.99 


3315 


H Br Y^i 

N 8 

2CF 3 C0 2 H 


454.0 (M + H) 


2.97 


3316 


F 

Y h jrS 

^_ 2CF 3 C0 2 M 


412.4 (M + H) 


2.92 



(939) 



ft 132004-31551 1 (P2004-315511A) 



[^530] 



3317 


2CF 3 COjH 


466.4 (M + H) 


2.95 


3318 


H 

2CF 3 C0 2 H 


390.4 {M + H) 


2.95 


3319 


2CF,C0 2 H 


396.2 (M + H) 


2.89 


3320 


H 

2CF 3 C0 2 H 


438.2 (M + H) 


2.76 


3321 


3CF 3 C0 2 H 


445.4 (M + H) 


3.16 


3322 


H 

3CF 3 CO,» 


415.4 (M + H) 


2.96 



(940) 



#^2004-31551 1 (P2004-31551 1A) 



[«S531] 



3323 


Y » 

3CF 3 C0 2 H 


445.4 <M + H) 


2.96 


3324 


T h H0 A 

2CF,CO,H 


504.2 (M + H) 


311 


3325 


V 

H 

2CFjC0 2 H 


434.4 (M + H) 


3.17 


3326 


h s Y^i 

2CF 3 COiH 


476.2 (M + H) 


3.27 


3327 


Co rr N ^^? 

2CF 3 C0 2 H 


514.4 (M + H) 


3.07 


3328 


H F 
2CF 3 C0 2 H 


462.2 (M + H) 


2.99 



(94 1 ) 



^^2004-315511 (P2004-315511A) 



[11532] 



3329 


Y » fr m 

2CF 3 C0 2 H 


433.2 (M + H) 


2.63 


3330 


2CF 3 C0 2 H 


518.4 (M + H) 


3.63 


3331 


0" 

2CF3CO2H 


500.4 (M+H) 


3.09 


3332 


Y h >"\ 

W IN 

H 

3CF 3 C0 2 H 


379.4 (M + H) 


2.77 


3333 


H 

2CF 3 C0 2 H 


460.2 (M + H) 


3.31 


3334 


F 

H 

2CF 3 C0 2 H 


512.4 (M + H) 


3.51 



(942) 



^2004-315511 (P2004-315511A) 



[11533] 



3335 


H F 

2CFjC0 2 H 


512.6 (M + H) 


3.51 










3336 


Y » rl 

2CF 3 C0 2 H 


476.2 (M + H) 


3.39 


3337 


/ 

Y h jfT° 

2CFjCOjH 


448.4 {M + H) 


3.42 


3338 


H 

2CFjC0 2 H 


404.4 (M + H) 


3.17 


3339 


— N N J. 

H F 

2CF 3 C0 2 H 


444.4 (M + H) 


3.13 


3340 


F 

Y H F n 

H 

2CF 3 C0 2 H 


462.2 (M + H) 


3.21 



(943) 



If W2004-315511 (P2004-315511A) 



[£534] 



3341 


Y h F in 

H 

2CF 3 C0 2 H 


424.2 (M h H) 


2.97 


3342 


^^Ssl^N — 
H 

2CF 3 COiH 


444.6 (M + H) 


3.16 


3343 


P 

3CF 3 C0 2 H 


469.4 (M + H) 


3.47 


3344 j 


2CF 3 COjH 


456.4 (M + H) 


3.47 


3345 


2CF 3 C0 2 H 


457.4 (M + H) 


3.09 


3346 


H 

2CF 3 C0 2 H 


458.2 (M + H) 


3.37 



(944) 



^2004-315511 (P2004- 



[S535] 



3347 


H 

2CF 3 C0 2 H 


436.4 (M + H) 


2.83 


3348 


? 

H 

2CF 3 C0 2 H 


A') A A (KA + U\ 


j. j\j 


3349 


2CF 3 C0 2 H 


AQA A /VI 4- tJ\ 




333 U 


2CF 3 C0 2 H 




2,80 


33S1 


F 

H 

2CF 3 C0 2 H 


460.4 (M + H) 


3.20 


3352 


H 

2CF 3 C0 2 H 


390.4 (M + H) 


2.97 



(945) 



#132004-315511 (P2004-315511A) 



[H536] 



3353 


Y h c, y^i 

U^A kl A. M A^ ci 

N N 
H 

2CF 3 C0 2 H 


444.2 (M »- H) 


3.01 


3354 


Y h Vt> 

^^*N N — 
H 

3CF 3 C0 2 H 


380.2 (M + H) 


2.27 


3355 


2CF 3 C0 2 H 


491.4 (M + H) 


2.55 


3356 


CI 

h rY 

Cut XT 

H 

2CFjC0 2 H 


410.4 (M + H) 


3.05 


33S7 


H 

2CF 3 C0 2 H 


422.2 (M + H) 


2.69 


3358 


2CF,C0 2 H 


418.6 (M + H) 


3.36 



(946) 



^132004-315511 (P2004-315511A) 



C*537J 



3359 


crijy 

H 

2CFjC0 2 H 


410.4 (M + H) 


2.97 


3360 


2CF 3 C0 2 H 


401. 2 (M + H) 


2.81 


3361 


F 

h f yV f 

kA N A^A^J F 

2CF,C0 2 H 


466.2 (M + H) 


3.01 


3362 


Co. xy 

2CF,C0 2 H 


482.4 (M + H) 


3.43 


3363 


o" 

2CF } C0 2 H 


548.4 (M + H) 


3.03 


3364 


H 

3CF 5 C0 2 H 


543.6 (M + H) 


3.95 



(947) 



1^2004-31551 1 (P2004-315511A) 



[H538] 



3365 


2CF 3 C0 2 H 


475.4 (M + H) 


3.64 | 


3366 


Co. jO* 

H 


478.4 (M + H) 


3.29 


3367 


Y h fi" 

H 

2CF,COjH 


434.4 (M + H) 


3.20 


3368 


Y h iTT 0 r F 
N w 

2CF 3 C0 2 H 


442.4 (M + H) 


3.09 


3369 


Y * fV H 

N N 
H 

2CF 3 CC>2H 


420.4 (M + H) 


2.87 


3370 


y h n 

H 

2CF 3 C0 2 H 


422.2 (M + H) 


2.79 



(948) 



#^2004-315511 (P2004-315511A) 



[51539] 



3371 


H 

2CF 3 C0 2 H 


424.2 (M + H) 


2.96 


3372 


H 

3CF 3 C0 2 H 


427.2 (M + H) 


2.53 


3373 


^*^*N N*^ 

H 

2CF 3 C0 2 H 


432.4 (M + H) 


3.12 


3374 


H 

3CFjC0 2 H 


447.4 (M + H) 


2.45 


3375 


F 

t „ yS 
Cxi i^r N 

H 

2CF 3 C0 2 H 


408.2 (M + H) 


3.02 


3376 


Y » rt N 

2CF 3 C0 2 H 


496.4 (M + H) 


2.81 



(949) 



#^32004-315511 (P2004-315511A) 



[*540] 



3377 


CI 

h °"i 

^^^N N — 
H 

2CF 3 C0 2 H 


400.2 (M + H) 


2.81 


3378 


Y h F TY' 

2CF 3 COjH 


520.2 (M + H) 


3.14 


3379 


^ H s-C 

2CF 3 C0 2 H 


410.4 (M + H) 


3.12 


3380 


H 

2CF3C02H 


496.4 (M + H) 


3.40 


3381 


Ju-F 

2CF 3 C0 2 H 


496.4 (M + H) 


3.17 


3382 


H 

2CF^C0 2 H 


462.2 (M + H) 


3.19 



(950) 



!f#W2004-315511 (P2004-315511A) 



IfB41] 



3383 


H 

2CF,COjH 


462.2 (M + H) 


3.28 


3384 


H 

2CFjCO,H 


440.4 (M + H) 


2.74 


3385 


H 

2CF,C0 2 H 


454.2 (M + H) 


2.89 


3386 


H 

2CF 3 C0 2 H 


404.4 (M + H) 


3.09 | 


3387 


2CF 3 C0 2 H 


482.2 (M + H) 


3.29 


3388 


N 

3CF 3 C0 2 H | 


458.4 (M + H) 


2.99 



(951) 



#112004-315511 (P2004-315511A) 



[H542J 



3389 


2CF 3 C0 2 H 


452.2 (M + H) 


3.40 


3390 


2CF 3 C0 2 H 


560.2 (M + H) 


3.73 


3391 


X n xO 

2CF 3 COjH 


416.4 (M + H) 


2.99 


3392 


2CF 3 C0 2 H 


5I8 V 6 (M + H) 


4.08 


3393 


2CF 3 CO,H 


436,4 (M + H) 


2.95 


3394 


CF 3 C0 2 H 


434.4 (M + H) 


3.30 | 



(952) 



#H32004-315511 (P2004-315511A) 



[H543] 



3395 


kX H l H xj X 

H 

CFjCOjH 1 


440.4 (M + H) 


4.26 


3396 


t « n cl 

CF 3 C0 2 H 


458.2 (M + H) 


4.39 


3397 


^ „9 

CF 3 COjH 


480.4 (M + H) 


4.37 


3398 


C^COjH 


523.6 (M + H) 


4.15 


3399 


CF 3 C0 2 H 


404.4 (M + H) 


3.46 


3400 


H 

CFjC0 2 H 


404.4 (M + H) 


3.75 



(953) 



#H2004-315511 (P2004-315511A) 



[H544] 



3401 


IN IN 

H 

CFjC0,H 


382.4 (M + H) 


3.65 


3402 


CF 3 C0 2 H 


420.4 <M + H) 


3.81 


3403 


CF 3 C0 2 H 


381.2 (M + H) 


3.33 


3404 


CFsCOjH 


404.4 (M + H) 


3.93 


3405 


N-O 

CFjCOjH 


435.2 (M + H) 


3.40 


3406 


h °Y^\ 

CF,C0 2 H 


484.4 (M + H) 


4.15 



(954) 



#^2004-315511 (P20O4-315511A) 



[H545) 



3407 


H 

CF 3 C0 2 H 


469.4 (M + I I) 


4.20 


3408 


Y H ?^ 

OTA jCrY 

H 

CF 3 C0 2 H 


436.2 (M + H) 


3.88 


3409 


N H 

CF,CO,H 


434.4 (M + H) 


3.91 


3410 


CFjCOjH 


558.4 (M + H) 


4.92 


3411 


Q 

H 

2CF 3 C0 2 H 


483.4 (M + H) 


4.08 


3412 


H /f S > 

H 

CF 3 C0 2 H 


396.2 (M + H) 


3.68 



(955) 



WHJ2004-315511 (P2004-315511A) 



[H546] 



3413 


CF,CO,H 


454.2 (M + H) 


3.70 


3414 


CF 3 C0 2 H 


449.4 (M + H) 


4.09 


3415 


CF 3 C0 2 H 


476.2 (M + H) 


4.33 


3416 


F 

F-j-F 

CF 3 C0 2 H 


476.4 (M + H) 


3.60 


3417 


F 

H 

CFjC0 2 H 


476.4 (M + H) 


4.23 


3418 


H 

CF : ,C0 2 H 


476.4 (M + H) 


4.38 



(956) 



=8132004-315511 (P2004-315511A) 



[*547] 



3419 


N N 
H 

CF 3 C0 2 H 


426.2 (M + H) 


3.87 


3420 


CF 3 C0 2 H 


444.4 (M + H) 


3.86 


3421 


F 

t k^ N A Nr k^ 1 0 F 
H 

CF 3 C0 2 H 


4622 (M + H) 


4.15 


3422 


Y h rr 01 

CF 3 C0 2 H 


4242 (M + H) 


4.06 


3423 


1 

CF 3 C0 2 H 


450.4 (M + H) 


4.03 


3424 


H 

CF 3 C0 2 H 


434.2 (M f H) 


3.75 



(957) 



^^2004-315511 (P2004-31551 1A) 



[H548] 



3425 


N IM 

H 

CFjCOjH 


426.2 (M + H) 


3.88 


3426 


H fY°" 

ll^ N A N ^J o 

CFjCOjH 


450.4 (M + H) 


3.64 


3427 


H 

CF 3 C0 2 H 


450.4 (M + H) 


3.55 


3428 


H 

CF 3 C0 2 H 


418.6 (M + H) 


4.17 


3429 


H 

CF 3 C0 2 H 


434.4 (M + H) 


4.03 


3430 


H 

CF 3 C0 2 H 


458.2 (M + H) 


4.45 



(9 58) 



WW2004-315511 (P2004-315511A) 



[H549] 



3431 


CF 3 C0 2 H 


415.4 (M + H) 


3.76 


3432 


CF 3 COjH 


474.4 (M + H) 


5.06 , 


3433 


CF 3 C0 2 H 


410.2 (M + H) 


3.64 


3434 


V^A^A^ o 

CFjCOjH 


516.2 (M + H) 


4.24 


3435 


CI 

N — ^ 
H 

CF 3 C0 2 H 


424.2 (M + H) 


4.09 


3436 


H 

CF 3 C0 2 H 


458.2 (M + H) 


3.89 



(959) 



#112004-315511 (P2004-315511A) 



[^550] 



3437 


CFjCOjH 


516.2 (M + H) 


3.88 


3438 


CF,C0 2 H 


460.4 (M + H) 


4.86 


3439 


CF3CO2H 


488,4 (M + H) 


4.70 


3440 


CI^CI 

H 

CFjCO^H 


472.4 (M + H) 


4.29 


3441 


H 

CF 3 C0 2 H 


426.2 (M + H) 


3.69 


3442 


F 

Y " f yV 

H 

CF 3 C0 2 H 


480.2 (M + H) 


4.16 



(960) 



^2004-315511 (P2004-315511A) 



[£1551} 



3443 


K^ U ^^KJ o ci 

CFjCOjH 


458.2 (M + H) 


3.9? 


3444 


CF 3 C0 2 H 


450.4 (M + H) 


3.95 


3445 


F 

rrS jTy r xV 

CFjCO,H 


444.4 (M + H) 


4.01 


3446 


H 

CF 3 C0 2 H 


426.2 (M + H) 


4.00 


3447 


N H 

CF,C0 2 H 


408.4 (M + H) 


3.75 


3448 


H 

CF 3 C0 2 H 


446.6 (M + H) 


4.65 



(961 ) 



If ^2004-315511 (P2004-315511A) 



[*B52] 



3449 


^•n^' n N 

CFjC0 2 H ^ 


415.2 (M + H) 


3.75 


3450 


H 

CF 3 C0 2 H 


420.4 (M + H) 


3.91 


3451 


H 

CF 3 C0 2 H 


490.4 (M + H) 


4.99 


3452 


H 

CFjCOiH 


504.4 (M + H) 


5.16 


3453 


F 

N a 

CFjCdH 


444.4 (M + H) 


4.00 


3454 


H 

CF 3 C0 2 H 


396.2 (M + H) 


3.85 



(962) 



WBB2004-315511 (P2004-315511A) 



[H553] 



3455 


F 

F-j-F 

H 

CFjCOjH 


526.6 (M + H) 


4.69 


3456 


N N 

CFjC0 2 H 


408.4 (M + H) 


3.30 


3457 


o" 

CF 3 C0 2 H 


480.4 (M + H) 


3.76 


3458 


H 

CFjCOzH 


426.2 (M + H) 


3.86 


3459 


N 

CF,C0 2 H 


424.2 (M + H) 


3.76 


3460 


H 

CF 3 C0 2 H 


440.4 (M + H) 


4.05 



(963) 



#^2004-315511 (P2004-315511A) 



[SI554] 

(3t<£>o<5§) 



3461 


F 

F — 1 — F 

Y h rS 

H 

CF 3 C0 2 H 


458.4 (M + H) 


4.25 


3462 


F 

CFjCOjH 


408.2 (M + H) 


3.84 


3463 


CF 3 C0 2 H 


458.2 (M + H) 


4.25 


3464 


H 

CF 3 C0 2 H 


446.6 (M + H) 


4.44 


3465 


Br 

CF 3 C0 2 H 


470.2 (M + H) 


4.13 


3466 


H 

CF 3 C0 2 H 


476.2 (M + H) 


4.25 



(964) 



^2004-315511 (P2004-315511A) 



[^555] 



3467 


IN yh — 

H F 

CF 3 C0 2 H 


476-2 (M + H) 


3.92 




f!Lf 






3468 


^N^N^ °F^F 
CF 3 C0 2 H 


526.4 (M + H) 


4.3! 


3469 


w 

CF 3 COjH 


476.2 (M + H) 


4.15 


3470 


CF 3 C0 2 H 


462.2 (M + H) 


4.48 


3471 


H 

CF 3 C0 2 H 


466.4 (M + H) 


4.45 




F 

F— f-F 






3472 


H 

CF 3 C0 2 H 


474,4 (M + H) 


4.29 



(965) 



ft H2004-315511 (P2004-315511A) 



3473 


Y h F YY B ' 

Cut jT7 n s 

H 

CFjCOjH 


486.2 (M + H) 


4.32 


3474 


N N — ^ 
CF 3 C0 2 H 


438-4 (M + H) 


4.31 


3475 


Y h Ar 

2CF 3 C0 2 H 


44 L4 <M + H) 


3.75 


3476 


^ „9 

CFjCOjH 


434.4 (M + H) 


4.10 


3477 


H 

CF 3 C0 2 H 


469.4 (M + H) 


4.19 


3478 


CF 3 C0 2 H 


444.4 (M + H) 


4.36 



(966) ^112004-315511 (P2004-315511A) 



[^557] 



3479 


H 

3CF 3 C0 2 H 


482.4 (M + H) 


435 


3480 


cx 

H 

CF 3 C0 2 H 


482.4 (M + H) 


4.64 


3481 


H C W" 

H 

CF 3 C0 2 H 


502.2 (M + H) 


4.37 


3482 


H 

CF,COjH 


458.2 (M + H) 


4.08 


3483 


^0 

t » rV°" 

H 

2CF 3 C0 2 H 


465.4 (M + H) 


3.66 


3484 


H 

CF 3 C0 2 H 


404.4 (M + H) 


4.03 



(967) 



#SI2004-315511 (P2004-315511A) 



[«B58] 



3485 


H 

CF 3 C0 2 H 


469.4 (M + H) 


4.23 


3486 


H 

2CF 3 CO,H 


447.4 (M + H) 


3.94 


3487 


H 

2CF 3 COjH 


456.2 (M + H) 


4.07 


3488 


Y H 
H 

CFaCOjH 


432.4 (M + H) 


3.99 


3489 


Y H jfV 

H 

2CF 3 C0 2 H 


441.3 (M + H) 


1.70 


3490 


H 

CF 3 C0 2 H 


440.2 (M f H) 


4.57 



(968) 



W 5S2004-315511 (P2004-315511A) 



[*559] 



3491 


H 

2CF 3 C0 2 H 


393.4 (M + H) 


4.01 


3492 


H 

2CF 3 C0 2 H 


497.4 (M + H) 


4.45 


3493 


H 

CF,C0 2 H 


470.2 (M + H) 


2.40 


3494 


y » nr NH * 
rr^,y rr N TT 

kA N X N xk^ o ci 

H 

2CF 3 C0 2 H 


439.4 (M + H) 


1.92 


3495 


H 

2CF 3 C0 2 H 


407.4 (M + H) 


2.30 


3496 


CI 

Y » nr""' 

H 

2CF 3 C0 2 H 


469.5 (M + H) 


2.27 



(969) 



^2004-315511 (P2004-315511A) 



[H560] 



3497 


H 

2CF 3 CO,H 


439.4 (M + H) 


1.93 


3498 


^^ N X N A^J o 

H 

2CF 3 COjH 


407.4 (M + H) 


1.62 


3499 


H 

CF 3 C0 2 H 


416.3 (M + H) 


2.34 


3500 


/ 
O 

H 

CF 3 C0 2 H 


460.4 (M + H) 


2.46 


3501 


H 

CF,C0 2 H 


465.4 (M + H) 


4.13 


3502 


M 

2CF 3 C0 2 H 


419.4 (M + H) 


3.87 



(970) 



#112004-315511 (P2004-315511A) 



[«561] 



3503 


^0 

H 

CF 3 C0 2 H 


450.4 (M + H) 


3.97 


3504 


H 

CFjCOjH 


406.2 (M + H) 


2 18 


3505 


V^^/ J ° 

H 

CFjCOjH 


470.4 (M + H) 


4.74 


3506 


k^N-^N^ J © 

H 

CFjCOjH 


466.4 (M + H) 


3.83 


3507 


Y H n 

H 

2CF 3 C0 2 H 


441.2 (M + H) 


4.38 


3508 


H 

2CF 3 C0 2 H 


441.2 (M + H) 


3.62 



(971) 



^132004-315511 (P2004-315511A) 



[ 31562] 



3509 


H 

CF 3 C0 2 H 


454.5 (M + H) 


2.44 


3510 


H 

CF 3 C0 2 H 


384.4 (M + H) 


3.67 


3511 


Y H c 'lTii 

H 

CF,C0 2 H 


502.2 (M + H) 


4.37 


3512 


Y h fV°- 

H 

CF3CO2H 


480.5 (M + H) 


2.18 


3513 


H 

CF 3 C0 2 H 


380.2 <M + H) 


3.81 


3514 


H 

2CF 3 C0 2 H 


463.2 (M + H) 


4.23 
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[H563] 



3515 


2CF,C0 2 H 


443.4 (M + H) 


2.12 


3516 


c^t rr N T^ s 

H 

CF 3 C0 2 H 


431.1 (M + H) 


1.90 


3517 


CI 

•H 

CF^OjH 


474.4 (M + H) 


5.05 


3518 


^ H 
H 

CF 3 C0 2 H 


440.5 <M + H) 


2.33 


3519 


/° 

CF 3 C0 2 H 


464.5 (M + H) 


2.20 


3520 


H 

2CF 3 C0 2 H 


391.1 (M + H) 


1.59 
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[«564] 



3521 


*y h fx 

H 

CF 3 C0 2 H 


474.4 (M + H) 


4.53 


3522 


H Br 

N N j Q 

CF 3 CO,H 


542.2 (M + H) 


2.26 


3523 


Y H HN-O 
H 

2CF 3 C0 2 H 


429.3 (M + H) 


2.41 


3524 


CFjCOjH 


494.6 (M + H) 


2.59 


3525 


^ h rV OH 

H 

CF 3 C0 2 H 


518.5(M + H) 


2.96 


3526 


H ? H 

H 

CF 3 C0 2 H 


420.4 (M + H) 


2.19 
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[H565] 



3527 


^N** H OH 
CF 3 C0 3 H 


420.4 (M + H) 


2.19 


3528 


H F 

2CF 3 COjH 


552.0 (M + H) 


2.45 


3529 


2CF 3 CO,H 


564.2 (M + H) 


2.48 


3530 


2CF 3 C0 2 H 


606.0 (M + H) 


2.86 


3531 


n w T f 

2CF 3 C0 2 H 


586.2 (M + H) 


3.20 


3532 


2CF,C0 2 H 


614.4 (M + H) 


2.76 
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[H566] 

(St<£>o<S#) 



3533 


2CF 3 C0 2 H 


620.0 (M + H) 


2.68 


3534 


^O^NH u [fY Br 
2CF 3 C0 2 H 


616.0 (M + H) 


2.56 


3535 


"V h °TY Br 

H 

2CF 3 C02H 


566.0 (M + H) 


2.54 


3536 


Til 

CF 3 C0 2 H 


532.2 (M + H) 


3.35 


3537 


2CF3COIH 


541.4 (M + H) 


3.11 


3538 


CF^C0 2 H 


505.2 (M + H) 


2.98 
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CS567J 



3539 


o" HI 

V 

Br 

CF 3 C0 2 H 


556 (M + H) 


3.37 


3540 


CF 3 C0 2 H 


516.4 (M + H) 


3.39 


3541 


CF 3 C02H 


504.4 (M + H) 


3.61 


3542 


CF 3 C0 2 H 


574.4 (M + H) 


4.27 


3543 


X 

CF 3 C0 2 H 


508.2 (M + H) 


3.17 


3544 


CF^COjH 


644.2 (M + H) 


3.63 
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3545 


CF,C0 2 H 


520.4 (M + H) 


3.56 


3546 


H 9 

F 

CF 3 C0 2 H 


504.2 (M h H) 


3.25 


3547 


1 

2CF 3 COjH 


513.4 (M + H) 


2.86 


3548 


CF3CO2H 


616.2 (M + H) 


3.73 


3549 


CO. jOt n T^ 

N 

2CF 3 C0 2 H 


450.4 (M + H) 


2.79 


3550 


CF 3 C0 2 H 


466.2 (M + H) 


3.35 
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[H569] 



3551 


H H 

2CF 3 C0 2 H 


465.2 (M + H) 


3.34 


3552 


CF 3 C0 2 H 


451.2 (M + H) 


3.83 


3553 


CFjCOzH 


451.2 (M + H) 


4.10 


3554 


CF 3 COjH 


563.2 (M + H) 


4.33 


3555 


2CFjC0 2 H 


468.4 (M + H) 


3.66 


3556 


H 

2CF 5 C0 2 H 


467.4 (M + H) 


2.85 
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[H570] 



3557 


a 

P 


515.4 (M -f H) 


3.52 


3558 


CF3CO2H 




485.2 (M + H) 


3.40 


3559 


2CF 3 C0 2 H 


467.4 (M + H) 


3.90 


3560 


CF 3 CO^H 


473.4 (M + H) 


4.17 


3561 


CF 3 C0 2 H 


c? 


467.4 (M + H) 


3.57 


3562 


CF 5 C0 2 H 


490.2 {M + H) 


4.00 
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1*571] 



3563 


CF 3 C0 2 H 


490.2 (M + H) 


3.99 


3564 


2CF 3 C0 2 H 


476.2 (M + H) 


3.76 


3565 


CFjCOjH 


467.2 (M + H) 


4.07 


3566 


CF 3 C0 2 H 


528.2 (M + H) 


4.53 


3567 


CFjCOjH 


464.2 (M + H) 


4.11 


3568 


f ^Y sk N c j_ ' 

CFjC0?H 


494.0 (M + H) 


3.43 
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[*572] 



3569 


d' ° 

CF 3 C0 3 H 


444.0 (M + H) 


3.03 


3570 


HN /P 

CFjCOjH 


552.0 (M + H) 


3.30 


3571 


^N" f 

o ° 
CFjCOjH 


510.0 (M + H) 


3.37 


3572 


T V 

CF 3 C02H 


562.0 (M + H) 


3.66 


3573 


CF 3 C0 2 H 


622.0 (M + H) 


3.61 


3574 


CF 3 C0 2 H 


588.0(M + H) 


3.59 
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[«573] 



3575 


Y 

O 0 

CF 3 C0 2 H 


510.0 (M + H) 


3.31 


3576 


CF 3 C0 2 H 


562.0 (M + H) 


3.6! 


3577 


v 

CI 

CFjC0 2 H 


5I0.0(M+H) 


3.35 


3578 


CF 3 C0 2 H 


597.0 (M + H) 


3.55 


3579 


CF 3 C0 2 H 


665.0 (M + H) 


4.02 



[0650] 

T-y 

##O^C*BB«IStCffl^^T'$>l»„ *l!«FffftSB#^0 9/8 2 6 5 0 9ttt 
[0651] 

HSI0J3 5 8O 

P%ttt bMCHggfrti:, ryrU-ht iXCDVJA.DNAtiXXSrTt hXV * 
y-X (Perkin Elmer) £\ »t«ic J: *Ut«WS. frT^^-O. 25iiM 

fcJ:tf#4atf>*?M-f-K0. 2mMfc#teffiffl-t*PCRCJ: Dfcfc. IM^A** 
tt, 9 4*C"Cl$h 5 6'CT'l^ii>J;t/7 2'CT'1^2 0#*^^&3 0f->f ?/WT'S>o 
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fc. 5' PCR7*5>fV-lis ie?iJ: 

5' -GTGAAGCTTGCCTCTGGTGCCTGCAGGAGG-3 ' (SEQ.ID.NO. :1) 

tHindl I IfiSffifcWU 34>K3* r7-(7-lt EM: 

5'-GCAGAATTCCCGGTGGCGTGTTGTGGTGCCC-3' (SEQ. ID.NO. :2) 

■CEcoRISBfi^^i. 

1. 3kb PCR7^^>-hSr. Hi nd I I I fcJtfE c oR I TIHftU CM 
VpM^?^-<OH i nd I I I -E c oR mm>X'?U-->?l,tz. £OflL L 
akaye^>t:J:6^D--y^«Sl{Cj:i5. ^hoy, jfflg^rj- HWm > 
hZttf^Ztllz. L^t. f^-htLtClontech' s mar at 
hon-ready hypothalamus c DN kH^X/^Mif^fh^-i 
?'Jy^#<aroh3;P£ffiJttl>5' RACE PCRfciD. cDNA<7)5' *S 
ifflZ. |glfc e kt^'®2 7'>>'^'PCRT'C05 , RACE PCR|±. 5'-CATGAGCTGGTGG 
ATCATGAAGGG-3' (SEQ. ID.NO. :3) 

5 ' -ATG AAGGGCATGCCCAGG AGAAAG-3' (SEQ. ID.NO. :4) 

5 /HEJlJS: , dfUCj: 0**. G e n B a n k &5?A#^U 7 

109 2<0&StIJ?«fc!i&U:. 
[0652] 

H»0B581 

#rtfttttf>. ««Wfc«Stt'flrMCH5S«««OWI! 

^rtftttSOb hMCHS^ftOSBR*, MCH-I C3-SST2^^S5r^SCl 
ttCiOffofc (ttKEWCWl/Ctt, SEQ. ID. NO. : 7. TS/lSl^CWL 
TtiSEQ. ID. NO. : 8#H) . (Blast) 0 . MCHS**Wi 

Jfirt;k-r( riC3j ) SST2*ft«ctf)IC3tf)fc«t:ftifc. 

MCHff*OIC3?:Wtl l BamH I -Bs tE I I 77^>hJ, SST20 
I C 3 ££tr&fi£* U 3* ? Kfcftifc. Iffl Uz P C R-byx^^Ml^r y 

5'-GATCCTGCAGAAGGTGAAGTCCTCTGGAATCCGAGTGGGCTCCTCTAAGAG 

GAAGAAGTCTG AGAAGAAG-3 ' (SEQ. ID.NO. : 9) £ iff U 7>f t^T?^-?-!! &S9ffijnj 

5'-GTGACCTTCTTCTCAGACTTCTTCCTCTTAGAGGAGCCCACTCGGATTCCAG 
AGGACTTCACCTTCTGCAG-3' (SEQ. ID.NO. : 10) fc^US. 
rtttttMCHSS*cDNA2r. -r^ru-hi: LtffifflLfc. 
[0653] 

»aj3 582 

G P C yA?f<7)ig 

MCHftgft-G i ait^^yA^K«jt{±, {fcOkdtlBBU: : rtfcttMCH*g 

5' -GTGAAGCTTGCCCGGGCAGGATGGACCTGG-3 ' (SEQ.ID.NO. :11; -feVXh 
5'-ATCTAGAGGTGCCTTTGCTTTCTG-3' (SEQ. ID.NO. : 12; TV^VX). 
*>Ai5£tS7yi-byx7y4-?-iiZti?ti. KB4i$J:tfXb a I icH-f&MR 

PCRSrfiJfflLT. ttEOGiaat-^^^-l'iTll^S-frifcftt. **i-eh.tf>g£ 

cDNA100ng£» #75^7- (-feyXtJj:l^Tyf-fe>-X) 2uL, 10mM« 
d NTP 3 u L. lOXTaqPl us (Sgffig) Precis ionI«10uL 
, TaqP 1 us (MUffiW) Prec i s i o ntf'J* y— fc? (Stratagene 
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: #6 0 0 2 1 1 ) 1 u LfcJ:l/*8 0 u L&*ttiM*0*t3hjlfc. MCHgSftOfc 
ftWRiKaKtJiW-f^/HSBUi. : ^O^ttXx-yrS:. 9 4trC5#M 

ffK $ t>£9 4TTC3 0£HS ; 5 5°CT"3 0^0 ; 7 2 < CT2#|g|<W ?^T1r->fc 
. *»#gl$HRi, 7 2*CC1 O^iatf-?^. PCR«M, 1 %T*'o-xyMcefi 
U &wt1fS!!Uc (r-^Ji*?^^) . »HS*ifc£j«*£. KB4£J:tfXba I 

(New England B 1 o 1 a b s ) TiilHLU BrSO-f >"9--h£*8iU fS 

C»fcJ:9#*U MMPXfllfl£:J:9tt£Ufc; HEK2 9 3«S:ttffl'tilBH*. T 
!E^irnh3;W:»^f;. MCHggffc : G i -M&fy'WVfcttWttLftW 

miZmtXti.. SEQ. ID. NO. : 13, 7 5 yS^JOSLTliSEQ. ID. N 
O. : 14#gB) . 

ff-Y\frt>\ 059K (SEE. ID. NO. : 1 3#IH) fcitfTS/KSl*^ 3 
53 (SEQ. ID. NO. : 1 4«H) CAKf LT^S. MCHSgfcCRIl/C. 2ffl 

(6fflo3??M-f-b*<7>iiA) rtstt(*««m^ttt) opcRtG 

y-yV^lfGi a H>i: OHfc^ LTVVt. UctfoT. Gi^^fli, 

7^1^^h'1066*^2133 (SEQ. ID. NO. : 1 3 ) tJjtf 75^1^3 
56*^7 11 (SEQ. ID. NO. : 1 4 ) fcffiBLT WS> . ^ffl&ftWWmfrC 
htlli. GfyWKbti£GPCR0>3' *5gfc* { M^-LTV^GPCR^^>'^ 0 ^ 

[0654] 

SBMI0I3 58 3 

A. i»IP 3 ^77-b^ 

lBifc, 5eS*(Pftttt*JJ:V/'*fel^rttttt) *£trtMS£* 24^x/l/7V- 
M:, a«ttlxi05«K/'>x/l/T'*<ii:3& t 'eS4 (tofc'U %m.\i. KMct 
ZZbtfTZh) . 2BS(C, £lMiDMEM50u l/^i^ODNAO. 25ug 
i3it>'«JfllffDMEM5 0u ( lipofectamine) 2u l 

*ft»6K«^-4 i fcfc J: 0 . h7^7x^3 & £ fc 6 . 
*jWC»6U SaTl 5~3 0#ISK V^jL^-i/aVr*. «SrPBS0. 5m l 
Tifc#U *SH» te*t&4 0 0 ,u l Zh7yX7jL7isaym®km&L. MMiztolZ. 
&<.vf»£, 3 7'C/C0 2 5%T"3~4I$|iH ^^-xh^L, h7>- 
^7x^S/9V*&Jftil»*L, fflS<OttJttS*lml/?i/M2ffcl*. 3 BSC TO 
2:3 H-S^y^h-;|/TiBW4. IWMtfi. U «£PBS0. 5m 

lTifciTfS. &Wt\ Sish-)l>/mmW&itilO. 5ml (GIBCO BRL) 
/7x/^. 3H-*^/yh-^0. 2 5//C i/^i/Wt^tjDi., 37 
°C/C0 2 5%T1 6-18WyJf^-y 9 yf| 1 . 4 B gtc. ffiftSr P B S 0 . 
5m 1 Tgfe»U ^/^h-^/*Jl?t^ifi, A-dfyyi OjuNL ffifc'J?-?.M 0 
mM^-i-tfT-y-fe-flStffiO. 4 5m 1 JbSlW-vfe-ftSttO. 4m 1 fc«fctflR&SSj&l 
OxzM^T'Wl 0 X^yt'jy (ke t) 50u 1 ft^X'MMZ 3 7TTC3 

0W/^^-y 3 >t^. &WC"»£. PBSO. 5ml-Cft»L, •/x/Uffl 
S£92Pt»&*&<?Jti82 0 0;u 1 (1MCOKOH; 1 8mMc r )*'/i?N a : 3 . 8MC0 
EDTA) fclni*. -I<Oi»iftSr*J:-C5~10#l8K ^fcttWB^SBfiiTft^. 
&Vvt\ frS^k&^WgflS (7.5%HCl)200jLi 1T+»U!:. *WC. SMS 
1. 5mll7^K;l/7fl:#l, ?no^A/^^y-;Ml :2) lml 
/SfcjD*.*. lSSWSHSffL. _b«ffl£« Biorad AG1-X8 ( 

mmm) 7-* ( 100-200^7^) tsants. «»c -^si 

*T'l : 1. 2 5W/VCffifrU ±SBfflO. 9m 1 2\ ^7AC«loLfc. *7A 
2:. 5mMtf)U^yMH0m 1 fcitf 5mM<D*>*l8N a/6 OmMiO^fUN a 
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lOmlTUt^l). -i Ji/Y-tVYVAVyf&t&i* 0. 1 MWWl M<7)drK7y 
t->)A2m] 5:^t?.yyfU-y3y*?f;H Om 1 cOAoTtv-y^-l^-^g > 
/M7)V*X-®\&th. ijy^-k. 0. 1 MO^M/ 3 M^O^rffiTV^— A 1 0 m 1 T 
ftft-f&.Ifcfc:<tDB££-ti\ H 2 OX'2®t?%\ **X'4X:X'9tMUz. 

mi mm. urn. ^<o^ffl^wtvStt-(b$ii^#rtttesoMCHgs#A^ 

ft ( TMCH-Rwt j ) timtlt. MCH- IC3-SST2I2. IP 3 »fc 
[0655] 

HMB5 84 

[3 5 S ] GTPrSTyfe-fJrffifflLT^L^tlWil^ 

ttaWc. [3 s S ] GTPrST-y-MfcffifflLT, «MHk^«W>ifflBN^^HS*X^ 
ij-->^L/S (H^aW$*ut«^ajB!0 9/8 2 6 50 9^OSitfc«6#!H) . »4 
L<li. |5]^ttiS$^!»i i FailS0 9/826 5 0 9^<7)||ffiM6 (2) (Cf£v\ MCH 
SSfr: Gi»6*>7t?*fcflflll,fc. [3 5 S ] GTPr S7?-fe-f SrWJflLT, H 
<o*»c7)'J-Kt (lead hit) fcPJtUt. 
[0656] 

mm3 585 

)\4X)V—7-v hWM$.A7V--y7' (High Throughput Functional Screening) : 

fli pr mmm 

m^X. Wffi&^-ATvbJ (functional based assay) V - H h >y h Zm&t 
htztbiZfefflLtl ; FL I PR (f£fj:i8jfl % Fluorometric Imaging Plate Reader) 
VFDSS60 0 0 (SUSHI, Functional Drug Screening System) bffi£tl&. ZCO 
7-vMtt, ^£txI>«MCHg^£ffifflLJt#, £*tfi. MCHg«#:<?)m30*ffl 

8 2 6 5 0 9^mmm2 ( B ) ( 2 ) #HS) . 

FL I P RfcitA'FD S S7y-fc- / f t£ J: 9 . «+C9«l*lC a 2 + «KJrtftfflt4i 

Wr^fcitWBft (ER) «f«*>£tf>aUBi, #»(Ci«H. L^'ot, Ca^^f 

I PR (SUSlS) fc<fclXFDSS6 0 0 0 (SUSHI) ^ (Mo 1 ecu 1 ar De 
vices Corporation, HAMAMATSU Photonics K. 

k. ) nmxii-Ty hx^ v-~y^tz^<r>mmm^^M,<D$m^:t^mm 
corncob ^^M.mmtmmix^h. GutcitGom^mmt. tsmza. fl 

I PR (SIISifD fcJ:tfFDSS60 00 (fiSffig) St.koTEStS.IfctfT* 

[3 5 S ] GTPrS7v-t-<$:ftfflLTl5]5g$n7t l J-r-'t yh^WIS-r'l.^t, 
Fluorometric Imaging Plate Re ade rUSILt, 

9 6->x^;D7v-h (itii384')i^7>f?Dri/-n ^X'<r>wmnwt 
com&x\ mwtcMfet^mzuz. FLiPRtsitfFDss 6000*^9. ±x 

HWCtt, SEHOT'yfe-fWfcJWC, 9 69xA4SlW5. 5xlOV)x 

)VX\ <5t&m{10%*7 ! stom* 2mM<0L(W^Sy. lmMcObVUt'yig^h'J 
^Afc it/G 4180. 5 m g/m 1. pH7. 4 Z£tsW< -y nSSGC-f -//PM ) 
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(2. 5mM<0Probenicid, 0. 2%V v-JtitT^T' S y0 . 5rag/mli 
£tf££t3iW04juM<7)F 1 uo4-AM) t^K, 5%C0 2 4 3.<-?-*X' 
. 37ttl^^a<-y 3 yn. n— f^y^^MRHiBi^U 
ffi8t ( 2. 5raM»Pr obe n icid, 20mMOTEPES. 0. 2%^>-JllJfT 
;^5y0. 5mg/mimtSAynfWm PH7. 4)T«fe^-tS. 

»^^ii«c7)Wi:^tti 5 0// i zmmztoi, «5%co 2 4>*3.<-?-* 

50^ 1 Sr. ^x/Hcfln*.. MCmck^&Sft*: [Ca2 + ] i n-mmVC* , 
FL I PR££fiFDSS£fiMLT. 9 6 ^x^rv- h4>T\ Ex. 488nmfcJ: 
tfEm. 530nmt, 2 9 0®mL^h > it^nTV? 3 -XymimkthWi 
fcli. 5 0nMcr)MCH5rftffl-tl>. 

F L I P R (SllffigO il/'F D S S 6 0 0 0 (S£|j$tg) <7)tefflJi. &<7»#JI§ 
^#£J: 9ff?^£:#'C£& (Mo 1 e c u 1 a r Device Corporati 
on, HAMAMATSU Photonics K. K. ). 

[«574] 





IC 50 fit(nM) 


HJfeM 41 


6 


lUfeM 42 


19 



nmma ±v&mizm?h*<D£ ? ^tco-^x z t mm ix^z. 

[0657] 

[ hi i (*h£s<t)m c h g^f* t im ifcmmmmmmmtemitz -e* m c 

§tt*^±t6 I P 3 -S^^l^Ltv^. 
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(51) Int. CI.'' 



F I 



T-V3-H (##) 



A6 1P 25/24 
C0 7D 401/12 
C 0 7 D 401/14 
C 0 7 D 403/12 
C 0 7 D 405/12 
C0 7D 409/12 
C0 7D 409/14 
C0 7D 413/12 
C0 7D 413/14 
C 0 7 D 417/12 
C 0 7 D 417/14 



A6 1P 25/24 
C0 7D 401/12 
C0 7D 401/14 
C 0 7 D 403/12 
C0 7D 405/12 
C0 7D 409/12 
C0 7D 409/14 
C0 7D 413/12 
C0 7D 413/14 
C 0 7 D 417/12 
C 0 7 D 417/14 



m^H5MftEiSffl 3 T g 2 4 # 1 ^ 

vt>-&$m. *V7*)v-t. y-y fai, ?i7^-h ^x-r 4833 
a2mw% fuj-?-. yy^ry 

T*Vt)i$%m.i]')y*)\s-T,*ry r-fXd\ 7 U-F 564 5. t^A'- 
3 58 

(72)?&B#g t'->J-. 1-4Vx)V uA-F T-y^H 

'J#-£#BL %V7*)l--T. V5t t'-f-. 0-7 3rt^ F^T* 227 
F^-A(##) 4C063 AA01 AA03 BB07 BB09 CGI CC34 CC42 CC51 CC58 CC62 



CC75 CC76 CC81 CC92 DD04 DD06 DD12 D014 DD22 DD25 

DD31 DD62 EE01 

4C086 AA02 AA03 BC46 BC50 BC52 BC60 BC67 BC68 BC69 BC70 

BC71 BC73 BC82 GA02 GA04 GA07 GA08 GA09 GA10 MA02 

MA05 NA14 ZA01 ZA12 ZA70 ZC61 



